YK 547.759.32
A. N. CaBenbeB, acIl.;
C. I'. Muxan€Hok, 3aB. kKapeapoil, KaH. XuM. HayK;
B. C. be36oponos, npod., 1-p. XUM. HAYK;
A. C. Kanennuk, crya. (BI'TY, r. MuHck)

CHUHTE3 3AMEIIEHHBIX IO ®EHUWJIHLHOMY KOJbIY
TETPATUJAPOKAPBA30JI-1-OHOB

3ameni€HHble MO (PEHWIBHOMY KOJIBIY TeTparupokap0a3ooHbl
HIMPOKO MPUMEHSIOTCA KaK MPEIIIECTBEHHUKH B CUHTE3€ COSUHEHUMN 00-
Jagaronmx ouonoruyeckoi aktuBHOCTHIO [ 1]. [lnpoko npumensemsiit s
OKHCJICHUS] aKTUBUPOBAHHBIX METHJICHOBBIX TPYII JTMOKCHUJ] CEJieHa BECh-
Ma pacrpoCTpaHEHHBIN peareHT B J1abopaTOpHOU mpakTuke. B omucanHoin
B JIUTEpAType METOJIMKE NpH OKcureHupoBanuu 2,3.4,9-tetparunpo-1H-
kapOazona 1 okcumom ceneHa [V mo mosnokeHuto 1 BBIXOJ IIEIEBOTO
2,3,4,9-terparuapo-1H-kapb6azon-1-ona 7 cocrasisier 44%, a pu OKHUCIIe-
HUU 3aMEIIEHHBIX MO (PEHUIBHOMY KOJIbIY TETparuapokap0a30jIoB BHIXOJ
COOTBETCTBYIOIIMUX TETparuapokap0a3oinoHoB He npesbimaet 20% [1]. [dan-
Hasi paboTa SIBISIETCS MPOJIOKEHUEM paHee HAavyaThIX MCCIEIOBaHUM, B KO-
TOPBIX HaM yJIaJIOCh TIOBBICUTh BBIXOJI IIEJIEBOTO TETparuapokapoas3oi-1-ona
10 52% [2]. B mpencraBneHHON pabOTe MBI MOCTABWIIM Tepes COOOM IeIh
I0paboTaTh NPEIJIOKEHHYI0 HAMU METOJUKY U MPUMEHUTH €€ JJIsi CUHTE3a
3aMEMIEHHBIX TI0 (DEHUITHPHOMY KOJIBITYy TETparuapokap0a3o-1-oHoB.

Ha ocnoge 2,3,4,9-terparuapo-1H-kap6a3zonoB 1-6 Hamu ObLIH TI0-
ayuenbl 2,3,4,9-terparunpo-1H-kap6a3oin-1-ous 7-12 coriacHo cxeme,
MPEICTABJICHHON HIXKE.
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Ha npumepe okucieHus JUOKCUIOM CeJieHa He3aMEeIEHHOIO TeTpa-
ruapokap6azona (R;=R,=H) 1 Obu1 mpousBea&H moadop ycioBuit 3Toi pe-
akumu. Kak BUIHO W3 AaHHBIX B Tabmuie |, OTHOCHTEIHHO MEPBBIX IBYX
ONbITOB  (JIuTepaTypHas Meroauka) [l], coOTHOlIEHHE  OKHCIH-
TeJb/CYyOCTpaT ObUIO YMEHBIIIEHO C IIEbI0 MPEIOTBPATUTH BO3MOXKHOCTD
JanbHEHIIero OKHUCIEHUs, MOJy4aeMoro TeTparuapokapOason-l-ona 7

UMEIOIIIMCS B PEAKIIMOHHON CMECH M30BITKOM TMOKCHUIA CEJICHA.
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Ta6auna 1 - IloxGop yc/10BUi peakuuu OKMCJIeHUs TeTparuapoxkapoasosa
1 TMoKCHIOM ceJleHA

Ne Bpewms CoorHoltenue CooTHolIeHnE Brixon
OIbI- | pEaKIuH, SeOy/TeTparuapo- JIMOKCaH/TeTparu-  [TeTpa-ruapokapoa-
Ta MUH  [kap6azon 1, Mmoaw/Moib | mpokap6aszon 1, i/ | 3om-1-oHa 7, %
1 20 1,6 75 19
2 30 1,6 150 29
3 70 1,2 220 46
4 80 1,2 1000 52
5 95 1,2 1500 70
6 115 1,2 1600 81

BuaHo, 4TO yMeHBIIIEHHE KOJWYECTBA OKHUCIMUTEINS TMOJOKUTEIBHO
CKa3bIBaeTCs Ha BBIXOJE LIEJIEBOr0 mpoaykra 7. JlanpHeullee ke yMEHb-
IIEHUS] COOTHOILIEHUSI OKUCIHUTEIB/CYyOCTpaT NPUBOJIUIIO K TOMY, YTO peak-
Usl HEe IpoTeKasia 10 KOoHUA. Takke BhIXOA NMPOAYKTa 7 yBEIMYUBAETCS MO
Mepe pa30aBIeHUs] PEAKIMOHHOW CMECH JMOKCAHOM, HO IIPU 3TOM YBEJH-
YUBACTCS U BpeMsl MPOBEACHUS peakiuu. Bpems peakuuu omnpenessiu,
KOHTPOJUPYA MOJHOTY €€ MPOTeKaHUsI METOJAOM TOHKOCIOWMHOW XpoMaro-
rpaduu. Takasi B3auMOCBSI3b BBIXOJA MPOAYKTA 7 U CTENEHU pa3daBiIeHUS
PEaKIIMOHHON CMeCH, BUJIUMO TaKKe MOXET ObITh OOBSICHEHAa MEHbIIEH
BEPOSITHOCTHIO JTAJIbHEHIIIETO OKHMCIICHUS TMOJIydaeMoro npojaykra 7 B 0o-
jee pa30aBICHHOM peakIMOHHOW cMmecH. A Takke B 0ojee KOHUEHTPHUPO-
BaHHBIX PAcTBOpPax BO3MOKHO 0Opa3oBaHHE KaKUX-JIMOO acCOLMAaTOB WM
MPOJYKTOB PEaKIMi ¢ y4acTHeM HEYCTOMYUBBIX MPOMEKYTOUHBIX HHTEP-
MEJIMaTOB, 00PA3YIOMIMXCS COTJIACHO MEXaHU3MY JTUIHHOTO OKUCIICHHUS.

