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IUPUJIUHOBBIE OKCUMBbI:
CHUHTE3, PEAKIIUM U BUOJIOTUYECKASA AKTHUBHOCTD

(OB30P)

O606H_ICHLI JaHHBIC IIO criocobam TNOJIYyUCHHUSA U PpCaKIUAM ITMPUAUHOBBIX
AJIbIOKCUMOB, KETOKCUMOB U aMUJIOKCUMOB U HUX IPOU3BOJHBIX. OtaenbpHO pac-
CMOTPEH CHHTE3 HOBBIX I'€TCPOLMUKIIOB M3 IHUPUIUHOBBIX OKCHUMOB. HpI/IBeZleHbI
TAK)K€ OCHOBHBIC PE3YJIbTATbl HCCJIICAOBAHUS OHOJIOTUYCCKOM AKTUBHOCTHU OK-
CHUMOB.

KinroueBble ciioBa: OKCHMBI, IIUPUIUH, OHOJIOrMYeCKass aKTHBHOCTD.

IMupuanHOBEIE OKCHMBI IIMPOKO ITIPUMEHSIOTCS Kak HWHTEpPMeIHaTsl B
TOHKOM OpPTaHWYEeCKOM CHHTe3e. B maHHOH paboTe paccMOTpEeHBI OCHOBHEIE
METOJBI TOJYYCHUA U PCAKIIUU NMHUPUINHOBBIX OKCHMOB. B OTACJIbHYIO TJIaBY
BBIICJICHBl METO/Bl CHHTE3a HOBBIX T'eTEPOLMKIMYECKHX CHCTEM U3 IPOM3-
BOJHBIX 3THX OKCHMOB. KOpOTKO paccMOTpeHbI OCHOBHBIE METOABI HCCIIe-
JOOBaHUA CTPYKTYPBI MUPUANHOBBIX OKCUMOB C YUC€TOM H30MEPHUH. W3noxeHsl
OCHOBHBIE€ MIYTHU CEJICKTUBHOI'O ITOJYYCHUSA E-n Z—I/ISOMGPOB OKCHUMOB H HX
O-3¢upoB. B mocnemneii rimaBe paGOTHI NPHBEAEHBI OCHOBHBIC PE3YNBTATHI
UCCIIeIOBaHUs. OMOJOTMYECKONH aKTHBHOCTH IPOU3BOAHBIX NUPHIMHOBBIX OK-
CHMOB.

1. CUHTE3 IIMPUAUHOBBIX OKCHUMOB

1.1. Cunre3 NMUHPUAUHOBBIX AJJBA0OKCUMOB H KETOKCUMOB

Knaccudeckuit MeToJ CHHTE3a IUPHIUHOBBIX OKCUMOB OCHOBaH Ha
B3aMMOJICHCTBUN allbJeTHa WM KETOHAa C THAPOKCHIAMHHOM B MeTaHoJje [1]
WU ¢ COJISTHOKUCIBIM ruapokcmiamuaoM B EtOH [2], i-PrOH [3], mupuaune
[4], NaOH/EtOH/H,0 [5, 6], Na,CO5/EtOH/H,O [7, 8], NaOMe/MeOH [9],
NaHCOs;/MeOH [10], NaOAc/MeOH [11], NaOAc/H,O [12] wnun Na/EtOH
[13]. Moaudukamuss 3TUX METOAOB MO3BOJISET MOIYYHTh MUPUIMHOBBIE KET-
OKCHMBI 2 U3 COOTBETCTBYIOIUX HUTpUiIoB 1. Tak, B3aumozelictsue Hutpuia 1
¢ pearentamu ['punbsipa (RMgBr) u mocnenyromas peakius ¢ NH,OH-HCI
MPHUBOIAT K 0Opa3oBaHuio okcuMoB 2 [14, 15]. TIupuaMHOBBIM OKCUM 5 OBLIT
MONy4YeH MATHCTATUHHBIM CHHTE30M M3 Mpon3BoAHOTO Ommupuamia 4 [16, 17].
Peaknuu mpuamHoBbIX HuUTpHIOB B cucteMe Hy/Pd—C/HCI/H,O/NH;0OH-HSO,
TaKKe MPUBOJAT K MUPUAUHOBBIM ajdbgokcuMam [18].
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IMupuarHOBEIE OKCHMBI IPU B3aUMOAECHUCTBUM C aJIKWI(WIA apui)rajiore-
HUJAaMH B HEWTpPAJbHBIX YCIOBUAX 00pa3ylOT YeTBEpTHYHBIE COJIU (HAIIpUMED
conb 3 [15]). CuHTe3 coneil TUPUAMHOBBIX OKCMMOB HIMPOKO OIMCAH B psije
padot [19-30]. Otu coeauHeHus NPUMEHSIOTCA B KaUeCTBE aHTHIOTOB IIpH OT-
paBineHnn (HocHopopraHUUSCKUMH COCTUHEHUSIMH [29] U MHLCIIISPHBIX KaTa-
nuzatopos [30].

4-TTupunuuanpaokcum (7) momydaroT B3amMozelcTBueM N-okcuaa 4-ruu-
POKCUMETHINHPUANHA (6) C CONTHOKUCIIBIM TuApoKciIaMuaoMm [31].

CH,0H CH=NOH
~ NH,OH - HCl N
= =
IT] + N
S-
6 7

2-ITupununansaokcumbl 10 jerko o0pasyroTcss B peakiid COOTBETCTBYIO-
mux ximopMmerwiupuauHoB 8 B cucreme NH,OH-HCI/NaOH/-H,O/EtOH.
O6pa3zoBanue npoaykToB 10 mporcxoauT yepe3 albIUMUHHBIN HHTEpMeanaT 9
[32]. AHanornyHO OBLTH MTOMYYESHBI TAKXKE 3- 1 4-ITUPUIUHATBIOKCHMEI [33].

R
QL2 0, )
— —_—
CH,CI CH,NHOH N~ "CH=NH
8 9
R
NH,0H N
— |
CH=NOH R =H, Cl, Alk, COOEt
18-91%

10
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Cpenu MeTOIOB CHHTE3a MUPUIUHOBBIX OKCUMOB CIEIYET OTMETUTh TPeX-
KOMIIOHEHTHBIH CHHTE3 OKCHMa 2-mupuAuHuUAnuKiIorekcanona (11) wus
2-xnopuukiorekcanona 1 NH,OH-HCI B nmupuaune [34]. AnanornddHo ObuT TO-
Jy4deH okcuM 3-(4-mupuami)-2-1uKkiorekceH-1-ona [35].

O NOH _—
Cl *
Q- e (Y
= —
N cl
11

2-(3-OxconponwiI)IUKIOTeKCaHoH-1,3-11orsl 12 B MPUCYTCTBUHM COJISTHO-
KHCJIOTO THIPOKCHIaMHHA IUKIN3YIOTCA C 0Opa3oBaHHMEM OKCHMOB TeTpa-
ruapoxuHonuHa 13 u 14 B cootHomenuu ~ 1:1. Okcumel 13 u 14 o6pasyrorcs
TaKoKe MPU PELUKIN3alNU TeTparuapoxpomeron 15 [36].

O Ar O
Ar'
R
0 NH,OH - HCl ~ NOH Ar NOH
R 12 X N A
o0 Ar R bbkb R
. —
NH,OH - HCI A A
R R
R |
13 14
0~ Tar
R
15
R=H, Me

JBycraguitabiii cuHTe3 N-0oKcuaa 4-THAPOKCU-S5-THAPOKCUUMUHO-7-METHII-
SH-mupano[2,3-b|nupununa (17) omucan B pabote [37]. Peaknus kerona 16 c
Me,NCH(OMe), u THIpOKCHIAMHUHOM JaeT OKcuM 17 B KauecTBE e€IMHCTBEH-
HOTO MPOJYKTAa.

OH O NOH OH
1) Me,N-CH(OMe),
X Me  2) NH,OH | =
~
(6] 6] Me ITI + O
o
16 17

Pan meronoB cuHTe3a MUPUAMHOBBIX OKCHUMOB OCHOBAaH Ha HUTPO3UPO-
BaHUM MPOM3BOAHBIX nupunuHa. Hampumep, 2-nuxonun (18) B cucreme
NaNH,/NH;/BuONO naer anpaokcum 19 ¢ Beixogom 75 % [38, 39]. IToxoxas
peakiust HUTPO3UpoBaHU N-OKCHIOB MHUKOMHHA 20 aleTHIHUTPUTOM JAaeT
B KQ4ECTBE OCHOBHBIX IIPOYKTOB IIpou3BogHbIe OkcuMOB 21 [40]. B xadectse
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HHUTPO3HUPYIOIIUX areHTOB B CHHTE3¢ MUPHIMHOBBIX OKCHMOB HCIIOJb30BAJIHCh
taoke BuONO/EtOH/MeONa [41], BuONO/EtOH/Na [42], ¢BuONO/
THF/BuLi (wm mpem-BuOK) [43], amumaurpur [44], amunauTput/KNH,
(mm1 NaNH,)/NH; [45, 46], NaNO,/HCl [47] m NaNO,/AcOH [48].

X N
| BuONO, NH;, NaNH, ||
= =
N~ CH=NOH

N Me
18 19
R R
AcONO
XX | N
Z > CH=NOH
1T1+ Me ITI + -
(On o~
20 R =Cl, NO, 21

Heoxxupannas apomaTusanus 1,4-guruaponupuuHa 22 B Iporecce HUTPO-
3upoBanus B npucyTcTBud NaNO; B yKCyCHON KHCIOTE NPHBOIUT K 00pa3o-
BaHUWIO MMUPHUIMHOBOTO OKCHMa 23 B KadecTBe OCHOBHOTO MpoaykTa [49].

H Me =
Et0,C COE Nano,, AcoH o
| | z EtO,C X CO,Et
Me N Me —
H Me” N7 TMe
22 23

4-TTupuarHATBIOKCUM OBUT YCHEITHO MOMYYSH OKUCICHHEM 4-METHIITUPH-
JUHA KHUCIOPOAOM Ha MOBEPXHOCTH V—MO OKCHIHBIX KaTalu3aTOpPOB IIPH
460-480 °C B nprcyTCTBHH IHApOKcHIamMuna [50].

