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PEAKIUI N-A3OCHOJIYYEHHSI AHTPAXIHOH-I[IA3OHII>1 KATIOHA
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CHUHTe30BaHO TpHMa3eHH i3 apOMATHYHUMM | adipaTHYHMMH aMiHAMU Ha OCHOBI
noxinuux 9,10-anTpaxinony. Po3podiena metronuka cunTedy Aiazoaminocmoayk. CTpykTypy
niarBepaxkeno nanumu AMP Hl-crleKTpOCKorli'l'.

Kuaro4ogi cjioBa: cuHTe3y Aia30aMiHOCTIONYK, AaHTHOIOTHKH.

It is synthesized triazeni with aromatic and aliphatic amines on the basis of derivatives
of 9,10-antraginons. T he developed method of synthesis of diazoaminocompaunds. A structure
is confirmed infor mation of H* NM R-spectr oscopy.

Key words: to the synthesis of diazoaminospoluk, antibiotics.

IMocranoBka npodiaeMu Ta ii 3B°A30K 3 BaKIMBUMH HAYKOBUMH 3aBaannsiMu. Cepel pi3HUX TPy
AHTUOIOTHKIB, IO BUKOPHCTOBYIOTHCS JUISL JIIKyBAaHHSI OHKOJIOTTYHHX 3aXBOPIOBAHb HAWOUTBIN e(hEeKTHBHUMH i
3HAYYIIMMHU 3aJIMIIAIOTHCS CTIONYKH 3 aJIKUTYIOUMMHU TUIOM Jii. Lle urcnenHa rpyna, 10 sKoi BXOIITh MOXiAHI
XJIOPETUJIAMIHIB, TOXIHI ETUJICHIMIHY, HITPO30CEYOBHHH TOILIO, CEPE] SIKMX € CIOIYKH, 0 SIK KaHICPOIITHUHY
MICTATH TPUa3eHOBY IpyITy. Takux mpenapariB € ICKUTbKa 1 iX YCHIIIHO BAKOPHCTOBYIOTh Y CyYacHii JIIKyBaJIbHIH
npaktvrg, Hanpukmang, —5-(N,N-miMerrntpuraseno)imimazon-4-kapookcramin (DTIC) BukopucroByeThest 'y
KITHIYHANA TIPaKTHI isl JiikyBaHHs Menanomu [1]. 1li cromyku 3HAMILIM MIMPOKE BUKOPUCTAHHS y IHIIMX
ramy3sx ximigHoi Hayku. ['pyma —N=N—NH— mae koMIIIeKCOyTBOPIOIOYI BIIACTHBOCTI, IO YCIIIIIHO
BUKOPHCTOBYETBCSL JUISl CHHTE3Y PI3HMX METAIOBMICHMX KOMIUIEKCIB. Uepe3 3MaTHICTh TPHUA3EeHOBOI TPYIH
PO3KJIaaTHC TIiJT JIEFO CBITJIA CIIONYKH, B SIKUX BOHA €, IIMPOKO BUKOPHUCTOBYIOTHCS K IHIIIATOPH B PEAKIIisX
BUTBHO-PAJIMKAIBHOI MONiMepH3aliii Ta y TBepaoda3sHOMy CHHTE3I sIK sikipHa rpyna. Cepen mpemnaparis, IO
YCHIIIHO 3aCTOCOBYIOTHCS Y OHKOJIOTIUHIM TPAaKTHIT, € HU3Ka BUCOKOC(EKTUBHUX aHTHOIOTHKIB aHTPAIHKIIIHO-
BOT'O PsiTy, 11O MIiCTSTh aHTPaxiHOHOBWIA ()parMeHT.

Meta po6oTn Meroro TOCTIKEHHS € OEHAHHS BJIACTUBOCTEH aHTPAIUKIIHOBUX aHTUOIOTUKIB
Ta aHTUOIOTHKIB 3 aJIKUIYIOUOr Ji€0 BBeaeHHsAM 10 Monekynn 9,10-aHTpaxiHOHa TPHA3CHOBOTO
¢dparmeHTy Ta iHIKX GapMOKOPOPMHUX TPYII.

