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CuHTeTUYHUM NoTeHuian Ta 6ionoriyHa aia 1(2)-amiHo-9,10-
aHTpaueHAioHIB i IX PpyHKULiOHaNbHUX NOXigHUX

CurctemaTtnsoBaHi faHi niTepaTypHUX JyKepen LWoAo METOAIB CTPYKTYPHOT MoamdikaLii noxigHux 1(2)-amiHo-
9,10-aHTpaueHAioHIB ankinbHMMKN, apunbHUMU, auunbHUMK, CyNbdypPo- Ta HITPOrEHOBMICHUMW auMKIiYHUMW i
reTepouUmKniYHUMM KOHAEHCOBaHMMU Ta HEKOHAEHCOBaHVMW hparMeHTamMu, NpoaHani3oBaHi pesynsraTtu ekc-
nepuMeHTanbHNX AocnigXeHb GionoriYHol akTMBHOCTI AaHOro Knacy cnonyk. BuceitneHi ymoBu ankintoBaHHA
Ta aputoBaHHA amiHorpynu amiHo-9,10-aHTpaueraioHiB. [poaHanizoBaHi MeToan aumndyHKLioHanisauii amiHo-
aHTpaUeHAIoHIB Ta NokaszaHO BUKOPUCTaHHS BidhyHKLUiIOHANbHMUX XNTOPOaHriapuaiB B OTPMMaHHI Pi3HOMaHITHUX
aLMKNIYHMX Ta reTepoumMKiYHUX NOXiAHMX. PO3KPUTO CUHTETUYHWUIA NOTeHUian peakuii Aefia3oHyBaHHS B ofep-
XKaHHi LUMPOKOro knacy noxigHux. Benuka yeara npugineHa oTpuMaHHIO reTepoLMKIiYHNX aHenboBaHux (imiga-
30MbHUX, OKCA30MbHUX, Tia30MNbHUX, a3UHOBMX, PEHOTIa3MHOBMX, Nipa3osbHMUX, PEHaHTPOMIHOBUX, XiIHOMIHOBUX)
Ta HeaHenbOoBaHWX (TPUaseHoBUX, pypaHOBKX, NiPaHOBUX, aKPUAMHOBUX, TIOPEHOBUX, NiPONbHUX, TPUA3MHO-
BUX, XiHOKCanNiHOBMX, Tia30nbHUX) NoxigHMx. OKpiM LIbOro BUCBITNEHO MogundikaLito amiHOrpynu 3a A0NOMOroH
apuni3o(Tio)uiaHaTiB Ta NPOAEMOHCTPOBAHO BUKOPUCTaHHs1 BeH30ini3oTioLiaHaTiB y CMHTESI Tia30sbHMX, TPUA30bHUX
Ta TeTpasonbHUX NoXigHUX. MNMokasaHo, WO CNomnyKn Po3rnsHYTOro TUMNy BiA3HaYaTbCs PisHUMKU TUnamu Biono-
riYHOI akTMBHOCTI. 30KpemMa, ANs HUX XxapakTepHa NpoTUNYXIIMHHA, NPOTUBIPYCHA, aHTUMIKpOOHa, MpoTUrpmoKo-
Ba, aHTUOKCUAAHTHA, aHTUTPOMOOTMYHA Ais.

Knroyoei croea: 1(2)-amiHo-9,10-aHTpaueHAioHW; CTPyKTypHa Mmoaudikadis; 6ionoriyHa akTUBHICTb

M. V. Stasevych, V. I. Zvarych, V. V. Lunin, V. P. Novikov, M. V. Vovk

The synthetic potential and the biological action of 1(2)-amino-9,10-anthracenediones and
their functional derivatives

The review has systematized the literature data of the structural modification methods for 1(2)-amino-9,10-
anthracenedione derivatives with alkyl, aryl, acyl, sulfur- and nitrogen-containing acyclic and heterocyclic con-
densed and non-condensing fragments; the results of the experimental studies of the biological activity of this
class of compounds have been analyzed. The conditions of alkylation and arylation of the amino group of ami-
no-9,10-anthracenediones are presented. The methods of acylfunctionalization of aminoanthracenediones have
been analyzed. The use of bifunctional chloroanhydrides in obtaining various acyclic and heterocyclic derivatives
has been shown. The synthetic potential of the dediazonization reaction has been discovered in production of a
wide class of derivatives. Much attention has been paid to production of heterocyclic annelated (imidazole, oxa-
zole, thiazole, azine, phenothiazine, pyrazole, phenanthroline, quinoline) and nonannelated (triazene, furane,
pyridine, acridine, thiophene, pyrolytic, triazine, quinoxaline, thiazole) derivatives. In addition, the modification of
the amino group has been clarified using aryliso(thio)cyanates, and the use of benzoyl isothiocyanates in the
synthesis of thiazole, triazole and tetrazole derivatives has been demonstrated. The review shows that compounds
of this type have different types of the biological activity. In particular, they are characterized by the antitumor,
antiviral, antimicrobial, antifungal, antioxidant, antithrombotic activities.
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CuHTeTMYeECKMI NoTeHuman n buonornyeckoe gencreue 1(2)-ammHo-9,10-aHTpaLeHaANOHOB

1 nx PyHKLNOHaNbHBLIX MPOU3BOAHbLIX

CuncteMaTn3npoBaHbl AaHHble NUTEPAaTYPHbIX MCTOMHWKOB MO METOAaM CTPYKTYPHOW Moaudukaumm npo-
n3BoAHbIX 1(2)-amnHo-9,10-aHTpaLEHONOHOB anknUIbHbIMW, apUIbHbIMU, aUUIbHLIMK, CEPO- U a30TcodepKa-
MMM aLMKIUYECKMMUN U FeTEPOLIMKITNYECKUMI KOHOEHCUPOBaHHBIMU Y HEKOHOEHCMPOBaHHbIMK ddparMeHTamu,
npoaHanuanpoBaHbl pesynbTaTbl 3KCNepUMeEHTarnbHbIX NCCNeA0BaHNN BMONOrM4eckor akTMBHOCTM A4aHHOMo
knacca coeguHeHun. [NpeacTaBneHbl YCOBUS ankuMpoBaHWSA U apuimmpoBaHns aMUHOrpynnel ammnHo-9,10-
aHTpaueHaMoHOB. [poaHannanpoBaHbl MeToAbl auundyHKLMOHanM3aumm aMmmHoaHTpaLeHaMOHOB 1 NoKa3aHo
ncnonb3oBaHve BUMYHKLMOHAMNbHBIX XIIOPOaHTMAPUAOB B MOMYYEHUN PA3NNYHbIX aLMKITMYECKUX U reTEPOLMKIIN-
YeCKMX MPOM3BOAHbIX. PacKpbIT CUHTETUYECKMIA MOTEHLMAN peakunm Aeanas3oHMPOBaHNS B MOMYYEHUN LLMPOKOO
Kracca npov3BoAHbIX. BorbLuoe BHUMaHWe yaeneHo nomyyeHuno reTepoLmMKMYecKMX aHerIMpoBaHHbIX (MMMaa3onb-
HbIX, OKCa30fbHbIX, TNa30MbHbIX, a3VHOBbIX, (PEHOTNA3NHOBLIX, NMPa3onbHbIX, PEHAHTPONNHOBBLIX, XUHOMWNHO-
BbIX) Y HEAHHENMPOBAHHbIX (TPUA3EHOBbLIX, (PyPaHOBBIX, NMPAHOBbIX, aKPUAMHOBBIX, TMOPEHOBbBIX, MUPOSIbHbIX,
TPYa3NHOBbIX, XMHOKCANMHOBbIX, TMa30MbHbIX) MPOM3BOAHbLIX. KpoMe Toro, BbicBeTNeHa MmoaudmKaLms aMmmHo-
rpynnbl C MOMOLLbIO apuin3o(T1o)unaHaToB U NPOAEMOHCTPUPOBAHO MUCMONb30BaHNe BGEH30MMM30TMOLMaHATOB
B CUHTE3e TWa3osibHbIX, TPNA30bHbIX ¥ TETPa30osbHbIX NPOU3BOAHbIX. B 0630pe nokasaHo, YTO coeanHeHUs
paccMaTpMBaeMoro Tuna xapakTepusyrTcs pasnuyHbIMK Tunamm 61onornyeckon akTMBHoCTU. B yacTHocTy,
AN HAX XapaKTepHO NPOTUBOOMYXOMeBOe, NPOTUBOBUPYCHOE, aHTUMMKPOOHOE, MPOTUBOrPMBKOBOE, aHTUOKCK-
[OaHTHOe, aHTUTPOMOOTUYECKOE AENCTBUE.