I'unpupoBanue HuTponpoussonHoro 24 Ha PtO, B 3TaHONE NPUBOJUT K
obpa3zoBanuio okcuMma 25 ¢ Berxogom 27% [S1].

XVl PO, EOH N NOH
| = Me — Me
N N
24 25

Peakuus 2-amuHonupuanaoB 26 c¢ oxcumom PhNHN=CMeC(=NOH)CI
maer mmpuaoHsl 27 ¢ Beixomamu 87-90% [52]. BzammoneiicTBue okcuma
MeC(=NOH)C(=NOH)CIl c¢ 2-amuHoMmerminupuauHoMm (28) B THpUCYTCTBUH
TPUITWUIIAMHUHA TIPUBOJUT K TUOKCUMY 29 ¢ Bbixogom 77% [53]. Ananmorndno
ObuUTH TIONTyYeHB! (DYHTHUIMIHBIC THPUIAWHOBBIC IPOU3BOJIHBIC 2-THIPOKCH-
UMUHO(MITH aJIKOKCUAMEHO)-3-(aIllITHAPa3HHO )0y TAHOBBIX KUCTOT [54].
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R 1)PhNHN=CMeC(=NOH)Cl |
N 2) ruapoan3 0

| N
=
N~ "NH, Me
HON
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A MeC(=NOH)C(=NOH)CI, Et;N | A NOH
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NOH
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R=H, Me

[Teperpynnuposka 1,2,5-okcannaszonos 30 B npucyrctsuu KOH B stanoze
MPUBOJUT K 00pa30BaHUIO0 OKCUMOB 2-aneTri-6(wiu 8)-amuHo-1,2,4-Tpuaszono-
[1,5-a]muprnuaos 31 c Berxogamu 32-68% [55].

g Me N "
(¢
= N\ KOH, EtOH Z N
O,N | | N ———— HN /
x> N N—q N~y NOH
30 31

OmnucaHbl TaKkKe MPEeBPALICHUs OTHUX MUPUIMHOBBIX OKCUMOB B ApYTHE.
Tak, cenekTuBHOE THIpHpOBaHKHE OKcUMa 4-(4-HUTpodeHn: )-5-0Kkco-2-heHunII-
5,6,7,8-terparnapoxunonuHa (32) ¢ ncroas3oBaHueM kKomruiekca maymuraausi(Il)
¢ 4-(2-mmpuannazo)pe3opuuHOM JaeT aMHUHOIMPOM3BOAHOE OKcmMa 33 B Ka-
YEeCTBE €AMHCTBEHHOTO MPOAyKTa [56].

NH,
H,, Pd, ALO;,
EtOH DMF
NOH
X
pZ
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. X-
N o« :
+ = Me
Me —— +
N NZ=R N NI o N—R
Non ~Me NOH = Me
34 35

R = Alk; X = Br, NO,

KBarepHu3oBaHHbBIE aMHHONPOU3BOJIHBIE HHUPUAMHOBBIX OKCUMOB 34 B
MPHUCYTCTBUN THPHUANHA AT N-[2-THAPOKCHUMHUHO-2-(TIHPUINH-2-HI)3THI |-
nupuguHuitopomua 35 [57].

2-ITupununanpnokcum (19) merko amuHOMETHIHpYEeTCS (DOPMATUHOM B
IPUCYTCTBUU BTOPUYHOTO aMUHA, YTO MPUBOAUT K 2-(1'-rUApOKCUMMMHOITHI-
2'-nuankuiamMuHO )riupuanHam 36 ¢ Berxogamu 52—63% [58].

CH,0, HNR,, H,0 |
19 _

NOH

NR,=NE,, N O
/

Heckonpko paboT mOCBSIIEHBI CHHTE3Y M CBOMCTBAM OKCHMOB TETParupo-
nupuanHOB [59—-61]. Hanpumep, BOCCTaHOBIEHUE KBAaTEPHU30BAaHHOIO OKCHU-
Ma 37 GopruapuaoM HaTpusi MPUBOIUT K 00pa3oBaHuIo okcuma 1,2,3,6-TeTpa-
ruapormpuaria 38 [62]. BoccranoBnenue conmu 2-mupuAWHAIBAOKCHMA 39
oopruapunom Hatpus B mnpucyrctBun NaCN/HCl maer 1-mermn-2-nmaHo-
1,2,3,6-rerparugponupuant-2-aibpaokcum 40 ¢ Berxogom 71% [63].

Me NOH Me NOH
| N NaBH, =
—
N7 N
L |
Me Me
37 38
X =
NaBH,, NaCN, HCI CN
—
Tﬁ* CH=NOH Tf CH=NOH
Me I Me
39 40
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1.2. CuHTe3 NUPUAMHOBBIX AMH/IOKCHMOB, I'HIPOKCHMOHJIXJIOPH/IOB U
HX MPOM3BOIHBIX

[MupunuHOBBIE aMUIOKCHMBI HW3BECTHBI Yyxe Oonee crta ner [64]. OTm
COEIMHEHMsI OOBIYHO MONYYal peakiueil mupuanHoBbIX HUTprioB ¢ NH,OHe
«HCl B mpucyrctBun Na,COs/EtOH/H,O [65-67] wim Na,COs/EtOH [68].
CHHTE3 TUPOKCUMOMIXIIOPUIOB U aMHJIOKCUMOB U3 COOTBETCTBYIOIIUX MTHUPHU-
JINHOBBIX QJIBJJTOKCUMOB OITMCaH B HECKOJbKUX paborax. Hampumep, nupu-
JUHOBBIE aNbAOKCHUMBI 41 Jerko XJOpPHPYIOTCS XJIOPDOM B METaHOIE |
00pa3yloT NMHPUANHOBBIE THAPOKCHUMOWIXIOpUAEI 42 ¢ BBIXOAaMu 10 82%
[69—71]. Peakuuu ruapoKCUMOMIXIOPUIOB 42 ¢ pa3NUYHBIMU aMHHAMU HIIA
aMMHAKOM Jarf0T NHPUIMHOBBIE aMHIOKCUMBI 43 B KadecTBE OCHOBHBIX
npoaykToB [70, 72, 73]. B3aumoneiictBue OKCHUMOB 42 ¢ HYKJICO(PHIHHBIMH
COCIMHEHMSIMH CEPBbl U KHUCJIOPOJa MPUBOAUT K 00pPa30BaHHUIO MUPHUAWHOBBIX
TUAPOKCUMATOB WU TUOTHApokcumatoB 44 [70, 72]. AHamoru4Ho ObLI TO-
JTy4deH a3ujoKcuM 4-mupuauHanpaeruga [74]. UatepMennaromM BBIICONHCAH-
HBIX peakiuii oKcuMoB 42 sBisieTcsl MupUANHOBEIN HUTpriokeny (Py—CNO),
TEHEPUPOBAaHHBIM W3 THAPOKCHMOWIXJIOPHIIOB B TMPUCYTCTBHH OCHOBaHUS,
KOTOPBIA JIETKO pearupyeT ¢ HyKIeOo(QUIbHBIMU peareHTamu, oOpa3ys Ipo-
IyKTHl 43, 44.

cl
X Cl,, McOH X
| CH-NOH — - NOH
Z =
N N
41 42
XR" NR|R||
HXR" RR'NH =
NOH <=—— 4 —— NOH
= =
N N
44 43

R'R"NH = NH,, NH,CH,, NH,0H, HNEt,; X = O, S; R" = Alk, Ph

[MupuarHOBEIE aMUIOKCUMBI 45 B YCIOBUSAX PEaKIMU JIHA30THPOBAHUS
(NaNO,/H,O/HX, X = Cl, Br) mamoT TUpUAMHOBBIE THIPOKCUMOWIXIOPHIBI
(mmu 6pomusl) 46 ¢ Berxomamu 48—88% [75].

| Xy NOH  NaNO,/HX/H,0 | X, ,NOH
—_—
= =
N NH, N X
45 46
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2. CTPOEHUE NIUPUANHOBBIX OKCUMOB

Crekrpockonust IMP sBnsiercss omHUM U3 HauOoliee Ha/JIEKHBIX METOIOB
OTIpEeIeNICHUs CTPYKTYPBI M30MEPHBIX OKCUMOB IupuaAnHA. OKCUMHas Ipymma y
MUPUIMHOBBIX OKCHMOB HMEET JE39KPaHHPYIOIIUH 3PPEeKT, MOITOMY
c11a0oMOJbHBIE CUTHAJIB ""albAeTHIHOTO IPOTOHA" MUPUANHOBOTO ajbJIOKCUMa
7 oTHeceHHl K E-u30Mepy, a aHaJOTUYHbIe CUTHAJIBI B 00Jiee CHIIBHBIX MOJAX —
K Z-u3oMepy [76, 77]. Curnansl B NUPUIMHOBOM KOJIBIIE [1€39KPaHHUPOBAHBI B
Z-uzomepe. B pabdote [77] noapoOHO ObLITM M3y4eHHI 00a M30Mepa OKcuma 7.
E- u Z-V3oMephl 3TUX OKCHUMOB OTIMYAIOTCA IO TEMIEpaType IUIABJICHHUS:
E-7165-167 °C, a Z-7 — 132-133 °C.

(I)H
BN A Mon
AN AN
— —
N N
E-7 zZ-7

KoHn¢urypanus okcuMOB, B YaCTHOCTH OKcuMa 2-anerwinnupuauna (47),
yctanoBieHa metogqoM NOE cnekrpockonuu SAMP 'H - YCTaHOBJICHHUE BIIHS-
Hus 3¢ dexra OBepxaysepa. CienyeT OTMETHTE, UTO KOH(opMaIist okcnma 47a
umeer cuwibHbli NOE addekr, B omnmume ot crpykTypbl 47b, KoTOpas He
uMeeT Takoro Qdekra [78].