AHaJi3 nmonepeaHix AocaimKeHb i myOsikamiii. YTBopeHHS TpHa3eHIB MOXIIMBE ITijl 4ac peaKilii
B3a€MOJIii TEPBHHHUX 1 BTOPUHHUX, APOMATHYHUX Ta ajdipaTHUHUX aMiHIB 3 apeHIia30HIEBUMH HOHAMH.
Bonu € noxigaumu HeicHytouoi pedoBuHH TprasuHy — HN=N-NH,. Cunte3 i MexaHi3M ¢popMyBaHHS
TpHAa3eHIB 3 apeHI1a30HIEBOro HOHA i aMiHy JOCTIKYBaJH y pi3Hi 4acH pi3Hi HaykoBii. JiMpoT onepkan
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iX miero peakTHBY ['pHUHBSpY Ha ajKiIOBaHI a3uau 3 MOAANBLIAM BUAUICHHSAM uepe3 coini Kympym (I).
Meron ['puHbspy MOXKHA TaKOK BUKPUCTOBYBATH JUIS CHHTE3y TPHUA3EHIB 3 apOMATHYHUM 3aMICHUKOM Y
pa3i BUKOPHCTaHHS apUII3aMIIlEHOTr0 a3uIy.
1
- 1
N> _R +H-OH N, _R

R—N3 + R=MgCl

3+ RMQC% R l}l ﬂR/ \NH
MgCl

ITizuime Caiix i in. (1980) mokasam, 1110, KoM OeH3MIA3K pearye 3 OYTWUITIEM B IEHTaHi, PEaKIlis
BiIOyBa€TbCsl 3 KUIBKICHUM BUXOAOM |-OeH3mii-3-#-OyTunTpraseHy. Y CydacHiii HayKoBiii Jiitepatypi
3yCTPIYAETHCSI JIOCTATHSI KUIBKICTh ITyONiKalliid, IO TPUCBSYCHA CHHTE3y TPUA3eHIB — 3aMiHA TPOTOHIB Yy
TIEPBUHHKX 1 BTOPUHHHX, apPOMATHYHHX Ta ATi(paTHYHMX aMiHaxX apeHaia30HieBUMH HoHaMu. JJOKIIaHO CHHTES i
MexaHi3M (hOpMyBaHHS TPHMA3EHIB 3 apeHIa30HIEBOrO0 MOHY Ta aMiHy 3 OOHMM a0o JBoMa astiaTHIHUMH
3amicHukamu ommcanuii 'y I'. Hommarepa [2]. IIpore y BCiX OmMCaHMX METOAAX SIK BHXITHY PEYOBHUHY
BHKOPHMCTOBYBAJIM BHCOKOOCHOBHI aMiHH, IO € MOXiTHMMH OeH3eHIia30Hif0. IcHye Hu3ka mateHTiB [3], me
ONHCYIOThCS METOIM CHUHTE3y OApBHHUKIB, IO MICTSTh TPHA3CHOBY IPyIy Ta aHTPaxiHOHOBHH (h)parMeHT, 3a
PeaKIIi€ro OXiTHIX OEH3EH/IIa30HII0 3 AMIHOAHTPAXIHOHOM, 1 CHHTE3 TPHA3eHy Ha OCHOBI aMiHOAHTPaxiHOHY Ta
rekcameTmiieHterpaminy [7]. JLM. T'opHocTaeB i3 criBpoOiTHHKaMu [4] BUKOPHCTOBYBAJIM aHTPAaXiHOHTPHA3CHH
SIK HAITIBIPOTYKTH JUTSl CHHTE3Y TETEPOIUKIIIYHIX CIOIYK.

