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Pe3iome. Pabota MOCBSAIIECHA CUHTE3Y HOBBIX C(6)-
AIMIOKCHMEPKAITOa3areTepOLMKINYECKUX TPOU3BOAHBIX IpupogHoro ¢eochepuna A c
npennonaraeMoﬁ HpOTHBOpaKOBOfI AKTHUBHOCTBIO, C nocJacaAyromum HUCCIICOOBAaHUEM
OHMOJIOTHYECKON aKTUBHOCTH Ha PAaKOBBIX KJICTOYHBIX JIMHUAX.

KualoueBble  cjioBa:  OpraHMYecKMid  CHHTE3, MNPUPOAHBIN  (deochepun A,
MEpKaIrToasarcTCpoOUKIbl, IIPOTUBOOITYXO0JICBAd AKTUBHOCTDH

Abstract. The work is devoted to the synthesis of new C (6) -
acyloxymercaptoazaheterocyclic derivatives of natural phaeosphaeride A with a following
anticancer activity with a study of the biological activity on cancer cell lines.

Key words: organic synthesis, natural phaeosphaeride A, mercaptoazaheterocycles,
antitumor activity

HpHpOI[HI)Ie COCOAUHCHUA SBJIAKOTCS 0orareIM HCTOYHHUKOM IICHHBIX OMOJIOTMYECKUX
aréHToB 1Jd14 MCIOUIIMHBI. B HACTOAIICC BpPEMs o6onee 30 COC,[[I/IHCHI/Iﬁ IpupoaAHOIroO
MPOUCXOKACHUA HAXOIATCA Ha Pa3HbIX JTallaX KIMHUYCCKHUX I/ICCJ'IG)IOBaHI/Iﬁ J1  JICUCHUA
Ppa3InYHbIX 38.60J'ICB8.HI/IIZ, B TOM YHCJIC paKa.

OHUM U3 TaKUX IPUPOJTHBIX coenHeHui sBisieTcs peochepun A (PPA), kotopsrii B 2006

roay Kmapau ¢ xomneramu [1] BriepBbie BbiaeaHIn U3 3HI0(pHUTHOrO rpruda, FA39

(Phaeosphaeria avenaria). B 2010 rogy Bo BcepoccuiickoM HMHCTHTYTE 3allMThI PACTCHUMN
(BU3P) deochepun A O6but BeiETICH U3 TBEPAOH KynbTypsl rpuba Phoma sp. N 19. On mokasain
BBICOKYIO IUTOTOKCHUYECKYIO aKTUBHOCTH [2], T03TOMY €ro XMMHUYecKasi MOTU(HKALIUS BBI3bIBACT

unTepec. Panee [3] Hameil ucciaenoBaTenbCKoi rpymnmnoil ObII0 JOKa3aHO, YTO MPOU3BOJHBIE IO
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BTOPUYHONW TUIAPOKCHIBHOW rpynme npu arome C-6 rerepouukia UMEIOT 00jee BBICOKYIO
LUTOTOKCUYHOCT, B CpaBHEHMH cC npupoanbiM PPA. Tak, Hanpumep, I0JIy4€HHOE
XJIOpalleTUIbHOE MPOU3BOJIHOE TOKa3alo, YTO OHO akTHBHee ucxogHoro PPA Ha kierouHoit
muann A549 [4]. Peakums amuiupoBaHHMs 0 BTOPHYHOW THAPOKCHIIbHOW Tpymme PPA ¢
UCIIOJB30BaHUEM  XJIOpALETWJI XJIOpUJa JaeT Xopoummi Bwixod. HMcexons wu3  aroro,
XJIOpPALIETUIBHOE MPOU3BOAHOE OBUIO MPHUHATO 32 MCXOJHOE COEIMHEHHUE Ul JalbHeWIei
XUMHUYECKON MOIU(DUKAIIIH.

Hamu Opiim monyduensr psim C(6) — mpomsBogabix PPA (pucyHOK 1), B KOTOPBIX K
ruapokcmty npu arome C(6) depe3 COOTBETCTBYIONIMUA XJIOPAUETUI XJIOPUJ MPHUCOCIUHEHBI

pa3lIinyHbIe MEpKaNTOa3areTeporuKkibl 1-7.

, ClAcCI
N-O —_—
pcm HO=
TEA Oj/
Cl
RI: 1\[\!/\!\] 2 | NN 3\N/§N 4 N/%N
=N o~ \=q L
H MWW H
N, A N
5 /N 6 N7 “N— 7 N\ v—
N—< \:/ \_

Pucynoxk 1. C(6)-auniaokcuMepKanToa3areTepoluKINUecKue MPOu3BOAHbIE TPUPOIHOTO
dbeochepuna A.

B JaHHOM HCCJICIOBAHHMU B Ka4€CTBC IIPOAYKTOB 3aMCHICHUSA HCIOJb30BAJIMCH PA3JIMYHBIC
MEpKaNToa3areTepolrKibl, Tak Kak ObUIO MOKa3aHO [5], 4TO OHU YyBEIMYMBAIOT OHOJIOTHYECKYIO
aKTHBHOCTh TPUPOJIHBIX COCOMHEHMH. Tarke, B Hamed mpeaslaymieii padore [6] ObuM mOITydeHBI
MepKanToOeH30THa30pHoe pou3BoiHOe PPA 1 coennnenne AV-6, KOTopble MPOsSBUIH 00Jiee BHICOKYIO
aKTUBHOCTh M3 TECTHPYEMBIX COeIWHEHHH. MepkanToOeH30THa301bpHoe Mpou3BogHoe PPA B 2 pasa

aktuBHee Ha Kietkax NCI-H929 u Bo MHOTO pa3 Oosnee akTHBHOE Ha KieTkax A549, yeM KOHTPOIBHOE



BellecTBO, ATono3u]. Coenqunenue AV-6 nposBUIO BBICOKYIO aKTUBHOCTb Ha O KJIETOYHBIX
JIUHUSAX, TT0O3TOMY OHO OBLIO UCCIICIOBAHO HA OCTPYIO TOKCHYHOCTH IIPH BHYTPHOPIOIIMHHOM
BBeJICHUM Ha Mbliax.3HaueHne LDso mpesbimraer 200 Mr/kr, B To BpeMs Kak 3Torno3u - LDsg

64 mr/kr. Ilomy4eHHOE 3HAYEHUE COOTBETCTBYET 3-MY KJIACCY OIACHOCTH (YMEPEHHO OIACHBIE

BEILIECTBA).

CI/IHTe3I/IpOBaHHBIe BCIICCTBA B HACTOAIICE BPEMs IMMPOXOJAT UCIBITAHHUA HA

OMOJIOTUYECKYIO aKTHBHOCTb.
Jlutreparypa

1. K. Maloney et al, Org. Lett.2006, 8(18), 4067 — 4070.

2. Abzianidze, V. V., et al, Bioorg. Med. Chem. Lett., 2015, 25, 5566-5569.
3. Abzianidze, V. V., et al, Mendeleev Comm. 2017, 27(5), 490-492.

4. Abzianidze, V. V., et al, Mendeleev Comm. 2017, 27(1), 82-84.

5. Sokolova S. A, et al, Chem. Heterocyclic Comp. 2017, 53(3), 371-377.
6. Abzianidze, V. V., et al, Bioorg. Med. Chem. Lett., 2018, 29(1), 59-61.



