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CUHTE3, XVUMHUYECKWUE CBOUCTBA U BI/IOJIOI‘I/I‘IECKASI
) AKTUBHOCTD 2-AMWHO-4-OKCA30JIUHOHOB »
U TAYTOMEPHBIX WM 2—KMFI}HO—4-OKCASOJII/II[OHOB‘

- -(OB30P)

QG0obmens! JaHHbE [0 METOAAM CHHTE3a, XMMUTIeCKUM K .(apMaxOoIOrMaecKuM
CBOHACTBAM 2-aMUHO-4-OKCA30IUHOHOR U 2-MMUH0-4-0KCa30M0HO0E.

‘Buepesie  2-aMumHO-4-0KcazonmHOE (ICCBNOTHRAHTOMH, la, R} =RZ < H)
coaTesuposans. B. Tpaybe w P. Amep & 1913 r. [1]. Us-sa ckuénrOCTH 5TOrO
COSTIIHECHNS K TAYTOMEPHMA &MY  AJATEIPHOS BPEMSI OIMMOOYHO HPHIHCHBAAN
CTpoeHHe 2-umwno-4-okcazommmona (I6) [2]. Tlpomssonueie Tayromepos la,6
00pasyioT OTHAENbHBIE DSAB COSTMHEHWH C NPUCYIEMA WM XapaKTEPHBIME
XUMAYECKEMY W DH3MKO-XAMUUCCKUMIA CBORCTBAMUE.

AXTHBHHN WHTEPEC K YKA3AHHEM MPOU3EOTHEIM IOSBIJICS IIOCTE COOOImEeHMs
"B 1956, 1. 0 cTEMyRWpYOMEM NEHCTBHY HAa IEHTPATBHYIO HEPBHYIO CHCTEMY
2-amuHO-S-hermn-4-oxcazoanaona [3, 4 ]..C 9T0r0 BpeMEHN HAYAJICT 3aMETHRLR
POCT umMcia MyOaaKalui, HOCBSIIEHHBIX MCCIENOBAHMIO GHONOTHUECKHX CBOMCTE
€10 CYPYKTYpHEX anasioros. O0obienne AuTepaTypol, HOCBIMHEHHON 2-aMuHo-4-
OKCa30/IMHOHAM B 2-WMUHO-4-OKCA30/MI0HAM, HE NPOBOAMIOCk. Hexoropsie mx
OIpeBpanieHus ¥ OMONOrmyecKye CBOACTBA pacCMaTpHBaloTCs B 0b3opax [J, 6.

Ilespio HACTOSINErO 0630pa SBISESTCS CHCTEMATH3AIES JAHHBIX IO METONAM
crHTe3a 2-aMmHO-4-OKCA30MHOHOB ¥ 2-AMAHO-4-0KCA30JMAOHOB, aHAJIW3 WX
hapMaxoIOTHYECKOY AKTWBHOCTM H HEPCOEKTHB paspaboTKy JIeKapCTBEHHBIX
[PENapaToB B VKA3AHHBIX PIAaX COCOUHCHUH. '

1. METOIBI HOJYYEHUS
1.1. C ywactuem o-rugpokcusupoB

Avmmookcasommronsr Ia,” (Ifa, III) wmoryr OvITe HOXYYEHS! peémmeﬁ
a-runpoxeuscupos (IV) ¢ ryamwmumsom: [1, 7—11], N-MoHO3aMeINCHHABIME
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troModesmHaAMu [12—16 ] u mramxwinmanamugamu [17, 181, .a FMAHOOKCA30TH-
moust (V) — ¢ xapbomuumunamm [19—221.

Kompercamumsa sdpumpos IV ¢ rugpoxsIopuaoM IyaBMIWHA B IPHUCYTCTBAR
ITHIATA HATPHS SBAJETCS ONHAM W3 NEPBHIX M CAMBIX PACIPOCTPAHEHHBIX
METONOE cmETe3a coemmHenmit I. B 3aBucmMocrm or  mcmomeayemoro

C-TERPOKCUIPHPA BHIXORBL NPORYKTOB L. BaxonsaTcs B mpeaenax 70...90%,.

Ilpr peakimw ¢ THOMOYEBMHAMY B TIPUCYTCTBHH JTWIATA HATPHS BEXOEI
TPOXYKTOB II MEHBIIE (43 .68 %) Bcnencreme OGp&SOB&HHSI B KAYECTBE HPUMECH
2-tro~-4- 0KC330]{K)10H3.- _ v

BaanMoquCTBHe 3c£mp0B IV c zmanKmuHaHaMHz(aMH B HpPICyTCTBI/IH
KATATATHYECKAX = KOMAYECTE IWADUNA HATDUS UPUBOZAT K OOpPa3OBAHMIO
2-mmankmwiamaao-4-okcazommaonos 11 ¢ sexomamm 30...619,. Peaxmmsa c
AMMETIUNMAHAMEIAOM I[IPOTEKAET B TeueHwe 1,5 4, TOrma Kax C STHIMETHI-,
AUSTIUI- M TUOY TRIMAaHAMIANOM TPeOyeTcs yrenuyenue BpeMern 10 20 u.

Kapbomummumer pedrmpyior ¢ >dupavu IV B NpUCyTCTBEM THAPHAA HATPHI
wim xyopuna Menu (1), Tlpopykramm peakiyu SBJISIEOTCS MMUHOOKCAZOMMIOHEL

V. Cuntes tpeOyeT HpOXOIKHTCABHOrO Harpesamus (~56 u). Coegummerms V

MOTYT OBITH TAKX€ CHHTE3MPOBAHEL 3 KapOONUAMYNOE, MOTyYAEMBIX in Sifi U3
N,N'-nusaMemerssx THOMOYERMHE B IpuUCyTcTBuY okucw pryta (11 [211.: .