X
AN |
| = Me
— Me N
N NOE |
N| H N\o
~o” |
H
s-cis-47a s-trans-47b

B nutepatype umeroTcsa cBefeHus o cuektpockonuu SAMP 'H okcumoB
N-OKCHIOB MUPUAMHOBBIX anbAeTUIOB [79] u N-aqKOKCUIUPUIUHOBBIX allb-
nmerunos [80].

UzomepHbIe THAPOXJIOPUABI 3-MUPUIMHOBOTO aMHIOKCHMa ObUIM pas-
JeJieHbl XpoMaTorpauyeckl Ha CHIIMKareldbHBIX IUIACTUHKAaX C HCIOJb-
30BaHUEM 3Jt0eHTa n3oaMuioBelil criupT:aneton:NH,OH:H,O B cooTHOmeHn"
70:5:10:15 [81]. M3omMeps! 2-MUPUINHOBOTO aMHUJOKCHMA JIETKO Pa3eNsioTCs
Omaromapst pa3IMIHON pacTBOpUMOCTH B OeH3oe [82]. CremyeT OTMETHTh, YTO
TONBKO Z-u3oMep (HeHUI(2-MUpUANI)KETOKCHMa 00pazyeT KOMIUIEKC ¢ HOHAMH
Fe(ll) [83]. IupumuHOBBIE albJOKCHMBI M KETOKCHMBI OOpa3yIOT TaKkKe
komrmiekcsl ¢ Ni(Il) [84-87], Fe(Il) u Fe(Ill) [87-89], Zn(Il) [85], Co(Il) [8S5,
90], Co(III) [91], Cu(D) u Cu(Il) [85, 86, 92-94], Pd(II) [95], Pb(Il) [89], Ru(Ill)
[89], Re(VID) [96], Au(Ill) [89], U(VD) [87, 89, 95], penkozeMenbHbIMU
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snemenTamu [97] u Me;B [98]. TlupuanHoBeie aMUIOKCUMBI KOMILJIEKCYIOTCS
cuonamu Ni(Il) [99, 100], Fe(Ill) [100], Co(ll) [100, 101], Cu(Il) [102],
Cd(I) [100], Hg(II) [100], Ag(D) [100], Pd(II) [100, 103], Pb(1l) [100] u U(VI)
[100, 104].

CrpyKTypa NUPUIMHOBBIX OKCHMOB IOATBEP)KAAETCS AaHHBIMHU IIHPOKUX
UCCIIEI0BaHUN KUHETUKHU THAPOIN3a METHINUPUIMHOBBIX KeTokcuMOB B H,SO4
[105] u karammsupyemoro nonamu Ni(Il), Zn(Il) wmu Cu(Il) ruaponuza O-3du-
POB IMPUAUHOBBIX KeTokcuMOoB [106—109].

HenasHo uccienoBana crpykrypa okcumoB tiurna Py—CR=NOH (Py = nupu-
muH, R = H, Me, Ph, NH;) [110], okcumoB (MTUpUIUHMETHUIICH )aMUHOAIIETO-
(enoHoB [111] ¥ UMKIHYECKUX arperatoB 0O, -HEHACHIIICHHBIX THPUIAHOBBIX
keTokcumoB [112] metomom PCA.

CtpyKkTypa IHPUANHOBBIX OKCUMOB HccienoBana merogamu Y@ [113-121]
u UK cnexrpomerpun [121-124], macc-cnexrpometpuu [125—127] u nonspo-
rpaduu [128—131]. Takke mNpoBENEHO CHEKTPOMETPUUECKOE OMpe/elieHUE
TEPMOJIMHAMUYECKUX KOHCTAaHT aucconmanuu [132], pacuer MOJEKYJISApHBIX
opOuTaNiell MOTYIMITUPUISCKIMU METOJAAMHU JUIS TTHPUIUHOBBIX aJIbJOKCHMOB
[133] u mokazaHa BO3MOXHOCTh (DOTOXMMHYECKOH HU30MepU3aluu E-OKCHMOB
4-mupunuHanpaeruna [ 134].

3. PEAKIIMU TITMPUJIUHOBBIX OKCHUMOB

3.1. Cunre3 3¢upoB NUPUINHOBBIX OKCHMOB

OcHoBHBIE MeTOABI cuHTe3a O-3QUPOB MUPUIMHOBBIX OKCHMOB OCHOBaHBI
Ha B3amMmozeiicTBuM O-aJIKWINPON3BOAHBIX THIPOKCHIAMHHOB (WM HX
TUAPOXJIOPHIIOB) ¢ KapOoHwmImpous3BoaHbiMu [135] B aranone [136—138],
nupuauHe [139] wnu B cucremax Na,CO;/EtOH [140], mupuaua/MeOH [141],
THAPOXJIOPH TUPUIUHA/MUpHInH [142, 143]. Anjetany MTUPHIAHOBBIX KETOHOB
1 O-aNKOKCHTHIPOKCHIIAMHUHEI 00pasyioT cooTBeTCTBYyronme O-3(hHpsl OKCHMOB
[144]. N-Merokcunupuanakapookcunmugonndpocdarsr 50 ObuM TOTYYESHBI
IBYCTaIMIHON peaxiyell COOTBETCTBYIOIIMX XJIOPAHTHAPHUIOB MUPUIMHOBBIX
kucnot 48. Ha mepBoi cragmu peaknun xiopuna 48 ¢ NH,OMe-HCI o6pa-
3yrorcest 3¢upsl 49. Peakmus mupuanaoB 49 ¢ (EtO),P(S)Cl B aneronntpuie
JaeT ¢ XOpOUIMMHU BbIXoAaMu Qocdatel 50, NposBIAIOIINE BHICOKYIO MHCEK-
TULUAHYIO aKTUBHOCTS [ 145].

v " \
Xy MeONH, HCl pff RR'P(X)CI g
R _— _ oMe — ~ OMe
N coc N N
OH OP(X)R'R"
48 49 50

R = H, Hal, NO,, CF,, Alk; R',R" = AIkO, AIKS, Ph, PhO; X =0, S
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B cunresze O-3¢pupoB NUPUIANHOBEIX OKCUMOB IIUPOKO NPUMEHSIINCH peaK-
UM COOTBETCTBYIOIIMX OKCHMOB C aIKWITalOreHuAaMH (Wi JUMETHII-
cynbdarom [73]) B cuctemax Na/EtOH [146], KOH/MeOH [147], NaH/DMF
[148], EtONa/EtOH [149], K,COs/MeCN [150], Nal/Et;N/Me,CO [151].

CuHTE3 OKCHUMHBIX 3(UpPOB HAQTHPUAWHOB (TMOTEHIHMAJIbHBIX aHTUTUIIEP-
TOHMYECKUX areHToB) 53 onmcan B pabortax [152, 153]. Peakiusi okcuMoB
Hadrupumuaa 51 ¢ smmxioprunapuaoM B cucteme EtONa/EtOH/PhMe mpuBo-
JUT K 3MoKcuaaMm 52 ¢ BeixonaMu 36—72%. PackpbITHe 3MOKCHIHOTO IUKJIA
HyKJIeo(pUIEHBIMA aMUHAMH MPUBOAXT K ddupam 53 ¢ BeIxomamu 29—65%.

O OH

(:1/\A .
R'NH
/Efﬁ EONa m m

51 52 53

NHR‘

R = Alk, Bn; R' = Alk

[Mpumenenne Mexdazno-karanurndeckoro (M®K) merona cuHTe3a mo3Bo-
JSieT CeJeKTUBHO MPOBECTH AIKHIMPOBAaHUE NMUPUIMHOBBIX OKCUMOB. B pabo-
Tax [154, 155] noka3ana BeICOKast 3(p(HEKTHBHOCTH CHCTEMBI aJIKIIITAIOTCHU
(RX, X = Br, 1)/10% Boan. NaOH/Oct;N'Br/PhH npu aikunupoBaHum
MUPUAMHOBBIX OKCUMOB S4. B maHHBIX yCIOBHUSAX cooTBeTCcTBYOLNEe O-3QHupHI
55 ObUIH BBIIENEHE! ¢ BIXogaMu 14—86%.

B cunTese O-3¢upoB W3 NHPHUIMHOBBEIX OKCHMOB TpuMeHEeHBI M®K
cuctembl ankuiaopomun (RBr)/BoaH. NaOH/PhCH,NEt;'CI /CH,CL, [156],
RBr/2u. Bonn. NaOH/BusN"Br /CH,Cl, [157] mimum RCl/tB. KOH/TB. K1/
18-kpayn-6/PhH [158]. ITupuauHOBBIE aMHIOKCUMBI 56 aNKIIIUPOBAHBI TAKXKE
u KpemHuiiconepxkamumu ankmiraioreanaamu (R'R"R"Si(CH,),X) B cucteme
8. K,CO;/18-kpayn-6/PhMe. IIpomyktel peakuumn 57 (Beixox 33-79%)
MOKAa3aJH BHICOKYIO IUTOTOKCUYHOCTS [159].

AN R'X, Oct,N*Br-, NaOH X
| CR=NOH CR=NOR'
= H,0, PhH =

N N

54 55
R =H, Ph; R'= Alk

. @NOH R'R"R"Si(CH,),X, K,CO; N AN NO(CH,),SiRR"R"
— NH, 18-kpayHn-6, PhMe _ NH

N N 2

56 57
R=H,Me; R, R",R"=Alk;n=1,3; X=Br,1
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[upuannoBbie okcUMBl O-METHUIMPOBAHBI B YCIOBHAX Tpex(a3HOTro Kara-
JIM3a B IPUCYTCTBUH MOJUMEPHO 3aKPETUICHHBIX OHUEBBIX codeil [160].