Knrovesnbie cnoea: ammHo-9,10-aHTpaLeHANOHbI; CTPYKTYpHas moaudmkaums; buonormyeckasi akTuBHOCTb
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Ha TenepiniHiii yac ofHUM i3 HAaBXKJ/IMBILLI KX 3aB-
JlaHb OpraHiyHOI XiMil € CHHTE3 HOBUX 610JIOTIYHO aK-
THUBHHUX CIIOJIYK i JOCTiPKEHHS B3aEM O3B’ A3KY iX OY-
JIOBY, peakIiiiHoi 31aTHOCTI Ta 6iosoriyHoi aii. le
BUKJINKAaHO HEOOXi/THICTIO CTBOpPEHHSI HOBUX epeK-
TUBHUX JIIKAPCbKUX NpemnapariB. [lepcieKTUBHUMHA
B I|bOMY IlJ1aHi € noxiZiHi 9,10-aHTpaneHioHy, AKi Xa-
PaKTepU3yIThCS IIMPOKHUM CIIEKTPOM LiIHHUX BJIAC-
TUBOCTeH [1, 2], cepe/i AIKUX 0CO6J/IMBA POJib HAJIEXKUTD
aMmiHo3aMmileHuM 9,10-anTpanengionam. AmiHo-9,10-
aHTpaleH/[ioHH, TOJIOBHUM YUHOM 1(2)-amiHo- Ta 1,4
(1,5)-miamino-9,10-aHTpalneHi0HH, € KIFOUOBUMHU MO-
nepeJHUKaAMU AJid IPAKTUYHO YCiX KJIaciB aHTpaxi-
HOHOBHUX 6AapBHUKIB [1, 2] Ta 3HAWLLIU CBOE 3aCTO-
CyBaHHS SIK 6i0/10Ti4YHO aKTUBHI cniosyku [2]. 3aB-
JAKH aKLenTOpHOMY BIIMBY 9,10-aHTpaneHAioHO-
BOT'O KiJIbIIf iX aMiHOMOXi/IHi € C/Ta6IIMMH OCHOBAaMH
y IOPiBHAHHI 3 apOMaTUYHUMHU aMiHaMH. /lig 1-amiHo-
9,10-anTpaneHAiony i horo 1-N-MoHO3aMillleHUX T0-
XiTHUX XapaKTEepPHUM € HasSIBHICTb CUJIbLHOTO BHYT-
PIlIHBOMOJIEKYJITPHOTO BOAHEBOIO 3B’I3KY Mi>K aToO-
MaMH TiJ[poreHy aMiHOTPYIIH i OKCUTeHY KapOOHiIb-
HOI I'pyIy, 10 CIPUYMHSAE 3HUKEHY OCHOBHICTD 1-
amMiHo0-9,10-aHTpaleHi0Hy B IOPiBHSAHHI 3 2-aMiHO-
9,10-anTpaneHgionom [3, 4].

BaxxsinBe 3HaueHHs Mae Moaudikallisi aMiHorpy-
Y, 1[0 BKJIKOYAE IPOLECH aJIKiJIyBaHHS, apUJIIOBaH-
H$l, alWJIF0BAaHHA Ta rifipoJi3 anuiamino-9,10-anTpa-
1eHAioHiB. Bubip MeToAy o/iep>xaHHs MOXiHUX aMi-
H0-9,10-aHTpaLeH/i0HIB 3a/IEXKUTD BiJ, IOJIOXKEHHS
i Tuny amiHoyHKI], a TaKOX BiJ NpUPOJU BUXiJ-
HUX peareHTiB. Y 6i7b1I0oCTi BUMNa/IKiB MPUCYTHICTh
aMIHOTPYNHU YCKJIAJHIOE BBeJJeHHS IHIIUX 3aMiCHU-
KiB B apOMaTU4He KiJblie. BU3Ha4YeHHA 10J10)KeHHA
3aMillleHHS 3a/71eKUTh BiJi peakliiHUX YMOB, TUIY i
II0JIOXKEHHSA aMIHOTPYIIH, @ TAKOXK B2Ke HAaABHOTO 3a-
MicHUKa y 9,10-aHTpaneH1ioHOBOMY A/i.
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[llupokuii ciekTp 6i0/10TiYHO aKTUBHOCTI MOXi/I-
HMX aMiHOaHTpaLeH/i0HIB BKa3y€ Ha aKTyaJIbHICTh
MOIIYKY HOBUX CyOCTaHIil 3 KOpUCHOIO papMako-
JIOTIYHOO Ji€l0 cepes NpeACTaBHUKIB 1IbOTO CiMel-
CTBa OpPraHiYHUX CNOJIYK.

1. CprKTy|_J|-|a_ mopaundikauia 1(2)-amiHo-9,10-
aHTpaueHAioHiB

1.1. AnkinlyBaHHA Ta apWIlOBaHHA aMiHO0-9,10-
aHTpaLeHJioOHIB

CuHTes ankinamino-9,10-aHTpaleH/jioHiB aJskKi-
JIyBaHHSM BiAiNIOBiAHUX aMiHO-9,10-aHTpaLleH/1i0HiB
3a3BUYail 3[IiCHIOETHCA 3a JOMIOMOI 00 JUMETUIICY b~
dary [5], ankinranoreHizis [5,6], ecTepiB ToyeHCYIIb-
¢doHoBoi KUCI0TH [7], ankokcuziB pocdopy Ta Tpuas-
kinndocdiTiB [8]. Takok onrvcaHO METHUJ/IIOBAHHS aMi-
H0-9,10-aHTpaLeH/|i0HIB MeTaHOJIOM y CepelOBULLL
cyabdaTHOi KucaoTH [9]. [Ipu BUkopucTaHHi aMiHo-
riapokcu- abo aiamiHo-9,10-aHTpaleH/1i0HIB Ipoliec
JIKIJIyBaHHA NPUBOLUTD 10 CyMillli IPOAYKTIB, AKi €
1ikaBUMU AJig ximii 6apBHUKIB [10]. B3aemogis 2-
amiHo-9,10-aHTpaueHioHy 3 1-xy10po-2,3-eMoKCUIpo-
MIaHOM B alleTaTHii KUCJI0TI IPUBOJAUTH [0 YTBOPEH-
Hs 2-(3-x/710po-2-rigpokcunponiniamino)-9,10-anTpa-
uenziony [11].

Y po6oTax [12, 13] 6ysi0 BCTAaHOBJIEHO, 1[0 i0H,
reHepoBaHuM i3 2-amiHO-9,10-aHTpaneHioHY, IpU
B3aEMO/|I i3 HaZJIMIIKOM TaKUX aJKiJraJoreHiiB sk
1-HomobyTaH, 1-6pomMoreKkcaseKkaH, 0€H3UIXJIOPU/
Ta METWINOAU, TPUBOAUTD A0 2-AiankinamMino-9,10-
aHTpalleH/IioHIiB 2 3 BUCOKUMU BUXoZaMHu (cxeMa 1).

B3aeMogia 2-amiHo-9,10-aHTpaleny 3 anetode-
HOHOM Y JlieTUJI0BOMY eTepi B npucyTHocTi BF, nae
BiATNOBIHY aMiHOaJKiIbHY NoxiAHy 9,10-aHTpaneHs-
Jiony [14].

Jng omepaHHA NpOCTUX apua-9,10-aHTpaleH-
JioHiB (cxeMa 2) BUKOPUCTOBYBaJlach PeaKIlisl apu-

I )
NH N
~
- ‘O R
—

o)
2
R=Bu, C45Hs3, Ph,Me, X=1,Br,Cl

o) NO,
NH
NO,
o)
3



ISSN 2518-1548 (Online)

XKypHan opraHiyHoi Ta dpapmaueBTu4Hoi Ximii. — 2017. — T. 15, Bun. 2 (58)

ISSN 2308-8303 (Print)

0]
NH»,

+ Br

=0

Cxema 3

JIIOBaHHA aMiHO0-9,10-aHTpaleH/1i0HiB Xx/I0po6GeH3e-
HOM ab6o0 xs0poHadTaseHoM. 1-dayopo-2,4-auHiTpo-
GeH3€eH 3a paXyHOK HAasgBHOCTi B HOTO MOJIEKYJIi ZIBOX
eJIeKTPOHEeTraTUBHUX I'PyII pearye 3 2-aMiHo-9,10-aHTpa-
neH/iionoM 1 i3 yTBopeHHAM AUHITpOdEHIIeHaMiHO-
a"TpaueHjiony 3 [15].

