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ABSTRACT

By the reaction of alkaline hydrolysis of 4-R-sulfinyl-6-methyl-1,3-dihydrofuro[3,4-
c]pyridine-3-ones, new salts of nicotinic acid were obtained.

Keywords: nicotinic acid, 4-R-sulfinyl-6-methyl-1,3-dihydrofuro[3,4-c]pyridine-3-ones, alkaline
hydrolysis, biologically active substances.

BBenenme.

HewnsmeHHBIVI MHTepeC K XVIMUM IIPOV3BOIHBIX IIMPVAVIHA O0YCIIOBIIEH MX O1OIOrYecKo
aKTMBHOCTBIO. VIcriosp3oBaHIME  3aMeIeHHBIX NOVPUAMHOB B  KadecTBe JIeKapCTBEHHBIX
npenapartos, Kpacutestens, [IAB mogpobHo paccMoTpeHo B pabote [1]. AHTMBUpPYCHBIE CBOVICTBA
N-ankwi-3-maHo-2-IMPUAOHOB M 3-IIMaHO-2-aJIKOKCUIIMPUAMHOB ¥ aHTMOaKTepuaIbHas
aKTMBHOCTb IVPUAOTMEHONVPUMWIMHOB OMMCaHbl COOTBETCTBEHHO B cTaThsx  [2] u [3].
PocTperynupyromme CBOVICTBA IIPOVI3BOIIHBIX 2-0Kco(Tro)IpuanH-3-KapOoHUTpIIIa
VICCITeZTOBaHBI aBTOpamu [4-6], a aHTMAOTHAS aKTMBHOCTH - [7-11]. IlpuMeHeHMe OumosorTYecKm
aKTVBHBIX COeIVHEHMVI 00JIerdaeT X pacTBOPUMOCTD B BOZIE.

[TosToMy mernpio Hamrerm paboTHI SBWIOCH IIOJIyYeHVe Ha OCHOBE CUHTE3VPOBAHHBIX U
omnmcaHHBIX paHee 4-R-cyibdanmi - 6 - Metwi - 1,3 - guruapodypo [3,4-c]Jmmpunns-3-oHoB 1la-7
[12] BomopacTBOPMMBIX HMUKOTMHATOB 2a-I, IePCIeKTUBHBIX OMOIOIMYEeCcKM aKTMBHBIX BeIeCTB

(puc. 1).
HO -+
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Pucynox 1. Cunmes coseti 2-R-cyavgparus-4-eudpoxcumemus-6-memuAHuKOmuHoB0ot KucA0mol

MarepwmaJsibl M MeTOOBI McCIIeTOBaHWS

1 peaym3amiyy IOCTaBJIEHHOW 1iejI  IIpOBefleHa peaklysl IIeJIOYHOro TIUpoIn3a
JIaKTOHHOTO IMK/Ia coenyHeHMN 1. B KauecTBe 1MCXOIHBIX peareHTOB MCIIOIIb30BaHbl COEIMHEHS
dopmyrel 1, comepxaiiux B panukaie R caoxuHosdpupnbem (la), denammwibae (16), aMuIHbBII
(1B) dparmenTsl, rerapwibHble (1r, 1) 3aMecTmTenM. Peakinio MpOBOAWIN B KUIISIIEN BOIHO-
CIMPTOBOVI CpeJie C VICIIOJIb30BaHVEM SKBMMOJISIPHOIO COOTHOIIIEHNSI peareHToB. Bpems peakiim
dukcuposaimm merogom TCX 110 pacxomy McxomHbIX coenyHenm 1 a-a (Tadst. 1).

VK crekTpel 3ammceiBaiich Ha crekrpomeTpe Bruker Vertex 70 ¢ wmcmosp3oBaHMeEM
IIPUCTaBKM HapPYIIeHHOro IIOJIHOIO BHYTpPEeHHEro OTpaXeHWs Ha KpuUcTaule ajiMasza 0Oe3
IOTIOJTHUTENIbHOM ITpoborionroroskn (crekTpaabHbI ananaszoH 4000-400 cml). TemmepaTypbl
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IUIaBJIeHNs OIlpefleJleHbl Ha HarpepaTeslbHOM ammapaTe Stuart SMO 30. DieMeHTHBIVI aHAIN3
sbitoyiHeH Ha CHN-anammsatope Hewlett-PackardHP-185B. KonTpons Hajg, XxomoM peakimmn
ocytiectsiieH MerogoM TCX Ha mractunax Silufol UV-254 (rekcan-aneron 1:2), mposiBuUTesIb —
IIapkl rioaa.

Pe3ynpTaTsl McciienoBaHMA
B xome mposemeHHom paborbel mosyueHbl  2-R-cynbdanHmii-4-ryapoxcrmMeTi-6-
MeTVWIHMKOTMHATEI 2a-71, C XOPOIIMM BbIxofgaMu (Taoir. 1).