"1.2. C yyactueM o-TMADOKCH- W q-TaJOTEHAMMIOB

- BaammofercTBreM: a-THAPOKCHAMUIOB: ¢ N+ JxmopMeTmeHameaMnHaMﬂ B
IPACYTCTBAA. OpI‘aHEU—ICCKOI‘O OCHOBaBWS nonyqam'r 2~ apmnMImo—4 oxca3om?mo-

HBL (VI) [231.
v a
H /CONHR ‘ C—N—AI
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" R = C—Cpamom wm CZ—C4—am<eHw1 .

s ammma MUHIAIbHOM KWCJIOTH ¥ dermanuagara CUHTE3WPOBAH
5-penwn-2-amuuo-4-oxcasommson (V) [247]. *

H CONH,

Oy _NH,
N/ - ArO-CN OAr
AN e /& —AIOH :
Ph,OH . - .. NH

Ph O~ “TNH

BzauMonelcTBre o-THIPOKCHAMUIOR .C uﬁaHaMI/maMﬁ rdpusopuT K 00pasoBa-
HUIO TeX Xe ammBEQoKcasounonos I, uro'w ¢ &- mnpoxcn:a(bnpahm HO BBHIXONHI
3THX IPOAYKTOB CHEXAIOTCH 110 30% [17]

HuxioKOHEgeHCANUT - 6p0M1’[p01'[3Ha.MHZ(OB R =Me) ¢ zmMeTmnbopMaMH—
HOM B IIPHCYTCTBHY OKMCH cepebpa (~20 °C, 1...5 cyT) OPHBOXHT € XOPOLIAM
BBIXOIOM K 06pasoBaHmo 2—Z(HM6TI/UI&MKHO—5—MCTK)I—4 -okcasommmonos (VIID)
[25]. ~
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B aHANOTAYHEIX VCIOBHIX - BI:IXO,T.[I:-I HpOIIYKTOB VT w3 a—6p0MaIIeT3,MI/IIIOB
R = H) me HpCBBI}:[IaIOT 5% ; -aro,: mo- Bm(mvay, CBSIS&HO c I/IX JETKIM
THAPOIH30M. :

CrnapiesmeM WM [UTATEIBHBIM KUNOSUYCHAEM B TOJIYOJIC (36 48 q)
¢demmnxmopaneramuna wim  N-MeTHI(EHIWIXIOPANCTaMuad ¢ MOUYESBHHOM
DOIyYaroT 2-amMuHO-S-dern-4-oxcazomarons (IX) [26]...,,

H CO O

R CONIRS pnconm, Oy

Ph C1 Ph O NHR
X

R=H, Me

N-3amemenssie MOYEBHHBL B 3TOH PEAKIHI- 0BPasyiOT cMeCch COOTBETCTBYIOMUX
I-R-¢denmmrananTorsa, S-QeHIIOKCA30MAAVH-2,4-THOHA ¥ HEKOTOPEIX BEIECTB
HEYCTAHOBJACHHOIO CTpoecHms. llpm m3amMomedicTemy NueHUIXIOPANCTAMEIIA
wa  N-MeTHIu(QeEmIXIopaneTaMuia C - MOUEBMHOM ¥ €€ IPOM3BONHBIMUA
OXKHAAEMPBIX Z—HMKHOfA-—OKcaBOJII/IIIOHOB HOJIyYnTh HE yRanoce [27].

.3.. Hnkmsanuedi - ypeunos - o-rajoreHKapOOHOBBIX KHCJIOT -

Ilpm HarpeBasmy XJIOPAHTHIAPUIOE O~ XI0PKapOOBEOBEIX KUCIOT C 3aMETHEHHE-
MM MOYEBMHAMM 0OpasyloTcs Ypewabl o-XJIOPKApOOHOBBIX KHCJIOT, KOTODHIE
IMUKIA3YIOTCS B npncyTCTBma Z—)TI/IJIaTa HanI/ISI B 2- ~HMEHO- -4- OKCEISOJIKZ(OHBI v

[28—40].

o

Rl coa N Rl CONR3CONHR?*
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Huxmasanys ypemaos, HOJYUYCHHBX U3 CUMMETPAYHBIX MOYEBHH, OCJIOXHSI-
ercd HODOUHBIMYA IPOLECCAMM, n03T0My BI:IXOJII)I I.IC.J’IBBHX IIpOJIyKTOB V me
npesbimaioTr 309, .-

B xauecTee HEKIM3YIOMUX AreHTOR IIOMHUMO -STHIATA HanKSI MOTYT GHITH
WCIIOIH30EAHBl TPHATHIAMIH, MEI0UH, rm(poxap60f131 Hatpusd. Mcnomssosanme
IIOCAETHETO IO3BOIACT yBeamunTh Burxon V 5a 20...30% [32].

3HAYMTENBHO JIETYe NUKIM3YIOTCI MOHOYPEHBl -TaJIOreHAMKAPGOHOBEIX
kucor. Tak, xanwesas: wid HATPHUEBAs COJb MOHOYDEHIA 2-6poMMAaCHMHOBON
KVC/IOTHL IMKIN3YeTCS IPY NICPEMEIIABAHAY B aneratroM Gydepe B reuenme 2 a
B COOTBETCTBYIOMIYIO COMb 2-MMFETHO- 5—Kap60KCKMCTHJIHZ(eH 4- 0KC&3OJIHIIOH3 X)
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Bpommposarme MeTwIoBOrC 3dMpa MOHOYDPEWHA MANEMHOBOHN KECIOTH B
BOZHOM PacTBOPE DPUBOTHUT.K 00pazoBaHmo - [6poM (MeTOKCHEKApOOEIIT) METHIT |-

4-oxcazomanora X1 [421], a B oUXJIOp3TaHE — K €10 GPOMICTOBOXOPONHOM COIH
(XID) . [431 .

1.4. AMHMHOIM30M ¥ TI'MIPa3HHOJMZOM IPOM3BOIHbIX
2-THOKCO-4-0KCa30.THI0HOB

Avmaomms S-apui-2-THOKCO-4-0K¢A300UI0H0B BTOPUYHBIME AMUHEAMY TI03B0-
JSET MOIYYaTh C YMEPCHHBIMY BHIXOAAMY 2-aMUHO3AMEINCHHBIE S-apri-4-0Kca-
sommuons (XIII) [171.