AnkinyBannA 1,4-piamiHo-9,10-aHTpaLeH/ioHy aJ-
KiJrajioreHiJaMu LIMPOKO BUKOPUCTOBYETLCS B CUH-
Te3i CHOJIYK i3 MPOTUIYXJIMHHOIO aKTHUBHICTIO, 30Kpe-
Ma TaKHX BiZJOMHUX NpenapaTiB IK aMeTaHTPOH, Mi-
TOKCAaHTPOH, aJIKeMiKC, 6G0HOKCAaHTPOH [16].

ApuitoBaHHS BUSBUIOCh ePEKTHBHUM /ISl Ojlep-
»KaHHA JjlaHTpaLleH[i0HOI/IaMiHIB Ta CIIOpiHEeHUX CI10-
JIYK, IKi KJI1acU}iKyIOThCS IK TEPAaHTPUMI/IH, HAPUK-
Jap, giantpumin - 1,10-aianTpanenaionoinamiu [10].
s uboro amino-9,10-aHTpayeHAi0HM BBOAUIUCH
y peakliiro i3 xsopo- a6o HiTpo-9,10-aHTpaneHgio-
Hamu [17] y TaKUX BUCOKOKHUIIAYNX PO3UYMHHUKAX
sIK HadTasleH abo HITPOOGEeH3EeH Y MPUCYTHOCTI Kynpy-
My Ta Horo cosiell. Pd-KatanizoBaHnM apuiroBaHHAM
2-aMiH0-9,10-aHTpaneHAioHy 1 6poMOEeH3eHOM y IpU-
cytHocTi Pd(OAc), Ta (m-Bu),P B kunisyomy Toy-
eHi (cxema 3) orpumanu audeHiaMmiHonoxigny 4 [18].

1.2. AunnioBaHHA aMiHO-9,10-aHTpaLeH/IiOHIB

AnuyaroBaHHS aMiHiB HaJIEXKUTD JI0 OHOTO 3 Hal-
HOLUMpPEHIIMX MeTOAIB iX cTpyKTypHOI Mojudikauii
I IIMPOKO BUKOPUCTOBYETLCA B OPraHiYHOMY CHUHTe-
3i Ta MeuuHIil xiMil. B npouecax anuadyHkLioHati-
3auii amMmiHiB Hal6i/bIIOr0 NOLKUPEHHS HAOY/IU Me-
TOAM aueTuaoBaHHA [19], TpudyopoaneTrt0BaH-
Hs [20] Ta popmintoBaHHs [21-23], B IKHX SIK al[HAJIIO-
I04i peareHTH Hal4yacTille BUKOPUCTOBYIOThCS BiJl-
NOBIZIHO aHTIJIPK/] Ta XJIOPOAHTIAPU/, alleTaTHOI KUC-

R? ¢} R’
5 R'=NH,, R%=H; 6 R'=H, R?=NH,

Cxema 4

O Ph

N

m-BusP, Pd(OAc). Ph

PhMe, 36rog, A

JIOTHU B IPHUCYTHOCTI BUCOKOTOKCUYHUX i HEJIellIeBUX
KaTasizaTopiB [24-27], TpudyopoareTaTHUH aHTij-
puA Ta BUCOKoesieKTpodinbHi moxigHi Tpudayopo-
aueTaTHOI KUCI0TH [28-31], a Takox KoMILIeKkcH Gop-
MiaTHOI KMCJIOTH i3 Kap6oaiimigamu [32, 33] a6o kuc-
sioramu Jlbtoica [34]. B octaHHi poky npegMeToM mij-
BUILIEHOI yBaru A0CIIJHUKIB cTasmu N-ayuaaMino-9,10-
aHTpalleH/Ii0HH, 1110, 30KpeMa, 06yMOBJIEHO iIeHTH-
¢dikarietro 1-aneramino-9,10-aHTpaneHAi0HY SIK HO-
BOro MeTaboJIiTy MyTareHesy 1-amiHoaHTpareHy [35].
JloCUTh BaXKJIMBUM TaKOX € i BAKOPUCTAHHA 2-TpU-
dayopoaneramizio-9,10-aHTpaleHAiOHY B poJi ce-
JIEKTUBHOT'0 KOJIODUMETPUYHOT0 CeHcopa AJid Lia-
HiJl-aHiOHY Y BoAHOMY cepenoBuli [36]. s cuH-
Te3y BKazaHux N-auuiaMiHo-9,10-aHTpaleHAioHIB
3aCTOCOBYIOTh anletaTHul [35, 37, 38] Ta Tpudyo-
poanetaTHU# [36] aHTiAPUIY, @ TAKOXK ALLE TUIIXJIO-
puz [39].

Y 3a/1e3kHOCTI BiJ 0JI0’)KeHHA aMiHOTPYTIH i TPH-
POZM XJIOpOaHTipUAy AiaMiHO-9,10-aHTpaneHioHH
TaKO0 MOXKYTh allMJIF0BATUCh JIUILIE [10 OJHil aMiHO-
rpymi. Tak, ayuitoBanHs 1,4-aiamino-9,10-aHTpaneH-
nioHy 5 (cxema 4) 6eH3oinx10pu0oM 3 90 %-BUM BU-
XOZ,0M IPUBOJAMUTD 10 MOHO3aMiLleHOI aljuJIbOBAaHOI
noxigHoi 7, ay Bunaaky 1,5-aiamino-9,10-aHTparieH-
JioHy 6 3 60 %-BUM BUXOJ0M OZE€PKYIOTh MOHOALUJIBO-
BaHy noxiany 8 [10].

ABTopu po6oTu [40] 3anponoHyBaau Oifxizg A0
cMHTe3y HU3KU N-aluiboBaHUX aMiHO-9,10-aHTpa-
XIHOHIB, IKMU I'PYHTYETHCS HA BUKOPUCTAHHI HOBOI
aluJII0I0Y01 CUCTEMU — CUJIbHA OpTaHiuHa KUCJI0Ta-
TioljiaHaT aMOHIlo, 1110 JJ03BOJIUJIO TAKOXK OZlepXKaTu
ficaliJIbOBaHi MOXiHI.

O

R2 R

7 R'=NH,, R%=H; 8 R'=H, R?=NH,
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Cxema 5

Peak1iist ayu/iroBaHHA aMiHOTPyIU cioJiyku 1 ta
1-amiH0-9,10-aHTpaLleHAI0HY 9 PI3HUMU XJIOPOAHTIi/-
pyamu (cxeMa 5) BUKOpUCTaHa JAJ151 CUHTe3Y pi3Ho-
MaHITHUX MOXiAHUX i3 HUKJIYHUMU pparMeHTaMHU
10-21 [41-46].

Mopaudikanis amino-9,10-aHTpaneHiioHiB GyHK-
LiOHa/1I30BaHUMU XJIOPOAHTIAPULAMHU [O3BOJIAE CUH-
Te3yBaTH HOBI MOJIiQYHKIIOHAIBHI CIIOJIYKH i3 aHTpa-
LeHioHOBUM ¢parmeHnToM [47] (auB. n. 1.4). 3okpe-
Ma y po6oTi [48] HaBeleHUI CUHTE3 NMOXiAHUX 23 3
a-, 3- Ta y-aMiHOKHCJIOTHUM pparMeHTaMH Ha OCHO-
Bi 2-xs10p0-N-(9,10-miokco-9,10-aurinpoanTpaneH-
1-in)aueraminy 22 (cxema 6).

