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FIELD: radiolabeled compounds, medicine,
oncology, pharmacy.

SUBSTANCE: invention relates to a novel
physiologically  active uniformly  tritium-labeled
compound, namely, [3H]-14-hydroxydaunomycin of
adriamycinone of the formula (h:

NH,
OH

(I)
EFFECT: valuable medicinal property
compound.
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M300peTeHne oTHOCUTCS K 06n1acTy OpraHNYecKon XMMNUN U MOXKET HalWTX NPUMEHEHNE B
aHanuMTU4ecKom XMmMum, 6MooPraHNYecKkon XMMmnmn, BUOXMMMK 1 NPUKNaAQHON MeguLmHe.

Mpn n3y4yeHmm unanonorm4eckn akTUBHbIX COEAUHEHNA HEODXOAUMbI UX MEYEHbIE aHamnoru.

M3BecTeH 14-rmgpokcngayHoMULMH agpaMnumnHoHa dopmynsil |:

0 OH 0
OH
‘e‘ ."OH
OCH, O oH 9
H,C 0
. NH,
OH

[aHHoe coeanHeHne Heobxoanmo Anga nlydeHus kapueHoreHesa: Seventh Annual Report on
Carcinogens (PB95-109781, 1994) p. 86. The Merck Index 1999 N 3495) [1].

OpHako ero paBHOMEPHOMEYEHHbIN TPUTMEM aHaror He OnucaH.

M3BEeCTHO, YTO 3amMeHa aTOMOB COEAMHEHMWI Ha UX MEYEHbIE aHanorn He NPUBOAMT K
N3MEHEHNIO Kaknx-nmbo CBOMCTB McxogHoro coegmHenuns (Evans E.A. Tritium and its
compounds London Butterworths. 1974, p.48) [2].

TexHM4Yecknm pesynbTaToM, AOCTUraeMbIM HACTOALWLMM N3o0bpeTeHneM, ABnsieTcs
pacluMpeHne acCopTUMEHTa MEYEHbIX aHanoroB PU3nNonormvyeckn akTUBHbIX COegUHEHWIA.

[ocTuraetcs ykasaHHbIA TEXHUYECKWIA pe3ynbTaTt Nony4YeHneM paBHOMEPHOMEYEHHOTO
Tputnem 14-[*H]-ruapokcnaayHoMULMHa aapramMuLmMHOHa hopmynbi |.

Ha uepTexe npeactasneH pesynbtat BOXKX nonyyeHHOro paBHoOMepHOMEYEHHOro TPUTUEM
14-[3H]-rnapokcnaayHOMULMHA aapuamMmnLmMHOHa Ha konoHke Kromasil 100C,g, 4.0x150 MM, 6.0
MKM, CKOpPOCTb antoeHTa 1.0 Mn/MuH, B cucteMe MeTaHosn-Boga-ykcycHasa kucnota, 40:60:0.1,
BpeMs yaepxumsaHna 4.28 MuH).

Hwxe npuBedeH npumep peanunsaumm n3obpeteHus.

B nepByto kamepy peakLMOHHON ABYXKaMepHOM aMmnynbl noMmewany 60 Mr okucu nannagms u
60 mr 5% PdO/BaSOQ,, B gpyryto - 15 mMr 14-rmgpokcungayHoMmumMHa agpaMmnumnHoHa, 16 mr
DopHori knucnotel 1 300 MK cMecu AnokcaHa ¢ TpuatunammHom (9:1). Bropyto kamepy
3amMopakmBanu X1UakMm asotoMm, amnyny Bakyymmpoanu go gaenexus 0.1 NMa n 3anonHanu
rasoobpasHbim Tputrem o gasneHus 333 rfla. 3atem nepsyto kamepy Harpesanu go 70°C.
Okucb nannagusi BoccTaHaBnmBanach, TPUTUEBas BOAA NepeMopaxuBanacb BO BTOPYIO KaMepy.
PeakuynoHHyo amnyny, He npekpallas oxnaxxgeHns BTOPOnN KamMepbl XUOKUM a30TOM,
BakyymupoBanu go gasnerHuns 0.1 [a 1 3anonHanu aproHom. 3aTemM BTOPYIO KaMmepy,
coaepxalyyto 14-rugpokcmaayHOMULUUH agpuamMmLmMHOHa, GOpHYHO KMCOTY, AUOKCaH,
TPM3ITUNAMUH U TPUTUEBYIO BOAY, 3anavBanu 1 noMeLianu B TepmocTtaT. M30TonHbIn obMeH
nposoamnu B TedeHne 30 muH npn 115°C. 3aTtem amnyny BCKpbIBanu, COAEPXUMOe
unbTpoBanu, 0cagok NpoMbiBanu xnopodopmom (5x1 mn). dunetpaTbl 0O LEAMHANN U
ynapueanu. JlabunbHbI TPUTUIA yOAnanm, HECKOSbKO pa3 pacTBOPSs BELLECTBO B MeTaHome
(5%2 mn) n ynapueas nocnegHuii. PagnoakTMBHOCTb peakLMoHHON cMecu cocTasuna 25 mKu.
AHanns metogom B3IXXX nokasan, yto 8% mMeTkun cogepxanacb B paBHOMEPHOMEYEHHOM
Tputuem [3H]-14-ruapokcnaayHoMULMHe aapuammLmHoHa. Mocne ABOMHO OYUCTKA METOAOM
B3>KX Ha konoHke Kromasil 100C 5 (4.0x150 mm, 6.0 MkM, ckopocTb antoeHTa 1,0 mMn/MuH, B
cuctemMe MeTaHorn-BoAda-ykcycHas kucnota, 40:60:0.1, Bpems yaepxusaHus 4.28. MUH)
BblgeneHo 1 MKu LeneBoro MeyeHoro coeguHeHusi C MONSIPHON pPagnoakTUBHOCTbBIO 72
MKun/Mmonb 1 pagnoxmmmdeckon ymctotomn 98%.

Takum ob6pa3om, NosTy4eHO HOBOE MEYEHHOE TPUTMEM (PU3MONOrMYECKN aKTUBHOE
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dopmyna n3obpeTeHus

PaBHOMEPHO MeueHHbI TpuThem [*H]-14-ruapokcunaayHoMULMH aapuaMuLMHoHa copMyrbl I:
OH
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