ExcnepemenTanbHa yacTMHA. 3 METOIO MOJICIIOBAaHHS MOJIGKYJM AHTPAaXiHOHY 1 BBENCHHS 1O il
CTPYKTYPH TpPHA3€HOBOI I'PYIH, SIKa € BIJIOMOIO AJIKLUIYIOUOI KAaHIICPONITUYHOIO TPYIO MH JOCHTIHKYBAIH
peakitito N-criomyuenss 1-(9,10-miokco-9,10-mauriapo-1-aHTparieHin)aia3oHii KaTioHa 3 Pi3HUMH aTi(haTHUHIMH,
ApOMATHYHHMH 1 TETEPOLMKIIIYHMUMH aMiHaMu. BapTo BImMITHTH, 1110 11 PeaKiiis BiIOyBaacs HE OIHA3HAYHO 1,
Ha Hally TyMKY, Ha TiepeOir 1€l peakilii BIUTMBaE JieKiibKa pi3HuX (pakropis. st cuHTE3y /Mia30aMiHOCTIONYK,
noximaux 9,10-aHTpaxiHOHY BUXIIHAMH peHOBMHAMH Oylio BHKOpHCTaHO l-amiHO-9,10-aHTpaxiHOH Ta HH3Ka
apOMAaTHYHMX aMIHIB: aHUTiH, MOP(OIiH, M-aMIHOOCH30MHA KHCIIOTa, M-aMiHOOCH30MHA KHCIIOTa, I-, O- Ta M-
aMIHOIIPHUIMHH, CY/Tb(haHIoBa KUCIO0Ta, AU(EHIIaMiH, cepen amipaTHiHuX aMiHUB HaMu Oyl 00paHi MOHO- i
JlieTaHONAMIHH, JIETUIIAMiH, Ta s ami(aTHYHUX TPOTEIHONCHHUX aMIHOKKCIIOT, T-aMiHOMACIITHA KHCITOTA.

[epmoro crazieto cuHTE3y Aia30aMiHOCONYK, Toxinaux 9,10-aHTpaxiHOHY, € OIlep)KaHHS Jia30KATIOHY:
AHTpaxiHOH-1-in ;mia3oHit0. Peakiis 1ia30TOBYHHS onMcaHa B pi3HUX jpKepernax. Ha mepimiid craaii BinOyBaeThest
N-HiTpo3yBaHHsI IIEPBHHHOTO aMiHy, MPOTE Yepe3 HIU3bKY OCHOBHICTh aMiHOAQHTPAXiHOHIB iX JIIA30TYIOTh B IHIINX
YMOBaX, HDK aMiHH apOMaTUYHOTO psity. JUist 1ia30TyBaHHS TaKKX CIIONYK OYJI0 BUKOPUCTAHO YKOPCTKIIII YMOBH,
a HITPO3YIOYMM areHTOM — HITPO3WICY/Ib(aTHY KHCIIOTY, SKa YTBOPIOETHCS IIiJ] Yac 00POOIICHHS HATPIH HITPUTY
KOHIIGHTPOBAHOIO CYNb(aTHOI KUCIOTOR. /st 11b0ro 0-aMiHOAHTpaxiHOH Tijl Yac HArpiBaHHS PO3UYMHSIII y
KOHIIGHTPOBaHIN Cynb(aTHIi KUCIOTI 1 MepeocapKyBaiy, BIIMBAIOYN OCPIKAHWH PO3YMH Y XOIOAHY BOMY.
VYTBOpeHy Tak JApiOHOMKMCIEPCHY CHCTEMY 3a KIMHATHOI TeMIlepaTypud Jia30TYIOThb  PO3UHMHOM
HITpO3WICYIb(haTHOI KUCIOTH. HiTpo3uicynb(partHy KUCIOTY A0[al0Th IOPIISMH PETEIBHO IEPEMIlTyOUuM
peakiliiHy Macy 1 KOHTpPOJIIOIOYM HAJJIMIIOK HITPUTHOI KUCIOTH IHAUKATOPHUM MeTomoM. Jlis 1horo
BUKOPHCTOBYBATH HOAKPOXMAIIGHUH TaMipellb, SIKWH MHUTTEBO CHHIE Y TIPUCYTHOCTI HAJUIMINKY HITPUTHOL
kucioty. [IpaBribHO TIpOBE/ICHE 1a30TyBaHHS TIOBHHHO JIABAaTH Y KiHIII 30BCIM CITA0Ky PEaKIlif0 Ha HITPUTHY
Kucoty. HeBenmkuii HaJUTHINOK HATPIH HITPHUTY, IO BCE K MPUCYTHIN y PO3UYMHI MiCis 3aKiHUCHHS PEeaKIii,
MOBHHEH OyTH “3HATHI . HiTpUT pyliHy€eThCS CYIb()aMiHOBOIO KUCIOTOO 32 PEaKIi€lo:

H,N-SO,-OH + HNO,® H,SO,4 + N, + H,O

3a aTOMOM HITPOTreHy aMiHOTPYNH BiOYBa€eThCs eNneKTpodiibHa aTaka HITPO3YIOUOro areHra, mio
MPHUBOAUTH IO YTBOpeHHS N-HITp030aMOHIEBOTO #OHA, SIKMI YTBOPIOETHCSA Y BUTJSII TUIACTHHYATHX
kpucramis cyibdary 1-(9,10-giokco-9,10-quriapo l-aHTpaHeHiJ'I))j[iEBOHiIOZ