1.3. leaia3oHiloBaHHA aMiHO0-9,10-aHTpaLieHiOHIB

Ockinbku peakyisi 3aMillleHHS aMiHOTPYIIU He Xa-
pakTepHa AJid aMiHo-9,10-aHTpaneH1ioHIB, OHUM
i3 BOXX/IMBUX iX IepeTBOPEHD € 1ia30TYBaHHA B KUC-
JIOMY CepeoBUILi 10 BINOBIAHUX COJIeH [lia30Hilo,

0]

0]
t” NH 9“\
N
o} NH (CH n OH o

1. HoN-(CH,),-COOH, K ,CO3
OMCO, 60°C, 6rog
2.H,0, HCI

Cxema 6
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Ha OCHOBI IKMX OTPUMaHIi pi3HOMaHiTHI TUIY MOXiJ-
Hux 24-30 (cxema 7) [1]. Cepen HUX Ha 0COBJIUBY yBa-
I'y 3aCJIyTOBYIOTh a3onoxigni 9,10-anTpaneHiony 27,
SIKi INPOKO BUKOPUCTOBYIOThCA sIK 6apBHUKHU [10].
Pa3oM 3 TUM HellloZlaBHi J0C/TiIP>KeHH I TOKa3aJIy, 110
peakliis fe/1ia30Hit0BaHHS € MPUBABJIMBOIO AJ151 OJED-
»KaHHSl B yMOBaXx «3eJIeHOr0» CUHTe3y AuTiokapba-
MaTiB 29 [49] Ta rigpaszonis 30 [50].

1.4. Moaudikauis amino-9,10-aHTpaneHAioHiB
reTeponK/JIiYHIMH KOHJeHCOBAHNMH Ta HEKOH/IeH-
COBaHUMHU PpparMeHTaMH

9,10-AHTpaneH/[ioHOBI CTPYKTYpPHU 3 reTepOLUK-
JIIYHUMHU KOH/IEHCOBAaHUMHU KiIbLSIMU € BOXKJIUBUMU
KOMIIOHEHTaMU 6araTboX MIrMeHTIB, a TAK0X JH1C-
nepcHUx i Ky6oBUX 6apBHUKIB. PTasoinkapbazoy,
0C06JIMBO TaKi aHTpUMiZikap6a3ouiu sik 31, Ha Tere-
pillIHi} Yac € MPaKTUYHO BaXK/JIMBUM TUIIOM CIOJIYK
[10]. [H11i reTepOIMKIIIYHI CHCTEMU TAKOXK 3HAUIILIN

i .
C Cl C._ NH
HNT NS o] HN N OH
1. H,NCH(R)COOH, K,CO, R
[MCO, 60°C, 6rog
2.H,0, HCI

(0]

23
R = H; Me; CH,PH CH(Me)y; CH,CH(Me);
(CHp)2SMe; (CHo)2COOH
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0 NH2

f Q NH_ \\<
NH2 N*EN)( \< NH
NaNO,, HX —_— 0
—
o}
O o) 28
b / X = Cl, HSOy, BF, ) o s
0 SA/<
SR "
i 0
R=0,CL, CN, Ak, Ar 29 R=Alk, Het
o} o 0
—N
Ar N=NR NH \
R
R1
o} o} 0
25 R=1, F, CN, OH, OR, N3 2 27 ReAr NAK 30

Cxema 7

IIPOMMCJIOBE BUKOPUCTAHHSA, 30KpeMa, iMija30J1bHi,
OKca30J1bHi Ta Tia30s1bHI noxigHi 32; ¢dTanoitakpu-
auHu 33; a3uHoBI noxigHi 9,10-aHTpaneHgiony (iH-
natpoH 34) [10] (cxema 8).

9,10-AHTpaneHAi0HY 3 KOHIEHCOBAaHUMHU iMija-
30/1bHUMU 36 [51], okcazonbuumu 37 [52] abo Tia-
301bHUMU 38 [53] aapaMu 0fepKyI0Th BHYTPIlIHBO-
MOJIEKYJIIPHOO LIMKJIi3aLi€ro 2-apoiiaMiHo-9,10-aHTpa-
LeHzioHiB 35, 9Ki J04aTKOBO MiCTATb aMiHO-, TiJ-
pOKCHU- 260 MEepKaNTOrpynu y nojaoxeHHsax 1 abo 3
(cxema 9).

OxcazosabHi 37 Ta TiazoabHi 38 noxizanHi 9,10-anH-
TpaLeH/i0HY OJEPXKYIOTh TaKOX i3 2-rifpokcu(2-ra-
JloreHo)-3-aMino-9,10-anTpaueHzionis i 1-HiTpo(1-

Cxema 8

aMiHo)-9,10-aHTpaleH/1i0H-2-KapOOHOBUX KHUCJIOT ab0
1-amiHO-4-HiTp0-9,10-aHTpaneH ioH-2-Kap6OHO-
BOI KUCJIOTH [54].

Y Toii yac sk noxizHi okcasosy 106yBalOTh Npsi-
MUM alW/IOBAaHHAM 3-aMiHO-2-Triipokcu-9,10-anTpa-
I[[eH/TIOHY 3 MOAAIBIINM GOPMYBaHHSIM IreTePOIUKITY
y PUCYTHOCTI Cy/ib$aTHOI KUCIOTHU [55], cuHTE3 Tia-
30J1iB BiIOyBA€ThCSA Yepe3 CTa/lil0 al[U/I0BaHHSA 2-
aMiHO-3-x710p0-9,10-aHTpaueHioHy i TOAAJIbIIOTO
3aMilleHHS aTOMa XJI0OPY Ha MepKaNnTorpymny Cy/b-
dinom HaTpilo 3 0iHOYACHUM Bi/JTHOBJIEHHSIM aMiHO-
rpynu y noJsioxkenHi 1 [10].

[3 1-apunamino-9,10-anTpayenpionis 39 npocrtu-
MU [IePEeTBOPEHHSIMHU TAaKOX MOXKHA 0JIepKaTH Koe-

o
X 0
‘O / O
N
32 X=NH, 0,8 ©
NH O
O HN I I
34 0
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(0]

O

NH  Ar N
o Illlnllii :
XH X

(0] (0]
35X =NH,0O,S X =NH (36), O (37),S(38)
Cxema 9
R
X
N (0] HN R 0 HN Q
R
‘O
(6] e} o
40 39 41
Cxema 10
O HN ; 0 HN o HN
COGH COOH
0]
(0] (o) o
42 44 43
Cxema 11

pamizoHoBi 40 a6o kap6asosibHi 41 cucteMu (cxe-
Ma 10) [56].

3,4-®ranoinakpusoH 44 oTpUMYyIOTh i3 1-apui-
aMiHO-0-KapbOHOBHUX KUCIOT 42 a60 43 B yMOBax KHC-
JIOTHO-KaTaJ1i30BaHOI LIMKJIi3aLil, BAKOPUCTOBYIOYHU
cynbdaTHY KUCIOTY, 0JIEYM, XJIOPO- 260 GJIyopoCy/ib-
¢doHoBy kucsa0Ty, nojidgocharthy kucaoty, AlCl, Tay
JlesiIKUX BUIaiKax GOCreH, aleTHIXJIO0PU/, OKCUXJIO-

pun pocdopy (cxema 11) [57].

o} 46

Cxema 12

8

9,10-AHTpaneHAi0HOBI MOXiAHI 3 deHa3HHOBUM
dparmMeHTOM - iHAATPOHH 46 NOOYBAKOTh AUMEPHU-
3auiero aMiHo-9,10-aHTpaueHAioHIB 1, 9 B yMoBax J1yx-
HOTro crJiaBJsiHHA [58] a6o KoH/eHcallielo 1-aMiHo-
2-ranoreHo-9,10-aHTpateH/1ioHiB 45 y BUCOKOKHILIS-
YHX PO3UMHHUKAX ¥ MPUCYTHOCTI KymipyMy abo Horo
coseit (cxema 12) [59].

1-Auetunamino-9,10-anTpauenzjios 47 3a3pudau
[epeTBOPIOIOTh HA aHTpanipuzoH 48 npu B3aemMozil

0
NH, O NH,
Hal
2 . HN b
O NH -~ 2
0
45
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O

P

O HN Me

(@]
47
Cxema 13
R
(0] NH, ‘ ‘ O
NaNOg
HCI
(0] (e}

49 50

Cxema 14

3 Iy>KHUMHU peareHTamMu [60] abo npu HarpiBaHHi [61],
siKe CYyNPOBOKYEThCA AerifpaTarnieto (cxema 13).

AueTu0BaHHA i MoJasiblile 3aMUKaHHS KibIls
TaKOX MOXYTb OYTH NMPOBeJieH] IJISIXOM HarpiBaH-
HA aMiHO0-9,10-aHTpaneH1i0HIB i3 aleTaHTiAPUAOM
y NPUCYTHOCTI aLleTaTiB JIy>KHUX MeTasiB [62].