I Ao 5 Ixm

R= Aﬂk

IIprMenerve UEPBMUHEIX AMUHOB 3aqaCTyfo NPWBOAAT K AECTPYKIWAH
OKCA30JMHOBOIO HuKia. [Iposenerye peakuuut B NPUCYTCTBUM okmcu pryTu (1)
Ho3BONIgET 9FoT0 M3bexarts. Tak, w3 5,5-quMeTnn-2-THoKCco-4-0KCa30IINoHEa
(XIV) u ammmHa OBUT HOAYYEH J5,5-MHMETHI-2-(eBMIMMIHO-4-0KCa30IHI0H

(XV) [44]. , L _
Y, T
Me (0] \\S NPh
XV

OTHIAPOBAHUEM TI/IOKCOOKC&SOJII/II(OH& X1V HOIUCTHIM THIOM B npncyTCTm/m
kapbomaTa Xanmsd [OXyYaroT S-sTmiampomssommee  (XVI), xoropeie 6es
BHIAEAEHUS 00pabaTeiBalOT ra3oo0pasHBIM —AMMHAKOM, MOPQOINHOM KA

N-MeTHAAHWIAHOM C 06paBOBaHI/I€M COOTBETCTBYIOMIAX 2-aMmIHO-4~ -OKCa30/IMHO-
mos [11 [44].

EtI/KZCOn
o )\ - )\
E SEt NR.
LI NR7 = NH,, N(Me)Ph, N(CHZ) 4'0

PaHee COCHI/]HBHHSI TII 6pLTH HOJIY[IEHBI Henocpem:TBeHHHM BsanMOZ(eECTBHeM
okcaszoymEoHa X VI ¢ amuramm [45].

O6patorkoit coepuaerns X1V 80Y% ruapasmaoM B COEpTE B TeucHWe 24 u
HOIy4aioT Guc(4-okco-3,5-nuMeTmiokcasonunuai-2) asun (XVID [44].

s %,
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1.5. Peum(.rmsaunen Lo
5 apml 2,3- anmnpo@ypaﬁ -2,3-AAOHOB , ImaHaMpmaMM

Hamwm paspa60TaH METOA CHHTE3a 2 ~UMAHO- S—q)eHauﬁnHI(eH—4—0Kc330mz(o—
#0B- (X VIH), ocHopawusii Ha peaknuu S-apui-2,3-puranpodypar-2 3—]II/IOHOB c
ImaHaMHJmM WIN €70 MOHOS&MSHICHHBIM_H ITPOU3BOTHBIMH - [46—5 15 o

o
=0 Nc—N—R
f RNH-CN )
N, T |AccE=C C=N )\
Ar O o o OH ; ArCCH NH
- - XVII

XVII Ar = Ph, p-MeCH,, p-MeOCH,, p-CICH; R = H, i-Pr, Ph, 0-MeC¢H,,
: 0-CICH,, C(=NH)NH,

Meron mpocT B MCHOTHEHMY, HaeT BHICOKME BBHIXOIBI MPOXYKTOB, IIO3BOIIET
BapPbUPOBATH 3AMECTHATENN B MOJIOXEHUH 3 TETEPONMEIA, HO MMEET OrpaHmUEHU
B BHOOpEe IMaHaMMmoB. Tax, HanguWe B pearenTe OOBEMHOIO pagwKasa
(R ='mpem-Oyrwn) BIm axuenropusix samecrurenet (R = PhCO, 2-6erzmmun-
a30MWI) OPABOGUT HE K WMHUHOOKCA3IOMHIOHAM XVIII a'K COOTBCTCTBYIODIPIM
opom3BoREEM 1,3-0xcasmH-4-oma [50; 52 ]

Oépasosam?[e ‘coegmaerns XVIH (R = CE=NH) NHz')' ng'»'(bypannnona“fn
JUHZEAHAMEAZ BO3MOXKXHO TOMBKO B YKCYCHON KHC/IOTE U TIPY HOJHOM OTCYTCTBUN
v Hel somel [53, 547. Ipr'Ixr HecoGMONeRnH TAX yCaoBui mpomykT XVIII
HOABEPracTCd TIHAPOAM3Y €  OTIMEIUICHHEM - aMHZ(PIHOBOFO dparmesra =
PETUKIM3ANAY B M3OMEPHEE TARARTOMHEL [54 ]. e : :

2. TAYTOMEPYIAL,
I‘EOMETPI/I‘IECKASI 1 ONTIYECKAY M30MEPHS

Coenpmenna 111, V spmarorcs yIOOHEME OOBEKTAME IS CTEDEOXUMUAUE-
CKOro . maydenwmg. Ha pasnawgserx roMosOrax - M3YUYaTECh - IPOTOTPOHHAT
AMEHO-MMEHO TayTOMepust, E/Z-n30MEPHS U SHARTHOMEPYS.” e

Ha ocroBampm: conmocrasicsma . mapmux Y@, MK @ [IMP cmoexrpos
2-avumo-4-okcazommumona 1. ®' = R? = H) ; IOTEHIMAILHO CYIECTBYIOMEFO B
ONHOW W3 TayToMepHbIX dopMm Ia mim I6 u duKcMpoBaHHEIX METHA3AMEINCHERX
(XIX » XX), MOEEeIHUPYIOIUX aMHUHO- ¥ AMUHODOPMY, CHEIAHO 3aKIIOUCHHE O
NPEMMYTIECTBEHHOM UM WMCKJIIOUUTEIBHOM CYMECTBOBAHMM COSHuHEHMS | B
pacrsopax B popme amuHOTayTOoMepa-la [2, 531

NN N \\ L

———

. Yo7 NH, o NH } SN—Me-
Ia e XIX

16,

AHaJIOI‘I/ITIHoe CpaBHeHHe CIICKTpa]IbeIX xapaKTepnc'rmc 5—apI/IJISaM€II[eHHLIX
I- (R =H, R = Ar) yKasHBAaET HA TO, UTO, HE3ABUCUMO: OT NOHOPHBIX VUK
AKTHENTOPHHX 3aMECTATENCH B (DEHMIBHOM KOJBUE vV HEX TAKXE. APeodIamaeT
avmuodopma.  [21, 22,  56].. CHekTpasbHBE OAHHEE 9TAX COCHAHEHWH
KOpPEIUPYIOT C - BEJUUYMHAMYA . OCHOBHOCTH [22.]. CTpoe}me Ia mMmeror . mx
2-N-anxunzamemensbie | [37 ]  Opsako 3ameHa :a/IK@AbHOTO BaMCCTHTSJIS{ B
IOOJIOXEHUM 2 Ha (peHHJ{LHbH/I (coemmuenue XXI) OPABOIAT K <<06pameHmo>>
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TAyTOMEPHOTO DABHOBECHS B CTODOHY mvarrodopmer [21], uto, mo MEEHWIO
aBTopoB paborer [587, ‘obycaoeaeH0 s deKTAME T—T- W P—Ir-COUPSKEHAT C
yuacTreM (PeHUIBHOTO KOAbUA MPY SK30HUKIMISCKOM aToMe a3ota N (27), CBSI3H
C@=N() m atromos Oy, N2 u N@.- :