Pa3paboTaH HOBBIN OFHOCTAIMHHEIN E-CTepeOCENeKTHBHEIN cuHTe3 O-3(hHpoB
MUPUIMHOBBIX aJIbJIOKCUMOB U KETOKCUMOB 59 M3 KapOOHWIIBHBIX COCIMHEHHMA
58 B cuctreme NH,OH-HC1/25 % Bomu. KOH/Oct,N 'Br /PhMe [161].

|\ O NH,OH -HCl, Oct,N*Br~, R'’X |\ NOR'
Z R NaOH, H,0, PhMe Z R

N N

58 E-59
R=H, Me; R'= Alk; X =Br, I

CuHTe3y 3pUpOB MUPUANHCOACPIKALIMX OKCUMOB apUIMPOBAaHHEM OKCHMOB ra-
JIOTEHIMPUAMHAMHU TOCBAIIEHBI yOnmkanuu [162—164]. Hanpumep, apunupo-
BaHME OKCHMa areroHa 2-OpommupuanHoM (60) B mpucyrerun NaOEt/EtOH
naet O-(2-nupunun)oxkcuM anerona (61) [163]. AnanornyHas peakius oKCUMa
aneToHa ¢ 4,6-muamMuHo-2-0poM-3-imannupuaiHoM (62) B mpucytcteun -BuOK
IPUBOAUT K 0Opa3zoBanuio 3¢upa 63 ¢ BerxogoMm 60%. Lnknmnzamms OKCHMHOTO
npou3BogHOTO 63 B mpucytcTBuu BoaH. NaOH nmaer m3okcasouno|5,4-b]mupu-
uH-3,4,6-tpuamuH (64) (Beixon 29%) [164].

NOH

P N
| AN Me Me |
_ EtONa , EtOH N~ O/N\\<Me
N Br M
c
60 61
NH, NH
NH, NOH CN 2 NH,
CN X NaOH X
N —_— \
Me Me - N M N
HNT N7 o7 R Z~0
= t-BuOK 2 ~C HNT N
HN" N Br Me
62 63 64

Crenyer Takxe OTMETHTH BO3MOXHOCTh HCIOJBb30BaHUs 3THIICHKAapOOHATA
B cuHTe3e 3(pupoB okcuMoB. Hanmpumep, NupuAMHOBBIE KETOKCHUMBI U 3THJICH-
kapOoHaT B mpucytcTBur AcNMe, marT coorBercTByomme O-2-THIPOKCH-
STUJIOKCUMBI C XOPOIIMMHU BhIXoaamu [165].

O-MetuibHEIH 3¢up okcuMa 66 ¢ BEIXomoMm 86% OBLT MOJyYeH M3 COOT-
BeTcTByMomero Hurpmwia 65 B cucreme -BuOK/-BuONO/THF, ¢ nocnenyro-
e o0paboTKON peakMOHHONW CMECH MOJIUCTBIM MeTwioM. Ddup 66 nerko
kBarepHu3yercs (Mel) n mamee BoccTtaHaBimBaeTcs a0 mpu3BogHoro 1,2.5,6-
TeTparuaponupuanza 67 [166].
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1) --BuOK NOMe NOMe

N 2) +-BuONO 1) Mel
| CN' 3) Mel A CN 2)NaBH, AN CN
P —_— —_—
=
N N N
Me
65 66 67

Comu mupuauHNS 68, comepikaliye dIEKTPOAKIENTOPHBIE IPYIIIEI B MTOJIO-
KCHUH 3, pearupyior ¢ adu(paTHIeCKIMH OKCUMaMH B OCHOBHBIX YCIIOBHSX H
JAr0T OKCUMHBIE 3(DUPBI AUTUPONUPUANHA 69 B KaueCcTBe OCHOBHBIX NMIPOLYKTOB
[167].

R NOH .
N Py AN
| R" R'" |
= _ > N R"
II\I + OCHOBaHHE II\I (O
R x- R R"
68 69

R = Alk; R' = CN, MeNHCO, Bn,SO,, Me,NSO,; R", R" = Alk

Ileperpynnuposka 3-3aMerieHHbIx cosiell N-metokcunupunusus 70 B Bon-
HOM aMMHake IPHBOIUT K OOpPa30BAaHMIO 2-METOKCHUMHWHOMETHIIHPHIOHA-2
71 ¢ BeIXog0M 110 35% [168, 169].

COOR _
\ NH3, HZO \ CH=NOMe
» — |
N+ cio, o
OMe H
70 71

R = H, Me, NH,

CuHTE3 OKCHMHBIX TIPOM3BOAHBIX XHHOJIM3WHA U3 TETparuapoanada3uHa 72
ommcad B padore [170]. Bzaumoneiicteue coenuuenus 72 ¢ NH,OMe B Boje u
MOTOM C XWHOHOM 73 [aeT LMKIMYECKYI0O MMUHHYIO COJb 74, KOTOpas JIerKo
NpeBpallaeTcs B XMHOIU3UH 76 1IN JUMepHU3yeTcs B IPOIYKT 75.

O-TpUMETHIICHITHIOKCUMBI THPUANHOBBIX aMHJOKCHUMOB TMOJTYYEHBI KHIIS-
YEHWEM COOTBETCTBYIOIIMX OKCHMOB C TEKCAMETHIIMCHIIA3aHOM B MPUCYT-
CTBUM KAaTaJIUTUYECKUX KOJIMYECTB TpuMeTuiaxyuopcunana [123, 127]. Henasuo
HamH paszpaboraHbl aBa HOBBIX M@K meroma cuHTe3a CHIMIBHBIX 3(QHUPOB
MUPUIMHOBEIX OKCHMMOB. Hampumep, okcumbl 77 JETKO CHIMIUPYIOTCS B
nByxdazupix  cuctemax ~HC=CSiMes/CsF/18-kpayn-6/6enzon  [171] wu
Me;SiN;/CsF/18-kpayn-6/6en3omn. CunuibHbie 3QUpbl OKCUMOB 78 BBIICIIECHBI C
Beixozamu 10 100%.
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N 1) NH,OMe / H,0 _NOMe

5 pH 7
C@ o
NH \q

CMe,
72 74

| Xy NOH  Me SiN, win HC=CSiMe,, @NOSM%
= R 18- kpayH-6, CsF, PhH 7 R
77 78
R =H, Me, NH,

Oyarunuaasle O-TpUITHICTAHHWII(UPH TUPUANHOBBIX albJOKCHUMOB IIO-
Jy4eHbl CTAaHHWJINPOBAHHEM OKCHMOB XJIOPCTaHHAHAMH B TPUCYTCTBUU METH-
natra Hatpus [172]. IMupuausHosble O-IUMETHIIAPCUHOOKCHMBI IOJTYYEHBI W3
okcuMoB U Me,NAsMe, [173].

O-Anmnnpon3BogHble TUPUIUHOBBIX OKCUMOB [174, 175] nmonydanu auunu-
POBaHHMEM COOTBETCTBYIOUIMX OKCHMOB arleTaHruapuaom [176], xmopanrunpu-
nmamu kucinoT/Et;N [178], AcOCH=CMe,/DBU [179] nnn okcuMaT-aHHOHOB C
p-autpodenmnanerarom [180]. VI3BecTHBI CHHTE3Bl  ANMIIPON3BOJIHBIX
MUPUAMHOBBIX OKCHMOB METOJIOM alMJIMPOBAaHUS OKCUMOB KapOOHOBBIMH WM
AMMHOKHCIIOTAMH B TPHCYCTBHM TIPOM3BOXHOTO KapOommmmmuma [181-184].
Hanpumep, oxcumsl 79 nerko ammnupytores kucinoramu (RCOOH) B cucreme
4-mumerunamuHorupunud  (DMAP)/3-(mumernnamunonpomnun)-1-3tunkapoo-
munvua (EDCI)/CH,Cl, n paroT ammtmpon3Bogabie 80 ¢ XOpOITUMH BBIXOIaMH
[184].

| X NOH  RCOOH, EDCI, DMAP, CH,CI, | Xy NOCOR
I~ R' = R'

N N

79 80
R = Alk, Py; R'=H, Me
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3.2. Peaknuu OKCHMHBIX TPyINI M KoJiel|

HenaBHue mocTH)XKeHUS B XUMHUH MTPOU3BOJHBIX OKCUMOB 00OOIIEHBI B 00-
3ope [185]. B atom pa3zzaene riaBHBIM 00pa3oM OYAyT M3I0XKEHBI 0COOEHHOCTH
XUMHHU OKCUMOB IHPHIUHA.

Peakiun GpoMupoOBaHMS MPOMAPTHIOBEIX 3()UPOB MUPUAHMHOBBIX OKCHMOB
81 B MK cucreme CBry/tB. KOH/18-kpayH-6 CelneKTHBHO HMPUBOAAT K 00pa-
3oBaH0 O-(Opommpomnaprun)okcumoB 82 ¢ Beixomamu 10 64%. Ilpensapu-
TEJIbHBIE SKCIIEPUMEHTHI TI0KA3alId, YTO ONTUMAJIBHBIM KOJTHYECTBOM YeThIpeX-
OpoMucTOTO yriiepoaa mpu OpomMupoBaHUHM O-TPONMAPTHIOKCHMOB SBJISETCS
0.75 skBHBajyeHTa K cyOcTpary. DTO MOXKHO OOBSCHHTH TUCIIPONOPIIMOHUPO-
BaHHEM IIEPBOHAYAIBFHO 00pa3oBaBerocs o6pomodopmMa B IPUCYTCTBUH ILIEIO-
YK B YETBHIPEXOPOMHUCTHIN yriepo]l, KOTOpbIi pearupyet aanee [186, 187].

NOCH,C=CH NOCH,C=CBr

N
| CBr,, KOH X
| C—R s | C—R
_— 18-kpayH-6 _—
N N
81 82
R=H, Me

Peakumu neruaparanuu okCMMOB onucaHbl B o03ope [188]. [MupuanHoBbie
aJIbIOKCHUMBI JIETKO TPEBPAIIAIOTCS B COOTBETCTBYIOIINE HUTPHIIBI B TPUCYT-
ctBur NaOH/Me,SO [189, 190], Ac,O [191], Ac,O/OH™ [192], rekcaxiopimk-
notpudocdazarpuena [193] wm CHCL/60 % BomH. KOH/Oct;NBr/PhMe [194].
3-IlupuanIaMUIOKCUM JaeT CMech aMHa M HUTPWIA NPH OKUCIEHHH Mepe-
kuchlo Bojopoxa B mpucyrctBuu Fe(Ill) xomruiekcoB mopdupuHOB [195].
N-Okcuasr O-aruIMpOBaHHBIX MHPHINHOBBIX AJIBJOKCHMOB B IPHUCYTCTBUHU
CyNb(QOHIITXIIOPUIOB TaKXkKe 00pa3yIOT MUPUANHOBBIE HUTPUIIHI [ 196].