ApTopu [63] onucanu nipa3osibHi noxizHi 50 Ta
51 nHa ocHoBi amiH0-9,10-aHTpaueH/ioHiB TUIY 49
(cxema 14).

Y po6oTi [64] nokasaHo, 1110 pu B3aEMo/ii 1-ami-
HO0-9,10-aHTpaneHgiony 1 3 popmasbaerigom Bigoy-
BAETbCSI YTBOPEHHS IMiHY, IKUH PU NOAAbILIHN IIUK-
Jli3anii 3 LMKJIONEHTaJiEHOM JIa€ MPOAYKT NPUELHAH-
Hs 52 (cxema 15). 2-AmiHo-, 1,4-aiamiHo- Ta 1,5-1i-
aMiHo0-9,10-aHTpaneHliOHHA B aHAJIOTIYHUX YMOBAX

0
NH
o}
48
NH-N 0 NH-N
R
\ \ R
Cl
H+
cl — o]

51

YTBOPIOIOTH BiINOBIHI NPOAYKTH LUKJIONPHUEJHAH-
Hsl, @ 3aMiHa [IUKJIONIEHTa/liEHY Ha CTUPEH NNPUBOJUTD
o deHaHTpoiHOBOI noxigHoi 53 (cxema 15).

Y BkasaHi npari [64] Tako>K HABOJUTbHCS CUH-
Te3 NoJinrKIIi4HOL 9,10-aHTpaneHi0HOBOI NOXIAHOI
54 3a gonomororo peakiuii aza-/linbca-Anbaepa 1-ami-
HO0-9,10-aHTpauenaiony 1 i3 dopmanbgerigom i 1-de-
HIJIIIMKJIOTeKCaHOHOM (cxeMa 16).

BukopucraHHs 3,7-AUMeTHI-6-0KTeHa 0 abo O-
3aMiljeHux CasilMI0BUX aJbJerifiB IpyU HasgABHOC-
Ti Ik KaTasizaTopa TpudeHindpoconiknepxmopary
(20 % Mousib) MPUBOAUTH J10 XiHOJIIHOBOI MOXiIHOT
55 [65] (cxema 17).

Mogaudikaunisg aminorpynu 9,10-anTpaneH/ioHiB
reTepouuKJIiYHHUMHU PpparMeHTaMH, HEKOH/EHCOBa-

H
o) NH, O HN Q
F4CCOOH

o]
1 52
o) NH, O HN

N\ F,CCOOH Ph

+HCOH + S
Ph MeCN
wPh

o] NH, O HN
5 53

Cxema 15



ISSN 2308-8303 (Print)

Zurnal organignoi ta farmacevtiénoi himii. — 2017. — Vol. 15, Iss. 2 (58)

ISSN 2518-1548 (Online)

H
(6] NH» (e} (0] HN
Ph
+ HCOH + FsNCOOH, ‘Q Ph
MeCN
? o)
54
Cxema 16
0 NH, Me
N PPhs-HCIO 4
CHo TT®, 20°C
Me Me
1 55
Cxema 17

HUMHU 3 9,10-aHTpaneHliOHOBUM KiJbLeM, y IepIiy
yepry, IpeJcTaBjeHa TpuaseHisaMiHo-9,10-anTpa-
1eH/lioHaMu [66]. [IpoTe 3ac/ayroByOTh Ha yBary u
iHIII reTpoyUK/IiYHI noxifgHi. B3aemogis iMiny, ogep-
»KaHOTO In Situ 3 caliguI0BOro anpjeriay i 1-amino-
9,10-aHTpaueHngiony 1, 3 2,3-gurigpodpypaHom abo
3,4-purigpo-2H-nipaHOM y NpUCYTHOCTI KaTaliTH4-
HOI KisibKOCTi TpudeHindocdoHiinepxaopary aae
BUKJIIOYHO Yuc-noxiaHi ¢ypo- 56 Ta mipano- 57 xpo-
MeHislaMiHO-9,10-aHTpaleHAi0HIB 3 BUCOKUMU BU-
xogamu [65] (cxema 18).

Y nucepTaniiiHoMy gocaimkeHHi [65] BcTaHOB-
JIEHO, 1110 IPY HAassBHOCTI TaKUX eJIeKTPOHOAKLIENTOP-
HUX 3aMicHUKIB fK Cl, Br Ta NO, Big6yBaeTbcs 3Mi-
Ha MeXaHi3My 1ukJi3anii 3 tuny Jinbca-Anbgepa 1o
€HoBoro tumy. Tak, npu peakuii 1-amino-9,10-anTpa-

neHziony 1 i3 O-3aMillleHUMU CaliLlUJIOBUMHU aJibJie-
rizamu y npucyTtHocti PPh,-HCIO, npu kopoTkoTep-
MIHOBOMY HarpiBaHHIi 3 HEBUCOKMMU BUXOJAMU yTBO-
PIOIOTBCS POAYKTH EHOBOI CTPyKTYpH 58-60 (cxema 19).

9-XsniopoakpuuH Ta 3,9-AUX/10p0-7-MeTOKCH-1,4-
JUTIAPOaKpUAYH NPU B3aeMoZii 3 2-amiHo-9,10-aHTpa-
teHaioHoM 9 B /IM®A yTBOPIOIOTH 2-(akKpuAuH-9-i1-
amiHo)-9,10-anTpaueHnzioH 61 ta 2-(3-xs0po-7-Me-
TOKcH-1,4-aurifpoakpuauH-9-inamino)-9,10-anTpa-
uenzion 62 [67, 68] (cxema 20).

Y po6ori [69] onrcaHo cuHTe3 6eH30TioheHOBOI
noxizgHoi 63 Ha ocHOBI 1-aMiHO-9,10-aHTpaneHioHy
1 B ymoBax peakiii Cy3yki-Misiypa (cxema 21).

BHyTpiliHbOMOJIEKYJIIpHA IMiHOpeakLis Jliibca-
Anbnepa [70] 6yna BAaso BUKOpPUCTaHa JJisl OTPU-
MaHH$ aMiHOGeH30MipaHoBoI noxiZiHOI 64 (cxema 22).

o) NH. 0
OH
. . // })n PPhs HCIO,
o TTro, 20 C
CHO
? n=12 O 56n=1
57n=2

Cxema 18

10
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o NH, H
o
O HN
H
o
PPhs-HCIO
1 AL N
Tr®, 20°C R

+
R CHO
Me 0o
58 R=Cl; 59 R=Br; 60 R=NO,
=
(6] Me

Cxema 19
Y
(0] Cl 0
H
NH Y N
2 / N \
a,CO3
* DIMOA
N N
X N =
(0] ¢}
9
61X=Y=H; 62 X=Cl, Y=0OCH3; X
Cxema 20
(0] OH
0 NH, o) HN =
S /OH 0 S
+ B + Oyj\ B —
Y \ OH
OH
(0]
1 63
Cxema 21
Me
= o)
Me
0 NH2 O HN
Br
Me O/
ST
Br
Mo N 0
o o)
1 64
Cxema 22
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Cxema 23

(0] NH, O

OH
HO
+

(0]

1
Cxema 24

Peakuisi [Taans-KHoppa 1-amiHo-9,10-anTpanes-
niony 13 1,5-gu(tiopen-2-in)nenran-1,5-1i0H0M BU-
SIBUJIACh YCHIIIHOIO /1151 BBEJIEHHS y CTPYKTYpY CyoCTpa-
Ty auTiopeHnipoabHOI noxizHoi 65 [71] (cxema 23).

KuTaiicbKi gocaiHUKY 3AiAcHUIM MoArdikallito
9,10-aHTpalleH/1ioHOBOTrO S1/Ipa iHAA30/I0HOBUM dpar-
MeHTOM 66 [72] (cxema 24).