Tabauya 1.
Bpems cunmesa u Bb1x0061 npodykmob peakyuu
Coennuenne Bpewmst peakinm, u Brixom, % T. w1.,°C
2a 4 91 232-234
20 2 68 220-221
2B 3,5 83 264-266
2r 2 62 174-176
2n 2 51 187-189

Cosm 2a-71, - GecliBeTHBIE KPUCTa/UIbl, PaCTBOPMMBIE B BOfle, YKCYCHOVI KICIIOTe, CIIUpPTe, He
pacTBOpuMBIe B ajIkaHaX, adupe, xJ1opodopMe, arleToHe. PUMKO-XUMITIecKre XapaKTepUCTUKU
coefHeHUV 2a-7, IpelcTaBieHbl B TaOmuie 2. CTpyKTypa CHHTe3MpPOBaHHBIX COJIel
HVIKOTVHOBOVI KVCJIOTHI 2a-11, IOATBEP>KIeHa CIIeKTPaIbHBIMIL TAHHBIMU (Ta0J1. 2).

Tabauya 2.
Dusuko-xumuieckue Xapakmepucmuku cunmesupobannvix Beujecmb
C CrpykTypHas bpyrro- Hamnpeno, % VK,
oenu- dopmyria dopmyia Berumcrieno, v, cm!
H %
eHue { ]
OO | H
"ON ok

2 Xr Yo C16H14NO4S i 3
a | NG Sw K 4.08 2 28 570 263

© 406 | 97 | 94
i(PIiz ‘ |
2 X Yo C15H15N205 1 y
| A 818 | 05 | 49
6 A D SK | | 566 | 382
° 811 | .04 | .48

HO o H
2 = 9 Ci7HisNsOs | 301 | 79 | 94 |
B \ 7SN . SKBr ST T 567 | o7

3.04 | .76 .86
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C CrpykrypHas bpyrro- Harvmeno, % VK,
oenu- dopmyria dopmyia Borunciieno, v, cml
H %
eHue ]
O0O- H
"oy ok
2 xr Yo C11H12NOsS :
| 2.74 .95 57
r N s OMe K == | = = | 574 | 295
/\([)]/
2.70 91 53
2 "N ] o C12H11N204
= SK 531 | 51 | .89
I \ 7 S/@ 577 | 150
5.27 A48 .80

B VK cnexkrpax comeri 2a-g 10 CpaBHEHMIO CO CHEKTpaMV WMCXOAHBIX JIAKTOHOB la-7
OTCYTCTBYeT II0JI0ca IOIJIOLIeHMs KapOOHVWIBHOV TPYIIIBI JIAKTOHHOTO KOJIbIIA M IIOSIBJISIOTCS
TI0JIOCHI BaJIEHTHBIX KOjleOaHMI KapOOoKCcmIaT-aHMOHA U IV POKCUIIBHOV TPYIIIIBI COOTBETCTBEHHO
nput 1577-1566 cm! 1 3380-3150 cm! (Tabi. 2).

Cpeny 1I0JIy4eHHBIX COJIeV BbISIBJIEHBI BellleCcTBa, IIPOSBIISIONINe CJIa0yo aHTUMUKPOOHYIO
aKTMBHOCTB 110 OTHOIIEHMIO K KyJIbTypaM St. aureus, E. coli m Saccharomyces sp. (Tabi1. 3).
Tabauya 3.
Pesyavmamut mecmupoBanus Ha anmumukpodHoe deticmbue

Coen MuHVIMaIbHAS TTO/TABIISIONTAS KOHIIEHTPAIs, MKT/ MJT
VHeHe S. aureus E. coli Saccharom
ATCC 25923 ATCC 25922 yces sp.
2a 2000 2000 2000
20 2000 2000 2000
2B 1000 2000 2000
2r 1000 2000 2000
2n 2000 2000 2000

VlccrremoBaHme O10I0TMUecKOV aKTVBHOCTY CTPYKTYP 2a-11 ITIPOJI0JDKaeTCsl.

BriBOObI.
1. Ocy1iecTBiieH CMHTe3 paHee He OIVICAHHBIX BOJOPacTBOPUMBIX cojtelt 2-R-cynbdanmi-4-
MO POKCUMETI-0-MeTVUTHVKOTVHOBOV KVMCIIOTHI.
2. C nowmompo PUMKO-XMMUYECKMX MeTOAOB aHa/l3a YCTaHOBJIeHa CTPYKTypa
CUHTEe3VPOBAaHHBIX COIVIHEeHWA.
3. IIpoBeeHO McIbITaHVe Ha OVMOJIOIMYECKYI0 aKTMBHOCTD I10JIy4eHHBIX 2-R-cysibdanni-4-
I POKCUMETII-6-MeTVUTHVUKOTVHATOB KaJIVis.
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