.Anpanms . coekrpos I[IMP. 5-cbermn-2- cbeHmmMHHo 4—0Kca30ﬂKJIOHa XXL &
3-MeTmi-5-pennr-2-permmmuao-4-okcasommaona (XXII) -moxasan, 9o, He-
CMOTPS Ha CTPYKTYPHOE CXOACTBO, IS IEPBOTO HAXOOIEE YCTORUMBEIM IBIAETCST
E-m3oMep, a Ajisg BTOporo — Z-m3omep [S8 1.

o) & o “ Me
\INH /@ - \FN/
Ph oz/\N Ph o)\N

2.

XXI (E)

s XXIA(Z)

Pasmmm B KOH(UTypPANWW OSTHX COCHAMHEHWY CBI3AHBI- CO CTEPUYECKEAM
OTTIKUBAHVIEM 3aMECTUTEICH ‘Me . Ph B okcasoaupose. X XI11. .

Ilpn Has@maMy B TNOJIOXCHAM 35 _coemmueruit [, V IBYX paamﬂx
3aMECTHTEACH . R =R atom VIZIEPORa CTAHOBUTCS, XWPATbHEIM, YTO FAEAAeT
STH, COEAMHEHAS - onTyrquKH AKTHUBHEIMHE. DTO HOXTBEPXKICHO CTEPEOHANPABICH-
HEIM CHHTE30M D) --u L(-)-2-aMuE0-5-penmi-4-0Kca30MuHOHa ¢ IOKA3aTeA~
M yma Bpam;eHHsI [a] D, +164° m ~164° COOTBETCTBEHHO, Ilpm nobasAcHWN B
pacTBOp KUCIOTH WX Ieoyw oba aeTrmoxa panemusyiorcd. [59, 60 1.

3, XUMWYECKHE ‘C}éoﬁcTBA__

. BoppmmBEcTro - xuMuvecknx peaknudi coemueermi I—III,;: V. mporexaer ¢
yuACTHEM. AMEHO-  H/I¥ . AMAHOTPYIHGl ¥ TeTePOIrKiIa (MHOIIA 3TO0. HPOMCXOMHAT
omEOBpeMenHO). KapGommmpHas Tpynaid, Kak IIPaBOAG, HENOCPEACTBEHHO: B
XUMAYCCKUX TIPEBPAIICHASX ‘HE YUYaCTBYeT, HO' e BJIHSHNUE CKa3HBacTCL Ha
PEaKIMORHON CHOCOOHOCTA KaK aMAHO- M MMUHOTPYI, TAK ¥ FETEPOIHKIA. «

CUp R

3.1. Peakiud reTrepoLMKNia

2

HaI/IGOJIee TOHO M3YYECHH PEaKIUM IUAPOIN3a W AMUHOIA3A AMWHOOKCA30-
JMHOHOB ¥ MMWHOOKCA3OMMAOHOB. [WHpom3 pa36aBJIeHan\m MUHEPATHHBIMEA
kucaoramu (HCIL, H2S504, H3PO4) B sasmcmMocTH OT CTPYKTYpPHl HPHBOAUT K
COOTBETCTBYIOMMM omaso;xﬁnnn& 4-nmomam [7; 17, 26, 31, 33, 34, 61] wm x
m3oMepHEM rupasTom#am [49, 50, 541 Tmaponuws NaOH mporekaer Goree
ray6oko, MOITOMY U3 PEaKIUOHHOM CMECH HOMEMO yKa3aHHIJIX COeMHEHNH
BEUIEJICHH IPORYKTES PacIEIIeHAs myKJEa: R'R2C(OH)COOH,
R'R?’C(OH)CONH3z, R SNHCONHR™. ObHapyXeHsl HeKOTopme 3aKOHOMEPHO-
CTH IMEAOYHOTO Iupposam3a coexwmesnd Iii:nm V, CBSIS&HHI:IC C UX CTPYyKTYDOH.
Tak, xerkocTs rEApOaN3a coenmaeamit [T ®R3=H) wm V R¥=H) YMEHBIAETCT
B 3aBmcmMocTH oT R B paxy Me > H > Ph 2 mpH RY = R? 8 saBmcmvocta 0T R
B pany Me > Et > PhCHz; npm RI'=RZ=H yCTonanOCTb K' THAPOA3Y.
yeemumBaercs. ITpu- R™ # R* COCL(HHGHI?IC III » mz(po.rmsye’rcsl merye, qu
coemauceme V [15, 161].
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Mermrosrni acup X1 mpy neficTBME SKBIMOJISIPHOTO KOJMUECTBA THAPOOKUCH
xaymg obpasyer IPOAYKT DACKDHITES OKCA30JbHOTO HUKJId — MOHOYPEHN
2-6pomdrymaposoi kucaorer (XXIIT) [42].

H COOR
AN a
=c
V4 AY
NH,CONHE. . Br.
o}
XXIII

Avmuomas S-samemesmHBIX 2-aMmpO-4-okcasosmuoHa VII  BropmumbMm
aMUHAMY IPAUBONMT K MX IIEPEAaMIHUPOBAHIIO C 06pazoBaEmeM 2-IaIKIAMITHO-
4-oxcazommmmonos 11 [8, 17, 34, 621].