Y po6orti [73] onucaHo cuHTes AieTua-1-(9,10-ai-
okco0-9,10-gurigpoanTtpanen-1-ia)-3-eTokcu-5-
0KcCo-2,5-nuriapo-1H-nipos-2,4-aukapbokcuiaty 67
(cxema 25).

KoJieKTUB BITUM3HSAHUX AOCHIHUKIB [74] 3ampo-
IIOHYBaB cIoci6 oxepxaHHs (1H-nipoJ-1-in)aHTpa-
1eH-9,10-nioHiB 68, 69 B yMoBax HoJ0KaTa1i30BaHOI
peaxuii Kiaycona-Kaaca (cxema 26).

Yecobki gocaigauku [75] ogeprxanu 2-(9,10-anTpa-
neH/ioH-1-i1)-3,5-giokco-2,3,4,5-retpariapo-1,2,4-
TpUa3uH-6-KapO6oHIiTpUJI 70 KoHIeHcarli€o 1-aMiHo-
9,10-anTpaueHgiony 1 3 eTus(2-1iaHoaneTH)Kap-
6amaToM (cxema 27).

Bzaemogieto 1-amiHo-9,10-anTpanenaiony 1 3 xiH-
okcasiHxiHoHOM [76] Ta xiHa3o0J10HOM [77] 6y CHH-
Te30BaHIi BiAnoBigHI noxiani 71 ta 72 3 9,10-anTpa-
neHzioHoBUM pparmeHTOM (Ccxema 28).

KonpeHcariis 2-amino-9,10-antpanes/iiony 9 3 4,5-
JUXJIOPO-2,3-AWTia30J1i10 XJI0PUAOM Y AUXJIOpOMeE-
TaHi IpU KIMHaTHIN TeMIepaTypi B IPUCYTHOCTI mi-
pHU/IMHY OyJia 3aCTOCOBaHA AJ1s ofiepykanHs 1-[(4-xs1o-
po-5H-1,2,3-auTia3ous-5-inigeH)amMino]aHTpaleH-
9,10-miony 73 [3] (cxema 29).

[lukyioKoHAeHcaLia 2-aMiH0-9,10-aHTpaneH ioHy
9 3 1H-in0J1-3-KapbasiberiioM y IPUCYTHOCTI Mep-
KalToaleTaTHOI KUCJA0TH 6y/1a BUKOPUCTAHA AJis
CHHTe3Y Tia3o/iJuHOHY 74, N0AA/NbIIO0 CTPYKTYP-
How Moaudikalli€eto skoi 6y OTpUMaHi noxigHi 75
Ta 76 [78] (cxema 30).

ATopu po6otu [79] gocaianau kynpym(1)-karta-
JIi30BaHy «KJIiK-peakIiiio» 1(2)-a3umo-9,10-aHTpareH-
JlioHiB 77, 78 3 peHinaLeTHsEHOM, IPONAPTiIOBUM
CIIMPTOM, MOHOQJIKIJIOBUMH €CTepaMM Ta JUMETHUJIO0-

0O

EtO OEt

OEt

OO
Z

PPh,

0 NH
0, OEt EtO
cl 0 o)
o}
1

Cxema 25

12

OEt

30
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O NH,
R1
R3 o) R2

R'=R2=R%=H; R'=COOH,R2=R3=H; R'=R2=H, R®=NH,; R'=Me, R2=R3=H; R'=CI, R2=R%=H

Cxema 26
(0]
N%
| NH
PN
~
o] NH, o o o] N o]
AN
X
\)I\HJI\OB ! l l
le} (0]
1 70
Cxema 27

BHUM eCTEpPOM alleTUJIEHJUKapOOHOBOI KUCJIOTU 3 0/lep-  moBigHO. Okcaziazos 84 B ymoBax peakiii MaHHixa
>)KaHHSIM HU3KU HOBUX 1,2,3-TpUa30JI/IbHUX NOXiZ- 3 AUMeTUJlaMiHOM nepeTBOPeHUH Ha moxiJHy 85
Hux 9,10-aHTpanesziiony 79 (cxema 31). (cxema 32) [47].

Peakuis 2-amiH0-9,10-anTpaneH/iony 9 3 eTu- Bzaemogis 2-amino-9,10-aHTpaneHaiony 9 3 xjo-
xji0podopMiaTOM NPUBOAUTH /10 Kapb6amaTy 80, Ikl ~ poaLeTUIXJI0PUIOM Y MipUJMHI/JUX/I0pOMeTaHi Jae
NpU B3a€EMOZII 3 Tiipa3vH-TiAPaTOM YTBOPIOE CEMi-  XJIOpPOALleTUJIbHY NOXiHY 86, AKa KOHJIeHCYEThCA 3
kap6asu/ 81. [ukI0KOH/eHCallisl OCTAHHBOTO 3 Ta-  MEPKaNTOoAleTaTHOK KUCA0TO 110 4-(9,10-aHTpa-
KHUMH eJIeKTpodisiaMu sIKk 6eH30HHA KUCI0Ta, GeHi-  1eHioH-2-i1)-1,4-TiasuH-3,5-nioHy 87. Okpim Toro,
izoTionianaT Ta gucynbdify cipkoByrienb NpuBo-  peakuis 86 i3 gieTusMasoHaToM Aa€ nipoJiifieHzio-
JWTb [0 OKcaZia3oJiB 82, 84 Ta Tpuasosy 83, Bifi- HOBY NOXiZ{HY, AKa IPH Aii N-TOJIXJIOPUAY Lia30HII0

[a

N

28 . XcC
O HN" N

o N Ny Me o) NH N._O
] or'
NS0

) : “O

(0] o) o
7 1 72

O

Cxema 28

13
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0
cl o

NH,
+ _+>/ \<

Cxema 29

R‘I

SNG4
(6]
S
N
0o N
76
Rzl

yTBOpPIO€E a3ocnoiyky 88. Y pesyabraTi B3aeMozii
XJIOpOaleTUJIbHOI noxizHoi 86 3 pofaHiloM KaJito
y AMCO oTpumyBasy TioliaHaT 89, AKKUU B IPUCYT-
HOCTI NipUJIMHY CXUJIbHUU [0 LMKJi3alii B Tia3o0J1i-
JUHJioH 90, mojasblIa KOH/AeH callis sIKoro 3 6eH-
3a/bAerizom 6ysna BUKOPUCTaHA JJisl OTPUMaHHSA
imimeHnoxigHoi 91 (cxema 33) [47].

Y pob6oti [80] gocaigkeHi yMOBM Ta MoOKa3aHO
BIJIMB MOJIOXKEHHS XJI0poaleTaMijHOro ¢parMeHTy
B 9,10-aHTpaleH/1ioHOBOMY KiJIbLli Ha yTBOPEHHS IIPO-
JYKTiB peakIiiii TionianaTyBaHHs 2-xi10po-N-(9,10-
Jiokco-9,10-aurigpoanTpaneH-1(2)-is)aueramizin

Cxema 30

o Cl
N Y<
Py N N
—_—
CHCI ‘O S\S/
O
73
o _0
NH,
“O N\ _HsCH,cooH
+ S
NH
O
9

6]

0 %
N S
o) NH

74
l R'CHO .
R

NG

(0]
S
N
-
CH,0
S
o) NH
75

22 Ta 86. BcraHosJsieHo, 1o yrBopeHHs N-(9,10-m1i-
0kc0-9,10-pgurigpoanTtpaneH-1-in)-2-tionianaro-
anetamiay 92 Bifi0yBaeThCs IpU KUIT'ATIHHI B alle-
ToHi a6o y JIMCO o 130 °C, a mpu noAaibIioMy Har-
piBauHi B /IMCO Bue 130 °C yrBoprotorbest N-(9,10-
niokco-9,10-aurinpoanTpaneHn-1-ia)-2-rigpoxci-
auertamif, 93, 3H-uadro[1,2,3-de]xinouiH-2,7-1ioH 94
Tta N-(9,10-miokco-9,10-gurigpoantpanes-1-ia)-2-
(MeTusTio)aneramig 95 (cxema 34).

i >k aBTOpU [80] BCTAaHOBUJIY, 1[0 AJIsI 2-XJ10PO-
N-(9,10-giokco-9,10-gurinpoanTpaneH-2-ia)ameT-
aminy 86 B cepef0BULLI alleTOHY IPU B3aEMOJII 3

Ry
Ry
/
0 o Q §
NH, N3 N— N//
1.NaNO,, HCI Ri-C=C—Ry
2.NaN3 CHCl3, 20°C
5-10 °C
o o}
77,78 79

1,9

Cxema 31

14

R1=Ph,R2=H; R1=CH20H, R2=H;
R1=COOMe,R2=H; R»]:COOEt,RZ:H;
R1=R2=COOMe
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N o]
Ph/
S
0 0
83 81
(e}
NH o)
T %S CS,/ KOH
N—NH
Hg
O HO/M
84 N1y

Cxema 32

TiolliaHAaTOM KaJlito BiZi6yBa€eThCs NeperpynyBaHHs
JimMpoTa, sike TpUBOAUTH J10 2-[(4-0KcoTia301iAUH-
2-ininen)amino]anTtpaneH-9,10-giony 96, Ha ocHO-
Bi sikoro B yMoBax peakuii KHboBeHaresis 6y CUH-
Te30BaHi HOBIi 5-apusigeHnoxigHi 3 9,10-aHTpareH-
JnioHOBUM ¢pparmeHToM 97 (cxema 35).