[IpoBeneHo runpupoBaHHe MUPUAMHOBBIX KETOKCHMOB B IPHCYTCTBHH
PdCl,/AcOH [197], PACI/HCI [198] uau Pd—C/MeOH/HCI [199] no cooTBet-
CTBYIOIIMX MEPBUYHBIX MUPUANHOBBIX aMuHOB [200]. MlHOTIAa IpM TuApupoBa-
HUM HAOII0JaeTCsl BOCCTAHOBIICHHE TMHPHIMHOBOTO IUKiIa. Hampumep, ruapu-
poBaHue okcuma 3-Oenzomi-l-metui-1,2,5,6-rerparuaponupuanna (83) Han
HuKeneM Penes maet cmeck m3omepoB 3-(1-aMHHOOCH3MI)- 1 -METIIIIHIICPUTH-
Ha 84 ¢ o0muM BeIxo10M 63% [201].

NOH NH,
N Ph  H, NiPenes, EtOH Ph
N
I |
Me Me
83 84
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[MupuanHOBBIE OKCHMMBI BOCCTaHOBJIEHBI 10 MEPBHYHBIX AMHUHOB TaKXke
nonsiporpadudecku [202, 203] wnm uuakom B AcOH [204], CF;COOH [205] u
NH;/H,O/EtOH [206]. 4-IlupuauHaMUIOKCUM OBLI BOCCTAHOBJICH IO COOT-
BETCTBYIOIETO amMuuHa B pUcyTcTBUH Rus(CO)1»/CO [207]. [lpu oxucneHnn
nupuauHOBbIX aMunokcuMoB K;[Fe(CN)g] mpu pH 12 nHabmronmaercst oOpaso-
BaHUE COOTBETCTBYIOMIEH MUpuaHOBOH KUCiI0Thl 1 NO [208]. 3-(4-[Tupuamn)-
AHWIUH OBLT MOJYYEeH U3 OKcuMa 3-(4-MTUpUIniI)-2-IIKIOTeKCAaHOHA B CHCTEME
ykcycHsiit anrunpun/H; PO, [209].

Conp 2-mupupuHanpaokcuma 39 B mpucyrctBum NaOH [210] winm
K;3Fe(CN)g [211] maer N-merun-O-nupuaoH (85) B KauecTBE OCHOBHOTO IPO-
nykra. Oxucnenne ketokcuMoB 86 K;Fe(CN)q Bemer k 00Opa3oBaHHIO OKCHM-
HBIX MIPOU3BOAHBIX MUpUI0HOB 87 [211].

NaOH , H,O wim AN
K Fe(CN), |

ITI (6]
Me
85
X =
| K,Fe(CN), |
_— >
N+ CR=NOH (6] N CR=NOH
Me L Me
86 87

R =Me, Et, Bn, Ph

B ocHOBHOI1 cpefie OKCUMBI 1-aJIKOKCUITUPUAUHAIBAETUI0B 88 AMMMUHUPYIOT
anpaeruabl 90 u garor oxcuMbl 89 [212]. Bosnmeiicteue Ac,O/OH Ha OKCHMBI
N-METOKCUMUPUANHAIBACTHIOB MPUBOJUT K MPOAYKTAM PACKPBITUS THUPUIM-
HoBoro 1wkia tuma MeON=CRCH=CR'CH=CHOAc (R, R' = H uwmu CN)
[192].

\
NaOH, H,O X
@CH:NOH NaOH.H,0 @CHzNOH + RCHO
= _—

N+
| Br N
OR

88 89 90
R=Alk

To3unupoBaHre OKCUMOB anleTHANUPUANHOB 91 1 mocneayromas o6padoTka
peaknmMoHHbIX cMecel sTrnatoM kanus u nanee HCI/EtOH nmpuBoast k 2,2-au-
STOKCH-2-TUPUAIITHIAMIHAM 92 ¢ Beixogamu 53-92% [213].
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1) To3unMpoBaHue EtO OFt
AN NOH 2) EtOK AN

| 3) HC/ EtOH | NH,
= =
N~ Me N

91 92

B pabote [214] u3nokeHbl OCHOBHBIC IyTH MOJYUYEHUS] U PEaKIUK (METH-
JMpOBaHUE, HUTPOBAHUE, ALMIUPOBAHUE U BOCCTAHOBIIEHHE) 4-TUAPOKCU-7-
MeTmI-5-okenMuHO-5SH-tmpano[2,3-b JmupuanH-8-okcuna.

3.3. CuHTe3 HOBBIX reTePONUKIUNYECKUX CUCTEM
U3 MUPUANHOBBIX OKCHMOB

[ocnennue DOCTHXKEHUS B CHHTE3€ T'€TEPOLMKIMYECKHX CHCTEM U3 OKCH-
MOB 0000meHbI B 0030pe [215]. B aT0#t rnaBe Gosiee moapob6HO OynyT H3IO0-
JKEHBI criel(puIecKre peakuy MUPUINHOBBIX OKCUMOB.

OnHoii u3 Haboyiee HMHTEPECHBIX pEaKIHUH OKCHMOB SIBISIETCS CHHTE3
MUPPOJIOB B3aUMOJIEHCTBUEM KETOKCHMOB C alleTHJICHaMH B OCHOBHOW cpene
(peak-mss  TpodumoBa). CHHTETHYECKHE BO3MOXKHOCTH JTOH  peakuH
MOJIPOOHO HM3JI0KEHBI B MHOTOYMCIIEHHBIX 0030pax u MoHorpadusax [216—219].
B knmaccudeckux ycrnoBHSAX CHHTE3 MPOM3BOIHBIX MUPPOa 93 U3 MUPUIMHOBBIX
kerokcuMoB 91 mpoBeneH B aBrokinase npu 12-14 arMm. B cucreme
HC=CH/KOH/DMSO mpu 80-85 °C. Ilpoayktel 93 B 3TUX YCIOBHAX
BhIZleNieHbl ¢ BbIxomamu 42-80 % [220]. Ilpu Goyee BBICOKHX JaBICHHUAX
(16—-25 aTt™M.) u TemmepaTypax B KaueCTBE OCHOBHBIX IPOJYKTOB BBIIEICHBI
1 -BuHMI-2-rupunuianupponsl [221]. Peaknust okcuma 3-anerunnupuanna (94)
¢ a¢upamu anermieHoBeIx kuciot (RC=CCO,Me) naet 2,3-3amernienHbie S5-(3-
nupuani)-1H-mupponer 95 [222]. O6pa3oBaHue 3TUX MPOAYKTOB MPOUCXOIHUT
Yyepe3 MHTepMeInaThl — COOTBETCTBYIOIINE O-BUHUIOKCUMBI.

HC==CH, KOH, DMSO | N /N
91
=~ N
N H
93 CO,Me
NOH
AN RC=CCO,Me ~_ / \
I~ Me 7 E K
N N
94 95
R =H, CO,Me

5-(3-IIupuamn)mupponaumoH-2 (97) OB yCHENIHO MOJy4YeH U3 3PHUPOB
Y-TUAPOKCUUMUHO-Y-(3-tupuann)oytiupata 96 ruppupoBaHUeM HaJ| HUKEIEM

Penes ¢ mocnenyromeld TepMHYECKON IUKIM3alMEd MHTEpMEIHaTa — aMHHA
[223].
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NOH 1) H,, Ni Pertes

2) 160-200 °C AN

N CO,R

\

\
TZ
o

96 97
R = Alk

CuHTe3 TPUIMKINYECKUX MPOU3BOAHBIX aunupunoll,2-a:3'.4'-clnupponos
99 ocyuiecTBiIEeH B OHY CTaIUI0 U3 COJIEH MUPUANHOBBIX HUTPUIOB 98 B cucre-
me NH,OH/t-BuOK/CH,Cl, [224]. O6pa3oBanue 3THX HPOIYKTOB IIPOUCXOJHUT
yepe3 UHTEPMEAUAThI — COJIM aMUOKCUMOB.

R CN
CN
| N NH,OH, -BuOK ~ NON ANy X
=
N+ - S NCH,R
X
CH,R NHOH
98 99

R=Ar; X=Cl,Br, 1

OxcuM 2-MeTHi-3-THapoKch-4-popMun-S-(runpoxcumermn)nupuanaa (100)
B cucreMe NaNO,/HCI/H,O naer runmpoxiiopun 6-metui-1,3-auruapodypo-
[3,4-c]mupunun-7-oma (101) [12].

CH=NOH 1 yNaNoO,, HCI, H,0 OH  OEt
HOCH, A _OH 2)EtOH Me N o

N Me NF

100 101

ITpousBognsle nupasona [225] 1 UMHIa30J1a TaKXKe YCIEIIHO IOTy4YeHbl U3
MUPUIUHOBBIX OKcuMOB. Hampumep, mupasono[l,5-aJmupunuaer 103 (Brxoxn
no 80%) nerxko oOpasytorcss u3 okcumoB 102 u  O-me3utmncyib(oHHI-
THUIPOKCUIIaMHIHA B XJI0podopme [226].

X
X NOH NH,OMes | NOH = N
N R |

102 103
R=H, Ph
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Heckonbko paboT mocesiieHo cuately N-ruapokcuuMuia3onos [227, 228]
u 2-(unu 3-)uMUIa30I1H-3-0KCHI0B [229] U3 NUPUAMHOBBIX OKCMMOB. Hanpu-
Mep, B3amMmoneiictBue kerookcuma 104 ¢ -BuCHO/NH4OAc/AcOH naer
nvugazon 105 ¢ Berxomom 49% [228].