O NI N,*HSO; O  N,'BF;
)k N NaNO, | ‘ HBF, H)K” N
|H(‘ ‘ = H2S04 Y Z
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BinbIocTh O-MOXIMHUX aHTPAXiHOHAIA30HIIO BIAPI3HAIOTHCS BHCOKOK CTAOUIBHICTIO, MPOTE IS
30UTBIIEHHS CTIHKOCTI KaTioHAa BUKOPHCTOBYBAIN OOp(TOPHUCTOBOTHEBY KUCIOTY SIK aHioH. OnepikaHy
CUTh aHTPaXiHOH/[Ia30H1I0 BUKOPUCTOBYBAIM B PEAKIISAX CIIONYYCHHS 3 apOMATHUYHHMHU aMiHAMH.

TpuazeHn OEH3EHOBOTO psimy, 3a3BHYai, OACPKYIOTH Yy BOIHOMY CJIAOKO KHCIIOMY CEPESIOBHILI,
BUKOPHCTOBYIOUHM arleTaTHuid Oydep st minrpumyBanHst pH peakuiitnoi macu. Hamni cripobu omeprkatu
NoAiOHUM CITOCOOOM TpHA3WHH Ha OCHOBI 1-aMiH0-9,10-aHTpaxiHOHY HE Jaiy MO3UTHBHOTO PE3yNIbTaTy, OKPiM
i1 Yac BUKOPHUCTaHHA altipaTHUHOro aMiHy — JieTaHonaMiny. Peakiiist onepaHHsI TpUa3eHiB i3 apOMaTHYHIMH
amMiHaMU BiOyBasach 3 HU3bKMM BHUXOJIOM 1 BEJIMKOIO KUIBKICTIO MPOAYKTIB po3kiaay. Lle moB’ s3aHo, Ha Haly
IyMKY, 3 HH3KOIO (aKTOpiB, SKi TOTpeOYyIOTh MOJANBIIMX JOCTDKEHb. JlIsi CHUHTE3y aHTpaxiHOH-
Jia30aMiHOCTIONYK i3 apOMaTHYHHMMH aMiHamy OyJ0 BHKOPHCTAHO METOIMKY, IO HaBeleHa B podoti [6]. V
peakilii YTBOpEHHS J1ia30aMIHOCIIONYK PO3YMHHMKOM BHKOpHCTOBYBaIM auMermidopmamin (DMFA). Sk
KUCJIOTO3B’ SI3yBaJIbHUI areHT BUKOPHCTOBYBAIIM Kaliid kapOoHaT. AMiHOM Oyi10 oOpaHo — aHiIiH, MOpQOITiH, I-
aMiHOOEH30WHA KHCIIOTa, M-aMiHOOGH30MHA KHCIIOTa, M-aMiHOMIPHIMH, CyJib(paHioBa KUCIOTA, JudeHiiaMin
(N-azocrutyuennsi). BeranosieHo, 1m0 PH-(aktop He MOBUHEH OyTH 3aHAATO HU3bKUM, TOMY IO 32 TAKUX YMOB
3BOPOTHA PeaKilis Po3Kiay TpHa3eHy 10 JA1a30HIEBOr0 HOHA i aMiHa 3HAYHO MPUCKOPIOETHCS.

0 N, BF, N=N—~NH—TR

O
X
NaCOOH +CH;COOH_
F
O

R:‘-(CHz'CHz'OH)Z (VI I I)
Hageneni peuoBuHu B peaxiiiro N-a3zocnonydeHHs BCTynaiu Mmo-pisHoMy. Halikpame BcTynarots y
peakiito BTOprHHI aMiHd. [IpoyKTH ofepKyBaucs MPAKTUYHO YUCTI 1 JUTst IX OYHMIIEHHS JIOCTaTHBO OYyII0