JuankvwnaMussl C pasBETBACHHON WM JULAHHOY aJKWIBHOR MEmOuKOH
pearupyioT 3HAUNTEIBHO TPYTHEE. :

Ha amwnonms = oxcasosmaoHa - VII - NepBAYHBIME -~ aMUHAMY — BIHSIOT
TEMIEPATYPa ¥ YCIOBHS peakumw. Tak, ero KundueHHe ¢ 4HWIHEOM U
OemspiammeoM. mpr Temmeparype - 180...184 °C opmsommr kx oOpasoBammio
COOTBETCTBYIOIMX M30MEPHBIX THAANTONHOB U |,3-3aMeleHHrX MOYEBHH.

' _ PENH,
-+
T T /K PhNHCNHPh
Pr o
VI —
| PRCHLNH, :
+  PhCH,NHCNHCH,Ph
T asec e

CHZPh

BeposTHO, HampaBJAe€HHE pEAKUHUA BKIIOYAET HYKICOPWIBHYIO aTaxy
HOEepPBWYHOTO. aMmHa 1o aroMy C(5) OKCa3oIMHOBOTO .IHMKJIA ¢ ofpasoBaHmeM
paTepMenuata tuma PhCH(NHR)CON HCONHR OHHA YacTh KOTOPOTO
UK TA3YETCS C '06pa3sOBaHMEM THIAHTOMHA,  APYIas MOXBEPraeTCS HaJbHEATIEMY
aMUHOIA3Y ¢ 0GpasoBaHMEM COOTBETCTBYIOmeR Mouesmasl [17].

IpoBefcEAE pEaknmu B 00JI€e MATKHX YCIOBHSX (KVISTUeHAE. B crpTe)
ApUBOIMT K Okcagomuuony XXI um 2-Gemsmmammuo-35-herui-4-0KCa30 MIHOHY.
AHanoTEYHO NPOTEKAST PEakiud ¢ HENPEISAbHIMY HepEMYHBMY aMusama [39].

TwppasmaranpaT packpeBAeT MUK S-3aMeIleHHBX IMAHOOKCA30MuI0H0B 16
¢ 00pa3oBanreM MPOMEXYTOUYHHX ANMIAMAHCTYAHUANHOB, KOTOPHIE B YCIOBHAX
peaxiyy OTINEIUISIOT BOLY ¥ HUKIU3YIOTCS B 5-(ar-okcuankwn) -1,2,4-rpuasonm-
BeL (XXIV) [44]. '

NoH, Rl\ : HN—NH

6 —2te | Sc— —NH——C—NH—NHZ — = g /k )\
R¥T 0. I - H,0 N XN
| OHO .~ NH _ T - N

XXIVa, 6

16, XXIVa R! = R% = Me; XXIV6 Rl=H, R>= CHMe,

HeonnosHauno - OPOTEKAET AMUHOMETHIMPOBAHUE OKCAZOMMHOBOTO LHKIIA.
CrpyxTypa ofpasyiommxcs ocHopapwmi Mammmxa (XXV—XXIX) sopamyro
3aBHUCHT OT IPUPOIsl ammHoxoMnonenTa. Tak, npym peaknwm okcasommaona VII ¢
BTOPHUHBIMA aMuHaM# ¥ (QOPMajMHOM B KHCIOM Cpene BHINEJIEHBL €ro
RoNCHz-3amemensne (XXV) [63].
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v CH7O RZNH R7NCH? F )\

o XXVa, 6
XXVa R = Et, 6 Ry= (CH,);

B amanormuHmix yCIOBMSX C nnnpomaNMHOM nosryueso 3,5-6wuc (mumporm-
aMuHOMETIUT) mpom3Bogaoe XX VI,

. PL,\JCH7: 2

XXVI

CLMTaeTCH uTO W 06pa30BaHI/Ie CO&]II/IHCHHH XXV HAET qepes HpOMCZKYTO‘I~
mete 3,5-6mc (TMaTKMIAMAROMETIUT) IPOU3BORHEIE, OHAKO BCIENCTBHE MEHBIICH
yCTommBOCTH K COJBBOAM3Y B YCIAOBHIX PEAKIUU OHU -OTTHEIUIIIOT AHAJIKILI-
aMEHOMETAIBPHYIO TPYIULY, B MOMOXECHNH 3, UTO, B/KOHEHHOM CUCTE, npnBozmT He
K 6HC-, & K. MOHOIIPOH3BOTHOMY. - . P : i

C IEpEMYHEIMA AMEHAMI B peammo Mammxa BOBJICKAIOTCA HE TOTBKO
OKCa30JIMHOBBIM HUKJA, HO W aMUHOTPYNA. IIpM WCHONb30BAHNHM B KAUECTEE
aMEBOKOMIIOHEATA Oy Trniamusa, mpem-Oyrunamuna, N, N-mumeran-1,3-mmamna-
HOIIPOUAHA ¥ aHWIEHA 00pa3yrorca okcaszono[3,2-al-1,3,5-rpmasmasr (XXVID),
NPUMEHEHNE METHIAMEHA U OPKJIQTEKCHIAMIHA TPABORAT S okcazonof3,2-al-
1,3,5,7-rerpazonuaam (XXVIID) [63].

CH7NPr.,

R
Y .
o S~N"" 0 i R NCH,Ph
x . x : N 2
1 N 1 N . N—R? A \f
R )\ R )\ o o
~y </ o
Ph o) Ph 0 N
XXVID o XXTX

B cAyude OeHIWIAMEHA BMECTO IPOKYKTa AMAHOMETIUIAPOBAHUS ObLT
BhIIeaeHE 7-OensuaaMuaHo-8-0kco-5-benmn-1-asa-3,6-puoxcabmmurnc [3:2.1 Jox-
ras (XXIX) [64] Ero o6pasosanue, HO-BHAEMOMY, 0OYCIOBAEHO ~ HOCAEHOBA-
TEABHO HAYIIAMEA peaKIlHSIMH nepeaManpOBaHst 6KCOKC]?IM€’I‘PIJIHPOB3HH5{ u
OETAAPATAIIAN, x

C - yuacTHeM —aroMOB  a30Ta reTepouchIa w. aM:nHorpynnm CBS3aHO
06pa303a}me BHyTpﬂKOMmIeKCHbIX COTIEH XXX [65—69]. :

M=Mg FeOH, Cy;n=2M=Cu);n=3(M= FeOH)

- aH,0

Tlpn KOHI(CHC&D;I/IH oxcazommionos XIX ¢ ApOMATHYESCKAMY  ATBACTUAAME
o0pasyrTca S-apuanneH-2-gaMmeTmiaMuao-4-oxcazonzHos (XX XI) [701].