Me
Me Me
H

0
NO N7 “N—OH
NH,OAc, -BuCHO, AcOH
I N—F
—N

—
0
N\_NH

F

104 F 105
[TupuarHOBBIC OKCUMBI SBIISIFOTCS XOPOIIMMH HCXOTHBIMH JJISI TIOTYYEHHSI

nmunaso[ 1,2-aJnupuanHoB [230-234]. Takum obOpasoM, conm okcumoB 106

WIA OKCHUMHBIX 3¢upoB 107 B MPUCYTCTBHH TPETHYHOTO aMHuHA OOpa3yroT

nmuaazo[ 1,2-aJmupununer 108 u 109, cooTBeTcTBEHHO, ¢ BhIXOAaMHU 10 96%

[231, 232].
- L
— MMAPUIAH
N, Br- _pHAMH NNy
OH \—(_
Ar
Ar
106 107
Rll
\ R R"
7 = R
N4+ R
Et;N, MeOH 2
MeO/ N Br — = N N R
Br
Br
108 109
R-R"=H, Alk

Tepmuueckas unMKIM3aLus TUApOKcUUMHHONMpuauHa 110 npuBogUT K
obpaszoBanmto nmunazonupuaraa 111 [234].
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AN X
+N NOH

% Me

110 111

OnmcaH psg  METOJOB CHHTE3a HW30KCA30JbHBIX TPOU3BOJIHBIX U3
MUPUIMHOBBIX  OKCHMOB. [IMpWAMHOBBIC  aNbJOKCHMBI B  NPHUCYTCTBHH
NaOCI/Et;N nnu amunokcumbl B ipucytctBud NaNO,/HCI/H,O u Et;N nator
COOTBETCTBYIOIIHNE HUTPHUIOKCHIBI (CM. pasmest 1.2), KOTOphIe JEeTKO BCTYMAlOT
B pCEaKIHUIO I[MKIONPHUCOCIMHEHUs] C allkeHaMH ¥ aJKuHamu. Hampumep,
peakims okcuma 112 B cucreme ankeH/NaOCl/Et;N/CH,Cl, mpuBomut K
obpazoBannio (yHrunuaHoro usokcazonmHa 113 [235]. B  anamoruyHsIx
ycrnoBusAX okcuM 114 ¥ MOIITHH JAlOT MPOM3BOIHbBIE S-nomu3okcazona 115 ¢
BEIXO7I0OM 90% [236].

| H C=CHCH,NCS, Et;N NCS

112
~ H————T1,Et;N
—I
H Cl Y N
114 115

1,3-lunonsipHoe IUKJIONPHCOEINHEHNE HHUTPUIOKCUAOB, MOJYYEHHBIX U3
OKCHMOB, K HCHACBHINICHHBIM CTaHHAHAM W TepMaHaM 000O0IIeHO B 0030pe
[237]. Peakums THAPOKCUMOWIXJIOPHIOB 42 C BHHWI- WM QJUTHICHIAHAMHA
(1 repMaHaMu) Jaet u3okcazonuHbl-2 116 ¢ Beixogamu 42—73% [238].

Et,M(CH,),CH=CH,, Et; N Et;M(CH,); N
42 P
O\N e
N

116

M=Si,Ge;n=0,1

WHorna mupuaAMHOBBIE XaJbKOHBI B PEAKIMU C THIPOKCHUIAMHHOM O0pa-
3YIOT M30KCa30JIbI BMECTO OXHIaeMbIX OKcMMOB. Hampumep, 1-(2-ruppoxcu-4-
MeTokcudenmn-3-(2-nupuamn)-1-nponanon (117) B cucreme NH,OH/mupu-
mua/EtOH  maer 3-(2-runmpokcu-4-metokcudenun)-5-(2-mapuamn)-1,2-okca3on
(118) c Berxogom 77% [239].

981



MeO OH =
NH,OH, nupuaun  MeO
) Nt nnpg T =
N N
0" \_/
117 o 118

AmnanormyHo 4-apwn-5-anetun-6-metnn-3,4-muruapo-2(1H)nupuaonsr garot
n30Kca3o0[5,4-b jmupunua-6(7H)-onsr [240]. [lnaHOMETHITIMPUIMHEI U TUPH-
nuHOBbIe [(-mukapOonmnbHble coequbenuss (PyCOCH,COR) B mpucyTCTBUM
TUAPOKCUWIIAMUHA IPEBpalaloTcs B S-aMMHO-3-(MUPUIUI)U30KCca30bl [241,
242] wim 3,5-gu3aMenieHHbIC H30KCa30Ibl [243] COOTBETCTBEHHO.

Oxcum 3-(2-xmopOenzomn)nupuauaa (119) npu HarpeBaHuM B MOHO-
METHIIOBOM 3dupe 3twieHrukons B npucyrcrBun KOH o6pasyer 3-(2-1H-
MUpUARHOH-3-1)-1,2-6en3u3okcazon (120). [Ipoaykt 120 ObUT MOTYYEH TaKXkKe
n3  SH-[1]6enzonupano[2,3-b|mupunun-5-ona B cucteme NH,OH-HCl/
/KOH/EtOH [244].

N._ Cl N 0
A KOH N N7
| S | |
= ¥
NOH
119 120

KBaTepHu3oBaHHbIe MUPUIUHOBBIE OKCUMBI 121 HUKIHU3YIOTCS B OCHOBHOI
cpene ¢ 00pa3oBaHUEM M30KCA30JIBHBIX aKpPHIAIbICTHIOB 122, peakiust mponc-
XOJUT 4epe3 pacKphITUE MUPUAMHOBOIO LUKIa [245].

Ar NlMe
A OHC Ar
| 7" NOH  NaOH, CH,Cl,, H,0 = ' =
P e I\
s 7
N+ 0 0
Me
121 122

Ar = Ph, 4-CIC¢H,, 4-MeOC H,

TpexcTaauiHBIA CHHTE3 MUTOTOKCHYECKOTO AJIKAJIONAa IMypHHOAEeMHHA A
125 onucan aBTopamu [246]. Tak, BoccranoBnenue okcuma 123 NaCNBH; B
METaHoJie C TMocJenymeld peaknueld c anpaerugoMm 124 u TepMHUECKOM
IUKIU3aIe nHTepMearaTa MpUBOANT K MpoayKry 125.
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| X — “NOH
—
N 123 1) NaCNBH,, MeOH, HCI
2) | X - 0
~
N 124 Na,SO,
N
N

1,2-ITpoTOTpOIUs OKCUMOB M Te€HEepanus COOTBETCTBYIOIIMX HUTPOHOB OIH-
caHBI B pabote [247]. Hanpumep, KunsiaeHUe MHPHINHOBOTO OKcuMa 126 mpu-
BOAMT K m30KcazonuHy 127. HeycTtoiumBelii mukioaaaykT 127 jmerko mpeBpa-
maercs B uHponu3uH 128 (Bhixonm 62%) B MIENOYHOHN cpejie WM BOCCTaHAB-
muBaetcst (NaBHy) no tpunmkmmaeckoro npoaykra 129 (Beixon 60%).

Tepmuueckas nmkimsanus E-uzomepa oxcuma 130 B OeH30iie MPUBOIUT K
0o0pa3oBaHHI0 JBYX H30MEpHBIX H30KcazomuHoB 131, 132 u N-okcuma 133
(BeIXOM TIpOAYKTOB 76, 14 M 8% cooTBeTcTBeHHO). OAHAKO PEAKIHs IUKIN3a-
uuu okcuMa 130 B aTanone gaet TonbKo IpoAykT 131 ¢ Berxogom 93% [247].
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130 131
+,0°
Me\ =N
N N
+ | Me
N
Me II\I
CH,Ph

132 133

CuHTe3 W peakuuu OKCA30JIbHBIX MPOW3BOAHBIX MHPHUANHOBBIX OKCHMOB
MoKa3aHsl B paboTe [248].

CuHTe3 TpUa30JI0B OCYIIECTBICH W3 MUPUIUHOBBIX OKCHUMOB [226, 249].
Hanpumep, B3aumoneiicteue okcumoB 134 ¢ O-Me3UTUICYIB(GOHUITHIPOKCHII-
aMHHOM U jpanee ¢ nommdocdopHoit kucnortoit (PPA) nmpuBoaur k Tpnasomno-
[1,5-a]mupunuram 135 ¢ Berxogamu 63—76% [226].

R R R
AN NOH NH,OMes SN NOH ﬂ» N = .
_N _NI oM N~V
NH,
134 135
R =H, Me, Ph

[Ipou3BoaHbIE OMONOTHYECKN aKTUBHBIX OKCAIUA30JI0B ObLTN MMOJTYYECHBI U3
MUPUINHOBEIX aMUAOKCUMOB [250-255]. Peakmum cuHTE3a THUPHIMHCOAEP-
kammx 1,2,4-0kcainazosioB 0OBIMHO BKIIOYAIOT Al[MJIMPOBAHUE aMUJIOKCHMOB
YKCYCHBIM aHTHAPUAOM [256] unm aunmnxiopugamu [257-259] u nocnenyro-
IIyI0 TepMUYECKyro Iukian3anuio. Hanpumep, 2-nmupunauHamunokcum (136) u
alMIIXJIOPUIBI NatoT okcanuazonbl 137 ¢ Berxogamu 27-70% [259].

X | ~
- oy Reocl 7 \ N
—R
NH, N=-o
136 137

R = Me, NMe,

3-ITupuaun-1,2,4-okcaguazonsl MOMYYEHBl TAKXKE peaklued MUPUAHMHOBBIX
aMUJOKCHMOB C ajbJeruaMu B yKCycHOU kuciote [260].
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[MupuanHOBBIE HUTPUIOKCHUIBI, MOJYYCHHBIE W3 THIPOKCUMOWIXJIOPHIOB
138, nerxo mumepusytorcsi B pypokcanbl 139 mpu crossHum [72] wiu B IpH-
CyTCcTBUM OcHOBaHMS [261].