Jlanee corjmacHo pa3pabOTaHHOW METOJMKH OBLI MOJIYYEH P 3aMe-
MIEHHBIX 10 (PEHMIIBHOMY KOJBILy TeTparuapokapOasoi-1-onos 8-12. Kak
BUJTHO U3 TAOJIUIBI 2 HAMOOJBIIHUNA BBIXOJ XapaKTepeH /I He3aMeIlIEHHO-
ro 2,3,4,9-rerparuapo-1H-kap6azosn-1-ona 7.

Tab6anna 2 — CunresuposBanunsle 2,3,4,9-rerparuapo-1H-kap6a3oiu-1-ous1 7-12

Ne Ha3ssanue coequuenus R, R» BHOXOI[’
COCJTMHEHUS Yo
7 2,3.4,9-terparunpo- 1 H-kap6a3zon-1-on H H 81
8 b-auTpo-2,3.4,9-Trerparuapo-1H-kap6azon-1-on | O2N H 32
9 b-metui-2,3,4,9-rerparunpo-1H-kap6azon-1-on | Hs;C H 25
10 1-okco-2,3,4,9-teTparuapo- 1 H-xap6a3oi-6- Hooc | H 77
KapOOHOBas KUCIOTA
11 6-6pom-2,3,4,9-teTparuapo- 1 H-xkap6a3oii-1-ox Br H 71
12 B-metmi-2,3,4,9-terparunpo- 1 H-kap6a3on-1-oxn H HsC 45

Coenunenus 10, 11, copepxaiire akUeNTOPHbIE 3aMECTUTENH, IO-
Jy4eHBI ¢ OOJIBIIMMU BBIXOJAMH B CPaBHEHUU ¢ coeauHeHHsMU 9, 12, co-
JICpXKAIUMHU JIOHOPHBIE METHWJIbHBIC TpyInbl. M3 3TOMl 3aKOHOMEPHOCTH
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BBIOMBAETCSl COENMHEHME 8, coliepiKalllie HUTPOTPYIILY B IMOJIOXKEHUU 6.
Menbime BbIXOAbl TPOAYKTOB 9, 12, MOryT OBITH CBSI3aHBI C BO3MOKHO-
CTBIO OKHMCJICHUSI apOMATHYECKUX METUJIbHBIX TPYIN B YCIOBUSAX PEAKIIUU,
HO CTOUT OTMETHUTh, YTO MPOAYKTHI MOJOOHOTO pojia HE OBbLIN BBIICICHBI
HaMH U3 PEAKIIMOHHOW CMECH.

Takum o0pa3zom B pe3ylibTaTe MPOBEACHHOW pabOThl HAMU ObLIU
pa3paboTaHbl METOAWKH mojydeHus 2,3,4,9-rerparuapo-1H-kap6a3zon-1-
oHOB 7-12 u3 cootBercTBYOMUX 2,3,4,9-TeTparuapo-1H-kap6azonos 1-6,
NyTEM UX OKUCJIEHUS TUOKCUIOM ceseHa. Pa3paboTaHHble HAMH METOIUKH
MIO3BOJIAIOT MOJIYYaTh LEJIEBbIE MPOAYKTHI C BBIXOAAMH, MPEBOCXOASIIMMU
TaKOBBIC JIJI1 YIIOMHUHAEMBIX B JIUTEPAType METOJIUK OKHUCJICHUS TeTparui-
pokap0a3oiioB AUOKCUIOM ceneHa [1]. MaauBuyanbHOCTh CUHTE3UPOBaH-
HBIX COCIMHEHHUMN M UX CTPYKTYPHI ObUTH MOATBEPK/ICHbI JaHHBIMU SIMP- 1
UK-cnexkrpockonuu.

JINTEPATYPA

1. Therapeutic compounds and methods to treat infection Ceramic
substrate and method for the production thereof [Electronic resource] : pat.
WO 2019005841A1 / E.J. Lavoie, A. Parhi, H.Y. Sagong. — Publ. date
03.01.2019. — Mode of access: https://patents.google.com/patent/ WO2019
005841A1/en. — Date of access: 29.01.2019.

2. CaBenbeB, A. U. Cunres 2,3,4,9-terparuapo-1 H-kap6azon-1-ona /
AN. Casennes, C.I'. Muxanénok, B.C. be3bopoaos // 72-s1 Bcepoccuiickas
HAyYHO-TEXHUYECKash KOH(PEPEHIHsI CTYyICHTOB, MAarCTPAHTOB M aCIUpaH-
TOB BBICIINX YYCOHBIX 3aBEJICHUN C MEXKIYHAPOJIHBIM YYACTHUEM : MATEPH-
anbl KoH(., Spocnapns, 24 anpens 2019 . : B 3 u./ SIpocnaBckuii rocynap-
CTBEHHBIN TEXHUYECKUIN YHUBEPCUTET; peakoi.: M.A. Kanakotuna. — Spo-
ciasib : M3gat. nom AI'TY, 2019. —Y.1. - C. 136 — 138.

157