Rl

a0
. N R L . MC

. » XXXI
R! = R®=H, OH, Alk, AIKO, Hal
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B menoM oxcasonmHOBBIM MUK aMHHOOKCA30IHMHCHOB -M AMEHOOKCA30IHA0~
HOB YCTOMUHME K BOBEEHCTBHIO TeMIEPATypH. OXHAKC OPH TEPMOJIM3E COSTAH S
XVII (120...130 °C) npoucxomuT HDECTPYKIHA OKCASONMAMHOBOTO IEKAZ C
BBIGEJICHHUEM . okucw yriepopa. OOpasyiompecs IIPH - 9TOM APOWIKETES W
APWIMAAHAMAL BCTYHAIOT B TETEPOPEAKIAIO I[mmca—AJIbz[epa WTO' IPUBOTAT K
TPOU3BOMNHBIM 1,3- 0KC33HH—4 -OHOB (XXXH) (71, 72 1. '

0
C/
A & N
XVO —— + )\
—_ CO .
Jar” o C\NHA11

‘ ‘ XXXII
Ar = p-MeCH,, p-MeOCH,; Ar! = 0-CICH,

Tenporenomaz wvusOOKCazoxmmonoe XI B BOAE TPHBOAET K YPEHIY
MAaJIEMHOBOM KWUCHOTH, 4 B COUPTE — K YPEUAY TETAPHON KUCHOTH [73 ]

3.2. Peaxuym, NpOTEKAOIIME N0 aAMUHOTDYIIE

Hamnbonee monso w3yyeHHBIE PEAKIIN aJIKI/IJIHpOBaHI/IS{ ¥ aNEIAPOBAHUS HE
BCETTA IPOTEKAIOT PETHOCENCKTARHEO. B G0IBIIMHCTRE CAyYaes B aNKITAPOBAHAH
YUacTByeT Kak OK30-, TaK ¥ SHEOLUMKIMYECKHH ATOM a30Ta, 4YTO IPWBOAUT K
00pa3oBaBEMIO CMECH TOMOJOTOB. Bapuanwei amcmzpyzomnx pEareuToR, uX
KOIMYECTB ¥ PACTBOPHATENCH yAAeTCT KOOMUTHCS CEMEXTHBHOCTH 33 CUeT YUACTHI B
peaxomy OHOIO W3 aToMOB asora [75].

Ilpm BsamMopeldcTBEM CoemwHEHES (R = R2 H) ¢ zmazomeranoMm
06pasyroTcs 2-MEeTHIAMEHO-4-0KCa30IMHOH (XXXHD " 3-Mermii- -2~ -aMIHO- 4 -0K-
cazomanon (XXXIV) [551.

o] O e
NN x N/M
(6] NHMe O NH
XXX ' XXXIV

IIpm 3sHAUMTENHHOM M30BITKE AMA30METAHA, BBHINEJICH TOJBKO OJWH IIPOLYKT
XIX.

B pesyssrare arxwimpoBaEns aMrHOOKCA30amHoRa VI pumermacynsdharom
o0pasyercs. CMeCh €ro 2-MOHOMETHWI- ¥ 2-IRMETHATpou3BoOHEX (XXXV - u
XXXVI). Vx Brrxon u3MeHIETCE B 3aBUCAMOCTE OT COOTHOMIEHHSE pearcuTos [17,
21, 74); tak, upm VII : Me2SO4 = 1 ¢ 1 serxoms:: IIpOI{YKTOB XXXV m XXXVI
coctaeasor 20 u 16%,, a npu coorgomenvm 1 :2 —— 9 u 329, cooTBeTCTBERHO.

(@)
., X
Me,SO o N
oo I)\ * I»\
NaOMe Ph 07 NMe,
XXXV U S XXXVI

VI —

T/~

XXXVII

i MeI/DMF

1019



Peaxmzra ¢ HommeThM METWIOM MOPOTEKAST MCKIFOYATEIHHO C YUACTHEM
SHEOIMKINYECKOTO aTOMa a301ad, UTO MPABOOUT K oGpasosaHmo 2-AMyHO- 3—Me—
Tra-4-okcazomunona (XXXVID [8; 211.

‘B ormmume ‘0T HE3aMEIEHHOTC [0 . AMWHOTPYIIE OKCA30IuMHOHA VII
aTKWIAPOBaHUE IRMETHICY/aToM 2-MeTmraMmEonponsBoxgEoro XXXV ocy-
NIECTBIIETCS 10 AMHHOIPYINIE K II0 ATOMY A30TAa TeTepOoIHKIId ONHOBPEMEHHO €
obpasosarmeM cMecu u3oMepos X111 m XXX VIII 5 coormomenmu 10 : 1 [21, 58 1.

XXXV _ MeSO, I)\ _/Me I)\

XIII ' S XXXVIT

N—Me

Mermraposanme 2—cbeHHerammnponaBo;1Hord XXI MEHEE CENEKTHBHO, TaK
KaK B 3TOM CJIy4ae COOTHomeHME mponyKToB peakmmm XXXIX : XXII =3 : 1
[581.

BtO~ . Me«,SO ‘ )
. & .
. Ph” NPh / N

XDCXIX

AD;I/Um:poBaHne aMUHOOKCA30MMHOHA VII chjoHmﬁ aHrﬁzpr/II(OM [76] wa
ANETHIXJIOPHAOM B OeH30/e B HPUCYTCTBHM TpuoTwiammHa [77] npOTeKaeT c
obpazoBarueM 2-aneTmraMuHonpornssonaoro (XL).