1.5. Tiokap6amoinoBaHHs amiH0-9,10-aHTpa-
IeHioHiB

Y Hu3ui pobit [81-85] onucaHo cunTes 1-(9,10-
aHTpaneH/ioH-1-i1)-3-apuntiocedoBruH 98 (cxeMa 36)
KOHJleHcaljew 1-amiH0-9,10-aHTpanenziony 1 i3 apui-
i3oTioniaHaTaMU y pi3HUX YMOBaX.

Peak1iis 6eH3oinizorionianary 3 1(2)-amino-9,10-
aHTpaueHAioHaMU 1, 9 y npuUCyTHOCTI iOHHUX piUH
OyJla BUKOpUCTaHA AJis ofiep>kaHHs N-3aMileHux-
N’-6eH3oinTioceyoBuH 99 (cxema 37) [85].

Y noznibHUX yMoBax B3aEMoJli€to TepedTanoizii-
3oTioniaHaty 3 1(2)-amiHo-9,10-aHTpaneHaioHaMu
1, 9 orpumMaHi 6ic-TiocedoBuHHU [85, 86]. ABTOpamMu
po6oTH [87] 3anponoHOBaHO CNOCI6 o/iep>KaHHS ype-
igonoxigHol 1,2-giamMmino-9,10-anTpaneHioHy.

['pyna ykpaiHCbKUX HayKOBI|iB CHHTEe3yBaJa P/,
HoBuX N-9,10-mi0kco-9,10-gurigpoanTtparen-in)-N’-
6eH301/ITIOCEY0OBUH Ta JA0C/iIM/Ia BILUIMB MPUPO/H 3a-

NH N
‘O o\< ,\N’Me
S Me/

O
85

MICHUKIB y MOJIEKYJIi aMiHOaHTpaLLeH/i0HY Ha YTBO-
peHHs npoAyKTiB peakuii [88]. N-3amiueni-N’-6eH-
3oisntiocedoBuHu 100 6y BUKOPUCTAHI J1J151 0J1eP-
»KaHHA pAAY reTepouukaiyHux noxiguux 101-103
(cxema 38) [89-91].

2. bionioriuHi BNacTMBoCTi NoXigHMX amiHO-9,10-
aHTpaueHAioHiB

Haii6is1b111 BaXKJIMBUN HAIIPSIMOK IPAKTUYHOTO BU-
KOpHUCTaHHs noxigHux 9,10-aHTpaneH/ioHy MoB’si3a-
HUM i3 XiMi€t0 6apBHUKIB Ta MirMeHTiB. 3 1ji€l0 Me-
TOI0 POMMCJIOBICTIO PO3BUHYTHUX KpalH BJIacHe i Mpo-
JNYKYETbCSI OCHOBHUM acopTuMeHT 9,10-aHTpalieH-
Aionis [10].

Jnsa 2-amiHo-9,10-aHTpaneH[ioHy K OJHOTrO i3
HalBaXXJIMBILINX iX NIpeJCTaBHUKIB BUSBJIEHO LIU-
POKHI Jliana3oH 6i0aKTUBHOCTI: iHTrib6iTOpa r1yTaT-
ioHpeIyKTa3U SIK MOTEHLIMHOT0 MPOTUMASAPIHOTO
npemnapary [92], iHribiTopa kKcaHTHHOKcHAa3u [93],
iHribiTopa npoaykyBaHHs cynbdiny cynbdarpenyky-
104X 6aKTepii [94], caiMinuay y criunux Bojax [95],
HadTOBUX CBEP/JIOBUHAX, TEXHOJIOTIYHUX EMHOCTSIX,
depmeHTauii 6iomacu [96] Ta inriéiTopa 9,10-aHTpa-
I[eH/[iOHIB Ha OaKTepia/bHil KosareHasi [97].
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1-AmiHO0-4-MeTH1-9,10-aHTpayenziox [98], 1,4-
niaMiHo-9,10-aHTpanenaioH [98, 99], 1,4-6ic(ankii,
apwiaMino)-9,10-antpanenzio [100] Ta ix yeTBep-
THHHI aMoHilHi coui [98, 101], 1,4,5,8-TeTpaamiHo-
9,10-anTpanyenaion [102] 3acTocoBYIOTh 1K 6apBHU-
KU /11 KOCMETHUYHUX 3ac06iB, B TOMY YKCJIi AJid dap-
OGyBaHHS BoJ10CCS, HITTiB i ikipu. CneljabHUMU J10C-
JIiJPKEHHSMU JI0Be/leHa HelllKiIJIMBiCTh BUKOPUCTAH-
HA 1,4-piamino0-9,10-aHTpayeHAioHy AJi JAHUX Li-
Jsieit [99]. 1,4-/lu-N-TosyiguHo-9,10-aHTpaneH/ioH 6yB
BUKOPUCTAHUH JJIs] OTPUMaHHS M0JIiIMEPHOT'0 HEOTI-
TUYHOT'0 KOCMETUYHOI'0 BUPOOY [1Jisl 3SMiHH BUIUMO-
ro KOJIbOPY 04eM, 3/JaTHUI 3a1o6iraTy rinmokxcii i BuU-
HUKHEHHIO efieMu poriBkH oka [103]. YepBoHi Bozi0-
PO34MHHI NoJIiMepHi aHTpanipy0HOBI GApBHUKH BU-
SIBUJIMCS IPUAATHUMU He TiJIbKY JJid 3a6apBJIeHHS

0]
NH»
PhCO-NCg
O
1,9

Cxema 37

KOCMETUYHUX IIpelnaparis, aJie i /11 XapuoBUX IIPO-
AykTiB [104].

Kpim nporo amino-9,10-aHTpareH/[ionu 106pe Bi-
JIOMi i IIMPOKO BUKOPUCTOBYIOTHCA [/l OJleP>KaHHSA
NOTeHLiHHO epeKTUBHUX CIOJYK JJis JIIKyBaHHS pa-
Ky JleTeHb, JielKo3y, paky Mo3Ky, CHI/ly, a Takox €
inriéiTopamu BIJI [105, 106].

B ocTanHi poku oTpuMaHi 9,10-aHTpaneH/1ioHOBI
CIIOJIYKHY, SIKi Bi/I3HA4al0ThCsl aHAJIOTIYHUMU JI0 aHTpa-
LJMKJIIHIB IPOTUNYXJIMHHUMU BJIaCTUBOCTAMHU. Haii-
Gisibllle 3HAYEHHS cepe/] HUX MaloTh aMeTaHTpoH 104
i miTokcaHTpoH 105 Ta ix KOMIJIEKCH 3 MeTa/laMH
[17,107]. [IpoTunyx/IMHHA aKTUBHICTb XapaKTepHa
i pg 1,5-6ic/(N,N-giankinamino)ankinamino/9,10-
a"TpaueHaionaiokcuzis [108], 1-moHo-, 1,4-1 1,5-
6ic-(2-amiHoeTnnamino)-9,10-anTpaneHnzionis [109],

o
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6ic(okciankinamino)-9,10-anTpauensioHis Tumy 106
[110], kommuekciB 1,4-6ic(ankinamino)-5,8-giokcu-
9,10-anTpaneHaioHiB 3 MeTasamu [111], noxigHUX
a"TparnipasoJy [17] Ta iHmux (cxema 39).