@)

nepekpucTanizanii. AnmipaTHuHi aMiHOKHCIOTH, SKi MH BUKOPHCTOBYBallM sk N-a30CKIag 0By B Peakilito
BCTYIJIM TIOTaHO 1 BHACIIIOK peakIil yTBOPIOBAIUCS MIPOAYKTH PO3KIaay. MOXKIMBO, 3aTHICTh BCTYIATH
B pEaKIlil0 3aJeKUTh BiJl OCHOBHOCTI aMIiHOIPYNH. 3 METOK) aKTUBAIlii 1 MiABUINEHHS OCHOBHOCTI MHU
HaMaraJmcsl oJep>KaT CTHJIOBI eTepu aMiHOKHCIOT. [Ipore Haln HaMaraHHs HE MPHU3BEIH JI0 BarOMHX
pesynbraTiB. He Bmamocss BUAUIMTH HaM 1 TpPHa3eHW y pasi BUKOPUCTAHHS MOHOETaHONaMiHy, T-

aMIHOMACIISTHOT KHCIIOTH Ta JIIETUIIaMIHY.
N=N—"NH—R

o) N,'BF, 0
L DMFA
o}

COOCH

o)
R HzN_Q(l) HoN any  H, COOH(Il) HN  0(V)
N
HIN V) HZNO%3H (V1) HzN@ Wi

Tak camM0 HEOIHO3HAYHO MOBOIATHCS Pi3HI apOMATHU4YHI 1 TETEPONUKIIYHI CIONTYKH, 110, Ha HAIIy
IYMKY, TOTpeOye IeTalbHINIOr0 IOCHipKeHHsA. Hampukiam, 3 aMiHOMOXIZHHUX MIPHIUHY BUIAUTUTH
TpUAa3WH HAM BAAJOCA TUIBKM IS CIONYKH, B SKi amiHOrpyma mepeOyBa€e B M-TIOJOXKEHHI, y pa3i
BUKOpPHUCTaHHSI O- 1 M-aMiHOMIpUAMHIB Oylia olep)kaHa CyMilll HEBU3HA4YCHOT'O CKJIaly, sKa Ha MOBITPi

IIBUJKO OCMOJIFOBAJIaCs.
1
Bynora oxepikanux croiiyk Oyia goBeneHa merogamu SIMP H-cnexrpockomnii, pozunnauk JJMCO
— d®. Tepe6ir Bcix peaxiiii Ta iHIMBIAYaTBHICT OCPKAHUX CIIONYK KOHTpomoBamu Meroxom TIIX Ha
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mnactunkax Silufol (emoent — Toxyon). Anamis SIMP H' criektpiB CBim4HMTB MpO yTBOPEHHS OMHMCAHHX
CIIONTYK.

Koucrantu Ta nani SIMP H'-cnexrpockomnii

Crnonyka | T m., °C (po3d. 1uist KpHCT.) Criextp SIMP HY, 1, m.11.
I 188 (Tomyon) 7.15—7.66 M (5H, C¢Hs), 8.10—8.25 M (2H>®), 7.91 —8.00 m (2H""),
13.47 ¢ (1H, NH)
II 180 (Tomyon) 7.57—7.88 M (4H, CgH,), 8.17 —8.18 M (2H>®), 7.91 —8.07 m (2H"")
111 199 posx. (Tomyon) 7.18—7.65 M (4H, CgH,), 8.10—8.18 M (2H>®), 7.95-8.09 m (2H"")
v 169 (Tomyon) 3.83—3.84 11 (4H, moporin), 8.10—8.15m (2H®), 7.52—7.81 M (2H")
V 172 (Tomyon) 6.802 M (10H, 2CgHs), 8.18 —8.21 m (2H>®), 7.91—7.93 M (2H®")
VI 204 (tomyou) 7.17—7.78 M (4H, C¢H,), 8.18 —8.24 M (2H>®), 7.95-8.08 m (2H"")
VII 162 (Tomyon) 7.58—7.78 M (4H, NCsH,), 8.19 —8.21 m (2H®), 7.92—8.0m (2H")
VIII 160 (tyomn) 3.77-3.94 1 (2H, NCH,), 3.20 T (2H, OCHy) i 4.84 ym. c. (1H,
CH,0H), 8.18 —8.24 m (2H>®), 7.95 - 8.08 M (2H®")

BucnoBku. Po3pobieHa Meroquka CHHTE3y TpHA3€HIB aHTpaxiHOHOBOro psmy. OnepkaHo HOBI
miazoaminocomyku moxinai 9,10-aHTpaxiHoHy, miaTBepKeHa iX GynoBa nanuMu SIMP H'-criektpockorii.
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