Ix

DH{COhde

4, BUOJIOTHYECKAY AKTUBHOCTD

B ‘cooTsercTBMM €O CTPYKTYPO ONMCHBAEMEIX ' COeTUHEHMH (pakTmyeckuil:
MaTepuas o WX OHOJOTMHECKON aKTWBHOCTE pas3jeficH HAMMW HA ABE 4acTh. B
HEPBOM ' MOC/ENOBATENBHO - PACCMATPUBAIOTCA  CBOMcTBa - N-HesaMemECHHSIX,
N-MOHO3AMETEHHEX ‘¥ - N-IH3aMEIEHEHX < 2-aMIH0-4- OKC330JIKHOHOB Ia, BO
BTODOI — IIPOMABONEKIX 2-mMuHO-4-0Kcazomanosa 16, : s

¢

4.1. Buosormyeckas aKTUBHOCTh AMUHOOKC230JMHOHOB

O BO3NEHCTBHM Ha XHBOW OPraHM3M POACOHAUAILHAKA PANA — 2-aMHuHO-4-0K-
Ca30/IMHOBA — paHee He cooOmanoch. Kax ymoMuHaioch BHIIE, IEPBEIM €T0
DPOHSBOJFBIM, IPOSBUBIIIIM OUOOTHYECKYIO AKTUBHOCTD M BEIZBABAIAM WHTEPEC
dbapmakonoros, 6eut 2-amMuHO-5-hermn-4-okcasommuon (VID [3, 4] Oxasanocs,
9TO0 OH BO3GYXmaer NEeHTPATbHYI0 HEPBHYIO CHCTEMY, OCTabndeTr medcTsue
reKceHaza W mogobHO apyrmm crmmyssropam ITHC pmmser ma ammerdr #
YCHIEBAET Y XHBOTHHX quypes. Ero JI[50 Opu BBeReHMY BHYTPS COCTABKAA JIISK
mpimieit 1150 mr/xr, kpeic — 630 mMr/xr [78 ]. D(+)-2-amuH0-5-ermi-4-0kcaso-
JIMHOH ¥ PaleMaT BHI3BIBAIOT Y MBIIIEH ONMHAKOBOE HOBBIICHHUC MOTODHOH
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axtmeHOCTH. L(-)-dopma storo sthderra me sbizpsact [39; 601 Hefpoxmvmue-
CKVIMK HCCIENOBAHMSME YCTAHOBJICHO M30HpaTe bHOE BimsHue coequucens VII
Ha aKTHBHOCTH TpmHTodanrmapoxcmaassr - {79].  MenmumHckuii mpenapar,
BKAIOYAIOHE B KAYECTBE OCHOBHOIO ACHCTBYIOMIErc HAYaJka oxecazomuuou VII,
HMeeT HECKOJIBKO HasBanmi — nembramms [80 ], rpamon {811, memomma [781, n3
KOTOPHIX HAUOOIbINEE PACHPOCTPAHEHHUE HOLYYWIO IOCTETHEE.

Vicneitanus neMONMMHEA B KIMHAYECKHUX YCAOBHUSX HOKA32JIU MONOXATEIBHOE
TCHXOTPONHOE JEHCTBHEC W HE BHEBWIM CYHMECTBEHHBIX HoOo4HHIX 3ddexToB
[80—821. B KaquTBe MHAMBYAYAIbHOTO COCAUHEHNS OH OBLT PEKOMERNOBAH ISt
JICYCHNS AelIPECCUBHBIX cocToaumiv [83 1, a B komOunamuy ¢ L-JTIOIIA — Gonesan
INapxmacona [84—8361.

JlanpHemve UCCHAETOBARNS HNOKA3aNH, ¥TO anMBHelme COETMHEHAS VII B
BUE BHYTDMKOMIUICKCHON MarmEucBoik cozm XXX (Mg-meMonwsa) coxpaHser
HCUXOTponHbE cBoiictBa [65—608 ], mosoxuresmsHo CKasHBAETCS HA IPOIEccax
ofyucHuS U 3ATMOMAHAHAS [87, 88 1, YBETHYMBAET PATHOIPOTEKTOPHOE zxencmne
(891

. 3amena GenwIpHOrO paguKaia B okcazomueone VII Ha JIIO6OI/I I-IPYron
OPUBONUT K OCNAONEHMIO WA MOTEPE BO30YXHafoNiAX CBOHETB, a Hame — X
LPOSBJCHHIO YTHETAIOWETO NeHCTBUS. Tax, - 6}m31<ne neMOJmHy mo
cTpykType coepubemis XLI oxasmsaroT uoz(asnﬂromee BOS)ICKCTBI/IB Ha
axtasHOoCT: MpIme# [7].

Ix

NH’)

o . »’v‘,‘ . S v o ) - - vve:L"\‘
)\ o )\

Ar 0} NH, Ph 0 NH,

X1

X1
neMOJmH

XLI Ar = 0-CIC{H,, p-CICH,, 0-MeOCH,, p-MeOCGH,, 2,3-(MeO),CH, 3,4-(MeO),CeH;

" Beegenne BTOpOro (DEHMILEOTO 3aMECTHUTES B HOJAOXEHAS 5 OKCA30/MHOBOTO
O@KI4 TpPABOAAT K- IIpOSIBJICHPlIO y coezmaemm XLH aHANBFCTIYECKOHN
axtueaocTd [11]. - ' U

:Coemmnenne.- XLIII ¢ mxnorexcmmﬂm 3aMECTHATEJIEM B TOJOXCHAW -3
apmaxonormueckoil axrusHocTs He npesswno [8 . Cmupocoemmrenma XLIV =
XLV (R = Me) no Bo30yxpanmeMy AeHCTBHIO yerymaior nemoansy [101.

o N e O\

XLIVR = Ej\ : XLV R = Me, Bt, i-Pr, PhCH,, Ph(CH,),
Me Me i Mc -
M3MeHenre BeMUARS] UKIOATKIIBHOTO KOJIbIA B coefmEennsax XLIV wm
anKYIBHOH HEMM B cocapHermax XLV OpHBONHT K MHBEDCHE BO30YXIAIOMErC

atdexTa Ha yrEcTAOmMAA. T eopeTquCKaﬁ BOBMOXHOCTh HATMYUS TPOTHBOBH-

PYCHOR . aKTABHOCTHA y OKCA30IMHOHOB XLIV 7§ XLV He nozxmepnmacr, B
skcrepumerte f901 ¢ . S