Cnosnyku Tuny 107 34aTHI CTUMYJIIOBATH iMyHi-
TET 1010 3JIOSIKICHUX YTBOPeHb [112], a crioIyKHy TH-
ny 108 TakoK BUSIBJISAIOTh PaZlioCeHCUOITi3yI04i B1ac-
TUBOCTI — MiZIBUIYIOTh Yy TJMBICTh PAKOBUX KJITUH
Jlo ioHi3yrouoro BunpomiHioBaHHs [113], mo A03Bo-
JISIE BI/IKOpI/ICTOBYBaTI/I ix y npoMeHeBi# Tepanil. 1,8-

O(CH)oNEt,

I I I O(CH),NEt,

107

NHR O

@)

Cxema 40

18

108 R =H, Me, Et, Pr,Bu, Ph,PhCO

NHCH ,CHCH ,NEt,

A

NHCH ,CHCH ,Cl
106

Jiokcu- Ta feski iHII aHTpPaxiHOHU 3aCTOCOBYIOTh
y poJii aKTUBHOI'O areHTa B Npemnaparax AJid JiKy-
BaHHs JedkeMii [112].

EHTaMe6Ha Jiis 6ys1a 3HaW1eHa JJ14 6ic-aMiuHO-
aHTpaueHzioHiB 109 [114, 115] (cxema 40).

AHTHBIpyCHa aKTHUBHICTb Takux 9,10-aHTpareH-
JIOHOBHX CITONYK s1K 1,5-6ic(mieTramiHoeTw)- [116],
2,6-6ic(miuMeTuaMiHoaleTUMaMiHo)-9,10-aHTpa-
neHgionu [117] a6o 1,2- ta 1,4-aiajaMaHTH/I3aMi-
mieHi [118], mBu/iie 3a Bce, OB’si3aHa 3 iX 3JJaTHICTIO

NHR 0

N\C/NMeZ
I
Me
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110

Cxema 41

iHAYKyBaTHU yTBOPEHHS opraHiaMoM iHTepdepoHy.
JledKi 3 [UX CIIOJIYK 3allpONIOHOBAHI B poJii NPOTHU-
IPUIIO3HUX 3aC00iB.

MitokcanTpon 105 Takok 3HaHIIOB 3aCTOCYBaH-
HA y JIIKYBaHHI CKJIaIHUX CKJIEPO3iB i TOCTPUX PO3-
cisnux eHnedanomienitie [119]. 1,4-/liamino-5,8-xi-
okcu-9,10-anTpaneH/iony, Hanpukaaz, 110, Bigomi
K imyHozenpecanTu [120] (cxeMa 41).

BioJsioriyHo akTHUBHI BjiacTuBoCTi 9,10-aHTpaleH-
JIOHIB peasi3ylThCA He TiJIbKU B JIIKapCbKUX IIpe-
napatax. Ik 3aco6u 3aXUCTy KapTOILIi Bif BipycHUX
3aXBOPIOBaHb 3allPOINIOHOBAHI HITPOT€HOBMICHI aHa-
Jioru eMoiuHy, Hanpukaag 111 [121]. lig cnoayka
Bi/I3HAYa€eTbCA PiTOCTUMYJIIOI0YOIO Jii€t0, 36i/bIY-
104u Ha 30 % Bpoxait kaptomni. 1,4-bic(3-x/10po-2-
oKcuIponiziaMino)-9,10-aHTpaLeH/ioH 3aIpoIoHO-
BaHuH [122] sik GyHrinu/ i peryasTop pocTy poc/vH.

Jesiki 1-amiHo-4-apuiamino-9,10-anTpaneHaion-
2-Cy/1bPOKUCIOTH BUSABUINCH eQEKTUBHHUMH SIK afi-
COpOEHTH i ocapKyBadi /il pO3/1iJIeHHS i OYUCTKH
npoteiniB [123]. BaraTo moxigHux 2-amiHo-9,10-aHTpa-
1[eH/TIOHIB POSIBJISIOTh MPOTHU3anaibHy [124-127], aH-
TUOKCUAAHTHY [128], npoTUrpu6bkoBy [47,129], aHTU-
6akTepianbhy [47,130] Ta aHTHAapUTMiuHY Aito [131].

HadTo[1,2-d]|Tiazos-2-inamin (SKA-31) 6yB goc-
JimxeHui ik aktuBaTop KCa2 i KCa3.1 kanieBux Ka-
HaJliB, 110 NOTEHLiI0E eHA0TeJ il rineprnoisipusanin-
Horo ¢GaKTOpy Ta 3HWKYE apTepianbHUl THCK [132].
OxpiM TOro0 aMif; eTaKpUHOBOI KUCIOTH 2-aMiH0-9,10-
aHTpaleH/ioHy 6YB OMMCcaHUM K aHTaroHict Wnt/(3-
KaTeHiH curHasizauii i BipkuBanHsA kiriTuH CLL [133].
[nigun-L-nponin-L-meTtna-(9,10-anTpanesion-2-it)
ripasu/i BUKOPUCTOBYETBCA JAJIA TiCTOXIMIYHOIO BU-

Mepenik BUKopucTaHux mxepen iHdopmauii

OH O OH
NH(CH ,0H),

Me OH

O
1M1

siBJileHHs aunentuguianentugasu [V (DPP 1V) [134]
i rpunentuguanentugasu (TEC [; EC3.4.14.9) [134].

Cepen amiHonoxigHux 9,10-aHTpaneH/ioHy 3 6eH-
30L1TioypeifiHUM, aMiHOKHMCJIOTHUM, Tia30JIbHUM Ta
TPHA30JbHUM $parMeHTaMu GyJIH BUSBJIEH] CIIOJIYKU
3 iHTiOY0Y010 ZIiEI0 CTOCOBHO MEMOPaHO3B I3YI0YHX
THUPO3UHOBUX NpoTeiHkiHaz [135]. Psajg auTiokap6ba-
MaTHUX aHTpalleH/[ilOHOBUX MOXiJHUX B €KCTIEPUMEH-
TaJIbHOMY TECTYBaHHI in vitro nokasaJu cebe siK CIo-
JIYKU 3 BUCOKOIO0 aHTUOKCH/IAaHTHOIO aKTHBHIcTIO [49].
ABTopu poO6iT [48] BU3HAUUIIY, 1[0 BBEJIEHHSI aMiHO-
KHCJIOTHOI'O, allWJINeTePOLMKIIIYHOTO, IPOJILHOIO Ta
2,2,2-tpudayopo-N-anetamigHoro ¢pparmeHTiB y 9,10-
aHTpaleH/I0OHOBE KiJiblle HAZIA€E aHTUMIKPOOHOI BJ1ac-
TUBOCTi CHHTE€30BaHUM CroJiyKaM. BussieHo, o (3-
x710p0-9,10-aHTpaLeH/1i0H-2-1J1) fieTUIKap6amMmoau-
Tioat Ta (3-xs10p0-9,10-aHTpaneH/jioH-2-11)-ninepu-
JIUH-1-kap6oauTioaT, o/lepkaHi 3 2-aMiHO-3-XJIOpO-
9,10-aHTpaneHAi0HY, TPOSIBIASIOTb aHTUTPOMOOLIH-
TapHY aKTUBHICTb [136].

BUCHOBKM

[IpoBefieHO aHaJIi3, CMCTeMaTHU30BaHi Ta y3arajb-
HeHi opUriHa/IbHI JiTepaTypHi JpKepeJia, AKi Harida-
HO PO3KPUBAIOTh CHHTETUYHUH MoTeHiat 1(2)-ami-
HO0-9,10-aHTpaneH1i0HIiB. POSKpUTO IMPOKUY CIEKTP
¢dbapmakoJioriyHoi Ail moxiAHUX aMiHOaHTpaleHi0-
HiB. 3 BpaXyBaHHAM HaBe/leHUX JJAHUX aKTYaJIbHOI0
€ Mpo6JieMa oJieprKaHHs Ta AOCiPKEHHSI HOBUX I0-
XIJHUX pPO3IJIAHYTOTO KJacy CHOJIyK 3 MEeTO0 IO-
IIYKY PEYOBUH 3 NPAKTUYHO KOPUCHUMHU BJIACTH-
BOCTSIMH.
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