X _NOH S - N
| — | =N—0O — /
N N

\/N N

138 139

E-Oxcum 1-okcupa 2-anerunnupuauHa (140) mpu TO3WIMPOBaHWUU JAeT
1,2,5-oxkcagnazon 141 B kadecTBEe €AWHCTBEHHOTO MPOAYKTa, Z-H30MEp
okcuMa 140 B TPUCYTCTBHM TO3WIXJIOpUAA 0OpasyeT COOTBETCTBYIOLIHIA
O-To3usiokcum [262].

AN | N
| _ M TsCl
N7 ¢ — I\\I Ny—Me
(l)* N| O—N
~OH *OTs
140 141

5-benzoni-1-rugpoxcnterpaszon 143 OpuT monydeH u3 okcuMma 142 B peak-
UM C a3UJIOM HATpUs U Jajee ¢ aleTUIXJIOPUAOM U dTaHoioM. OOpa3oBaHue
npoaykra 143 npoucxoaut yepes HHTEpMeAUaT — OeH30mIa3ua0Kkcum [263].

\
HO
1) MeCOCI \
)S( YEOH N~y
Ph N\ [l
0
142 143

[MupuarHOBBIE OKCHUMBI YCHEIIHO NMPUMEHSIOTCS B CHHTE3€ IMPOWU3BOIHBIX
akpuam3uHa [264, 265], 0ensxuHonusuHa [266], HadroxuHonuzuHa [267] u
tueHoHadTupunuHa [268]. Hanpumep, conb okcuma 144 nerko nukimsyercs B
48% BomH. HBr ¢ oOpa3oBanueM NmpoM3BOAHBIX akpuau3uHa 145 ¢ BEIXOIamMu
21-99% [264]. B aHanoruyHbIX YCIOBUAX U3 COJNH MUPUIAMHOBOTO okcuMa 146
nony4atoT HadTo[ 1,2-b]xunonu3un 147 ¢ Berxogom 45% [267].
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A
N = X
| ] B R _HBr N R
= N ¥z
R
HON R
144 145
R =H, Me; R'=H, Me, OMe
OMe OMe
OMe OMe
o) 0
X = X
| HBr |
N X N~
+ +
Br Br
146 147

Oxcum 4-anerwnupuavia (148) B npucyrcTBun noaudochopHOil KUCIOThI
JUMepu3yeTcs ¢ oOpa3oBaHreM nupunazuHa 149 [44].

Me NOH
N PPA — N= — N
= N 7/ \_ 7\
—
N
148

149

Conp nupuaunoBoro okcuma 150 B xonu. HBr npespamiaercs B 2-okcun 3-
(enmn-3-azaxunonu3uaus 151 ¢ Beixogom 85% [269].

NOH
| ‘o
| AN 0 HBr = | NN
—_—
=N A N\)\
+\\/JL\Ph + Ph
X~ X~
150 151

X = Br, nukpun

Psin pabot mocBsIeH CHHTE3y TPOU3BOAHBIX THPUMUMHA W3 THPUITHOBBIX
amMuiokcuMoB [270-273]. 2-AmuHo-3-nupuaunamugokcuMm (152) B kursem
TpudTIIIOpTOQOpMATE TaeT cMech 4-aMHHONHMPHIO[2,3-bnupuMuINH-3-0K-
cuga (153) (Beixoxm 89%) u 1,2,4-okcagmazona 154 (Berxom 1.3%) [270].
[MupunuHoBble amugokcumbl 155 B cucremMe  2-MeTHI-3-3TOKCHIIPOIIE-
Hane/CF;COOH/u3onponanon JarT S5-MeTHNI-2-MUPHIWIITHPUMHUINH- | -OKCH-
ne1 156 ¢ Berxomamu 65-83% [272, 273].

986



o X 2
HC(OEY), XN XN |
—_— + _— N
N-o
152 153 154
o)
X\ _NOH FEtOCH=CMeCHO, oy N
@4 CF,COOH, i-PrOH N
=
N NH, N N
Me
155 156

CuHTE3 CEMUWICHHBIX TETEPOIMKINYECKUX COCIUHEHUI TaKKe OcCylle-
CTBJICH M3 COJICH MUPUIUHOBBIX OKCHMOB. XJopua 1-(2-TUIpOKCHUMHHOITHII)-
2-6emswmupuaunus (157) B 48% Bonn. HBr nuxnmsyercs ¢ obpa3oBaHueM
comun 158 c Beixomom 81%. B kumcnoit cpeme (HCI) Taxke ocymiectBieHa
nukim3arms okcuma 159 B okxcazernma 160 [266].

U\@ 1) HBr AN
2) HCIO,
N\

NOH clo,”
158
O oMe O OMe
| N | N
Me + Me /+ —
R\ cr
c NOH
159 160

3.4. lleperpynnupoBka bekMaHa NUPUAMHOBBIX OKCHMOB

[eperpynmmupoBka bekmana siBnsieTcss oJHON W3 Hawmboliee XapaKTepPHBIX
peakiuii OkcUMOB. OOBIYHO PEAKLUMIO MEPErpyNInupoOBKH MUPUIHMHOBBIX
OKCHUMOB B COOTBETCTBYIOIIUE aMHJIbI MPoBoAIU B nipucytctBun PCls B TTD
[274], P,Os B dhochoproii kucnore [275], SOCL,/CHCI; [5, 276] wimm HCOOH
[277]. E- u Z-W30Mepbl NUPUIUHOBBIX OKCHUMOB IIE€PErpYyIIHPOBLIBAIOTCA C
obOpa3oBanueM pa3nu4HbIX amMmujoB [44, 278]. [leperpynnupoBka E- u Z-okcu-
MOB IMUPUJANHOBBIX KeTOKCHMOB 161 maet amuzpt 162 u 163 cOOTBETCTBEHHO.
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X, Ph PPA A
| — | CONHPh
i~ NOH 72

N N
E-161 162
X Ph PPA X
| — | NHCOPh
N/ NOH N/
Z-161 163

Cunte3 azenmHoB 166 u 167 ycnemHo OCYIIECTBICH B pe3ysbrate Oekma-
HOBCKOW MeperpymnmnupoBKH TO3UIaTOB OKCMMOB 164 1 165, cooTBeTCTBEHHO, B
cucteme AcOK/EtOH/H,0 [279].

N N
| N AcOK, EtOH N
_— > A\
H O
0S80,CH,~Me-p
164 166
N AcOK, EtOH
= - = —
N NN
H O
NOSO,C H, Me-
5 2reaYEP 167

4. BUOJIOT'HMYECKAA AKTUBHOCTD NIPOU3BOJHbIX NAPUINHOBBIX
OKCHUMOB

4.1. [leiicTBue Ha CepAEYHO-COCYIUCTYI0 CHCTEMY

UccnenoBan mUpPOKHUHA CHEKTP aKTUBHOCTH NMUPHIMHOBBIX OKCHUMOB, ACH-
CTBYIOLIMX Ha CEepJEYHO-COCYAMUCTYI0 CHcTeMy. I[IMpHIMHOBBIE OKCHMBI
(Py—-CX=NOH; Py = mupuamr, X = TajoreH) W WX COJH IPEIIOXKEHHI B
Ka4yecTBE arcHTOB IPOTUB HMIIEMUYECKOW OOJIE3HU cep/Iia M SBJISIOTCS WHTH-
OuTopaMu arperanyu KpoBsHbIX KieTok [280—283]. Cnenyer oTMeTUTh (heHMII-
cynbpoHamMuIHOEe Tpon3BogHOe okcuma 168 [284] u, ocobeHHO, mpemapar
punorpeins 169 [285].

NO(CH,),COOH

N NH5024©70
=
N

168

COOH

169
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Mupunuuoseie okcumbl (Hampumep 170 [286]) mpeanokeHbl B KauyecTBe
1epedpo- Wi KapANOBaCKYJISIPHBIX areHToB [287, 288] u kapauoToHUKOB [289,
290]. O-D¢dwupbl THPUAWHOBBIX THIPOKCUMOMIXIOPHIOB [291, 292], amwun-
OKCUMOB [293, 294] unmu keTokcuMOB [295, 296] MOTYT OBITh UCTIOJIE30BAHEI B
KauecTBe aHTHauabeTwdeckux cpencts. Hampumep, a¢up 171 mnoHmkaet
YPOBEHB IIIOKO3bI B KpOBU y MbIlier Ha 49.3% mpu no3e | MI/Kr nepopaibHO
[295].

RX — Me
| ~ M604@—<\ o
N~ N N—O 0

N XNOH N/
H §_ NH
170 171
R=Alk; X=0,S 0

Heckonbko paboOT MOCBAICHBI H3YYCHUIO 3(QHUPOB MHPHIUHOBBIX OKCHMOB
(manpumep, 172) kak aHTarOHUCTOB (PaKTOpPa aKTUBALUH PELENITOPAa KPOBSHBIX
KJICTOK ¥ WHTHOWTOPOB CUHTETa3bl TpOMOOKcaHa [297-299]. DT coeanHeHUS
MPEJIOKEHBl B KaUeCTBE arcHTOB NMPOTHB ajUICPTHH, MIIEMUYECKOH OoJe3HH
cepjLa, BOCHAJICHHs, 00pa30BaHUs TPOMOOB U IS JICUCHHS IICOpHa3a.

Cl

Me (0] x \N/OM(OEt
| Pz (0]
1 N
R=H, Me

Cnenyer otmetnth cocynopacmupstomyto [300-302] u anTUTHIIEpTOHU-
yeckyio [303, 304] akTUBHOCTHh MPOU3BOAHBIX MUPUIMHOBBIX OKCHUMOB. JTHU
COEIMHEHHSI TaKXKe MCIIOJIb30BaHbl B KAUECTBE CPEICTB, MOHIKAIOLINX YPOBEHb
caxapa B kpoBu [305].