. CpaBEATEHPHOS HCCIICIOBAHUE N MOHoaaMBmeHHHx ' OKCa30/MHOEOB - XLVI
noxasaﬂo, yro cramymapyior [THC tomexo mx N-merwmi-, N-stwi- #
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N-ppomunnpomseoprse [91]. HanpHelimee ypenmmuenue aaxulbHON HEOW ¥IA
BBEJICHAE APWIBHOIO 3aMECTUTECIIS TPUBOANT K CMEHE BO3BYXHAIOMErO JEACTBUS
Ba yraeraomee [33]. Ilo 3aximouenwmio aBTOpOB, 3aMEHA aTOMa BOAODPONA B
amwHOrpymme Ha Me, Et, Pr ycnmaer BO3ACHCTREC HA ueHTpaJILHyK) HCpBHy}O

cucremy [911].
I B I 3 I IS

NH— c C=CH NH—CH (CH,)D
XLVIa—s XLVI R XLVIIL

"XILVIaR=Me, 6 R=FtsR="Pr

Coemumenus XLVII ¢ HeHACHUIEHHBIM aNKWHAABHEIM  3aMECTHTENEM
COXPaHAIOT CTHMyMpyRomue coucTsa [39 ].

Ilpu dccrenoBaHMM aMUHOOKCA30IMHOHOB XLVIII cozxepxanmx I.IHKJ’.[OZUI—
KIIBHBI papukan, Obito YCTAHOBJIEHO, UTO CBOWCTBOM Bo3byxmars - [THC
061aKai0T TONBKO COCAMHEHNH, co;:(epxanme UK IONPONMIbHEIA 3aMECTATE b
{n = 2). DOTH CBOWCTBA WCYE3AIOT MOJHOCTHIO, KOIA MUKIQANKIIbHEIA pafaKa
conepxut fonee Tpex aroMos yriepona [35, 371

BI/IOIIOI'I/I‘-ICCKI/IC CBOfICTBa N -HU3AMEIMCHHDIX OKCAa30/IHOHOB B JII/ITCpaType
OTPaXEHH B MEHbBIIEH CTemeHw, ueM Npyrx npomssomeix. Coolmaercd, 4ro
coequmacHne XXX VI gapngerca MarkuM craMyasropoM [17, 621

¢] ¢

" N—N . N—N

c

\ _Me »\ _Me

Ph” ~o7 "N " t0” N

Me é
XLIX L

Ero roMosor 1o mpogsirgeMeIM CBOMCTBAM.CKOPEE HEIPECCAHT, YEM CTUMYJILTOD
[17]. 3ameHa OOHOIO W3 METHABHBIX 3aMecTarenaci B coepmuernmm XXXVI ma
OUKIONPONEAbHbN (coequacane 1) OPWBOAWT K YCUWICHUIO CTUMYIADYIOMEX
ceoiicte  [38], a - demmnapHOTO XOMBUA -HA APUIMACHOBBIA - 3aMECTHUTENRD
(coemuuenne XXXI) — k cmere 8030y XKAa0MEr0O AelicTBrY Ha yraeTaromee [70].

4.2. DWoIOrHiIecKue CBOHCTBA
TPOVI3BOIHBIX 2-MMMHO-4-0KCa30JIUI0HOB

B' omsmume OT aMWHOOKCA3OJMHOHOB, IPOM3BONHEIC MMWHOOKCA3O0IMIOHOB
001anaoT MEHbIIEH HAIPABACHHOCTHIO U OoJiee NIMPOXHMM CIEXTpoM Owmostormye-
ckoro pedcrusa. Tax, y coemmmenmit XVIII (R = H) mapany c cemarusHBM
OOHADYXEeHHl MPOTHBOBOCTIAIATE/IGHOE M AHANBIETAYSCKOE ActicTere [92].

-~ o v
- \INH
Are—C o)\NH
O Br 4;
Beemenne B 3ru coemmuenus atoma Opoma- (LI) mpuBODMT K MPOABIEHWIC ¥ HEAX
apruMukpobueix [92 1 u nectununurx [93 ] cBOMCTB; a HaIMUME B TOJAOXECHUR 3
TETEPONHEIIA AJKWIBHOIC HIA APWIHHOTO 3aMECTHTEIEH CHMCKAeT BCE BHIB

axrueaocTa [50 ). Tlocxenmmit acdext HaGJIIOIIaBTCH ¥ IPY BBEICHUHN npenapa'ros
per os [941. :
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2-QenumaMurEO-4-0KCasomunoasl VI OpogBasioT repOEUEAHyI W/ Wan
ATPIANATHYIO aKTUBHOCTE [23, 401, ‘ X

V3m0XeHHBIA  BHIIE MATEPHAN : IOKA3HBAET, UTO [ OOIHLITHHCTBA
IIPOM3BONHKNX 2-aMUH0-4-0KCA30IMHOHA U 2-UMIHO~4-0KCa30/IMEOHA XaPaAKTEPHO
BEIPDAXCHHOE TCHXOTPOIHOE NEUCTBHE AKTHBHADYIOMCH MM I(CIIpKMprrOHIeI/I
HampapJeHHOCTH. [iBa u3 HaKGOJIee AKTUBHHEX COCAMHEHUN (I[CMOJII/IH b
Mg-temonE) HAOUT NPUMEHEHNE B METMIIMHE B KAUECTRBE ICUXOCTAMYISTODOB.
XvMBEYECKYEe CBOUCTBA OOHCHIBAEMBIX COCHMHECHWM KCIONb30BAHEL - B CHHTE3E .
OpOTOBOM KWCJOTH (BuTaMue B13) [41] m awmmbmoruxa mamoamunumzEa [951].
ObfrapyXecHue HOBBX BUOB aKTHBHOCTH (AN TUTUIOKCHICCKOH; IPOTHBOBOCHA/IA-
TEBHOM) *CBHACTENBCTBYET O HEPCHEKTUBHOCTH IIOWCKA JIEKAPCTBEBHBIX
OpenapaTtos B YKasaHHEIX pafax CoempHeHwmit. VIMMBOOKCA30.MacHH C
HEeCTHUUAHON aKTHBHOCTEIO MOTYT, HAUTH NPHMEHEHKHE B CEMBCKOM XO3SHUCTRE.
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