4.2. CeIIaTI/IBHaﬂ, AHTUACNPECCUBHAA U NPOTHUBOCYA0POKHAA AKTUBHOCTH

[IpousBoaHble TUPUINHOBBIX KETOKCHMOB HCCJIEOBaHBl B KaueCTBE aHTHU-
nenpeccantoB [306, 307] u TtpankBuimuzatopoB [308]. N-Oxkcunmel mwupuam-
HOBBIX O-alKMIOKCHMOB HCIIBITAHBI B KAa4E€CTBE areHTOB KOHTPOJSI HEBPOTHU-
yeckux peakuuit [309]. HenaBHo y okcumoB TeTparuaponupuauia 173 BbisB-
JIeHa CIIOCOOHOCTB CBsI3bIBaHUs curma-penentopoB. CoeaunHenus 173 ucneita-
HBl KaK aHTHACMPECCAHTHI MpPH IICHX03aX M KaK HPOTHBOBOCHAINTEIHHBIC
areHTsl [310]. ¥V OKCUMHBIX MPOW3BOAHBIX TETPArUAPONUPHUINHOB HaWlleHa
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MPOTUBOCYAOPOKHAs aKTUBHOCTH [311], kpoMe TOro, OHM SIBIAIOTCS aroHU-
CcTaMH MYCKapHHOBBIX perientopoB [166, 312-315]. OxcumHbBIE IPON3BOIHBIC
1,2,5,6-TeTparuAponupuANHa HU3yYaJIUCh B KadeCTBE CPEICTB I JICUEHUS
cnaboymust [316]. Cpenu cpenctB mpoTuUB Oone3HW AJblreiiMepa cieayeT
otMeTuTh 3¢upsl 174. KBaTepHU30BaHHbBIE TPOU3BOJHBIE MTUPUANHOBBIX OKCH-
MOB 175 ABJIAIOTCA a/UIOCTEPUUYECKMMU MOAYJIATOPAMU MYCKapUHOBBIX pelLel-
TopoB [317].

NOR" NOMe Cl
= N
O
N N i N
| | Cl gt
R R Br- N_~_R
173 174 175

173 R = Alk, Ar; R' = Alk; R" = H, Alk, CH,Ph;
174 R =H, Alk, CN, Cl, F; R' = H, Alk; 175 R = Alk, Ar

4.3. AHajabrerudeckasi u NMPOTUBOBOCHAJIUTEC/IbHAA AKTHBHOCTH

[IpousBoaHbie MUPUANMHOBBIX aMHI0KCUMOB [318] u O-3amenieHHbIe TeTpa-
TUAPONUPUANHOBBIE OKCUMBI [319] mposBUINM aHANBI€TUYECKYIO aKTHBHOCTD.
W3ydeHnio NHUPUAWHOBBIX OKCHMOB KakK IPOTHBOBOCIAIUTEIHHBIX CPEACTB
nocBsieHsl padotel [320—322]. Hanpumep, 3¢upbl apriIMUpUINHOBBIX OKCH-
MOB 176 001amaloT MPOTUBOBOCIAIUTENBHOW U aHTHACTMATH4YECKOW aKTUB-
HOCThIO [322]. Kpome ToTO, 3UPH OKCUMOB 1-mHpHIMiI-3-TIeHTaHOHA [323]
U TUPUAMI(QECHUIKETOHOB [324] moKa3and aHTUTUCTAMHUHHYIO U CITa3MOJIH-
TUYECKYI0 aKTUBHOCTH.

Ar NOR

X

=
R' N
176

R = H, Alk, COAIk; R' = Alk, CO,Alk, CON(AIK),, CSN(AIK),,
CN, NO,, OAlk, S(0),Alk, 7 =0-2

ITpousBogusie okcumos 1,2,5,6-rerparunponupununa [325-328] u conu
oucnmpuaunuiiokcumoB [329, 330] mokazany BBICOKYIO aKTHBHOCTh Ha XOJIU-
HOBBIX pelenTopax. OTH COSMHEHUS] MOTYT OBITh UCIIOJIb30BAHBI KaK B KAUECTBE
CPEJCTB, IOHWKAIOIUX TEMIIEPATypy TeNa, TaK U B KAUeCTBE aHAJIbI€THKOB.
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4.4. IlnToToKCHYeCKAasl, AHTUBMPYCHASI U 0AKTEPULIMIHAA AKTHBHOCTH

[Ipou3BoHEIC THPUANHOBEIX OKCHMOB MaJl0 M3Y4YEHBI B KAYE€CTBE IIUTOTOK-
CHYECKHX W MPOTHBOOIYXOJEBBIX cpeAcTB. HegaBHO moka3zaHO, YTO KpeMHHMN-
coJiepXKallie MUPUIMHOBBIE OKCUMBI 00Jalal0T BBICOKOW HUTOTOKCHUYHOCTBIO
Ha nuamsx HT-1080 (pubOpocapkoma uenoBeka) u MG-22A (MbIIIUHAS
renatoma) (cm. pazaen 3.1) [159].

OKCUMHBIE TTPOU30JIHBIE THA30J10[5,4-b|mupununa 177 o6nagar0T akKTHBHO-
¢TI0 TIpoTuB BUpyca influenza B-Mass [331]. Cpenu aHTUBUPYCHBIX CPEICTB
cleyeT OTMETUTh OKCUMHBIE Tpou3BoaHbIe nupuanHa 178 [332] u nadtupu-
nuHa 179 [333], mokaszaBmux BBEICOKYIO aKTUBHOCTH mpoTuB HIV-1.

NOEt

NOH

/N S /_< Me

R - | )—s NH, oo N Me _~ |
N
N NS
177 178 o
O Me

R=H,Cl, Br N E O
=~
2 2

NOEt
179

Mupunuuoseie anprokcumbl [334], okcumbl 2-[2-(5-HUTpO-2-hypuin)BU-
Hwi|-5-anerwinupuanaa  [335],  2-(mupuaunokcumeTrieHu)-2-alKOKCH-
nmuHO-N-ankunaneramMuabl [336] u amunokcumsr [337, 338] obnamator Oakte-
PUILIMAHON aKTUBHOCTHIO. HemaBHO OBIIO TOKa3aHO, YTO OKCHMBI Ha(THpH-
JIMHA WMEIOT IUPOKHH CHEKTp aHTHOaKTepHalbHOW akTHBHOCTH [339-343].
Cpenu 3THX COEIUWHEHHUH cienyeT OTMeTHTh remudioxcanud mesunat 180.
baktepuIuIHyt0 aKTHBHOCTH TMOKa3alld MPUPOJTHBIE COSAUHEHHs caerulomycin A
(181) u collismycin A (182) [344] u ux ananoru [345].

991



@parMeHTbl NHUPUIUHOBBIX OKCHUMOB BXOAAT B CTPYKTYPY HEKOTOPBIX
1earoCIIOPHHOBBIX aHTHONOTHUKOB [346—350], B KadecTBe MpHMepa MOKHO
npuBecTu okcuM 183.

NOH
H
N
H N/(ﬁ([\‘j;f/
2 S o S | N
Co,H N
183

4.5. IIupuanHOBBIE OKCHMBI KaK AHTHAOTHI PH OTPAaBJIEHUAX
dochopoprannyeckumMu coeJHHEHUSAMH

MHoro4nciIeHHble MyOIUKAIMK TOCBAICHB UCCIICAOBAHHIO MTHPUIHMHOBBIX
OKCUMOB B KaueCTBE AHTHJIOTOB IPH OTPaBICHUAX (OCPOpPOPTaHUIECKUMHU
coenuHeHusiMu [29, 351-358]. MexaHu3M NeicTBHS OKCUMOB TOJPOOHO OIU-
caH B 0030pe [359]. CnexyeT OTMETHTH BHICOKYIO aKTHBHOCTH NMHPHIAHOBBIX
anmpiokcuMoB [360—398], kerokcumoB [399, 400], amumokcumoB [401] u ux
coneii. 1llupoko wm3ydanuch B KadyeCcTBE WHTHOUTOPOB all€TUXOJIMHACTEPA3b
a¢upsl mupuauHOBEIX [402, 403] m OMCITHPHIUHOBEIX OKCHMOB [404-426].
Hawnbonee mupokoe NpUMEHEHWE MONYYHI MpernapaT XJIOPHI OOHIOKCHMA
(Tokcoronun) 184.

—\ + o
HON—CH4<\3N—CH20CH2 —NQCH=NOH

2ClI
184

4.6. ITupuanHOBbBIE OKCUMBI KaK QyHTHIM/BI,
MEeCTUIM/IbI, TePOMITUIBI M AKAPUIIU/IBI

[MupuanHOBBIE OKCHUMHBIE TPOU3BOAHBIE 00Iaa0T BEICOKOH (DYHIMIUAHOM
aKkTUBHOCTBIO [157, 427-450]. Hanpumep, coenunenue 185 moxassiBaer 100%
KOHTPOJIb Hajx Sphaerotheca fuliginea mpu 500 M. n. [430]. Takxe crnemyer
OTMETUTh OKCUMHEIC 3¢upsl 186 (>90 % xontpons Han Plasmopara viticola
npu 100 r/ra [442]) u 187 (>95% xoutpons Ham Phytophthora infestans,
Erysiphe graminis n Puccinia recondita npu 100 m. 1. [450]).
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[MupuarHOBBIE OKCHMBI LIMPOKO HCIOJIB3YIOTCS B KauecTBE TepOUIHIOB
[1, 451-462]. Cnemyer otmetnth okcuM 188, KoTopelii wWHrHOHpyeET
Eshinochloa crus-galli na pucoBbix nomnsx [459].

F F
188

[MupuarHOBBIE OKCHUMBI M WX OS(QUPH Takxke o00JaNaroT MEeCTHIUIHO
[463-467] u akapunuaHO [468] aKTUBHOCTHIO.

4.7. Ilpyrue akTHBHOCTH

[IponsBognbie 3-MUpHINHATBIOKCHMA HCIIOJIB3YIOTCS B KaueCTBE CPEACTB
npotuB renatutoB [469, 470]. IlupuauHOBEIE OKCUMHBIE MPOU3BOAHBIC MOKa-
3aJM TaKKe aHTUSA3BEHHYIO aKTUBHOCTH [471], OHU SABIAIOTCA MHTHOMTOpaMH
TUJIPOKCUIIA3b] JKUPHBIX KUCIOT [472], S-nunokcureHassl [473], Mmogynstopamu
kuHa3bl p38 MAP [474] n antnanaporenamu [475].
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