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BriepBbie CHHTE3UPOBAHBI JUATKUI-5-aMUHO-2-THAPOKCH-4,6- TUMETUITN30(TAIATHI PU BOCCTAHOBJICHUH
JUTHOHUTOM HATPHUS COOTBETCTBYIOIINX HUTPO30MPOM3BOAHBIX. JIJIS MOMYYECHHBIX COCIMHEHUI OMpeaeiCHBI
3HaueHus pK, n pKgyt C y4eToM KHCIOTHOCTH M OCHOBHOCTH HAMJICHBI YCIOBUS IS CYIb(OHUINPOBAHUS
aMHUHON30()TATATOB 1-TOMYONICYTb(POXIOPUAOM U n-arieTaMHuI00eH30Cynb(oxIopuaoM. B pesynpsrare mo-
Jy4YeHBl paHee HEU3BECTHBIC CyNb()OHIINPOBAHHBIC TPOMU3BOIHBIC MTEP3aMEIICHHBIX AMHHON30(TATATOB C
MMOTCHINAJIBHBIMUA POTHBOMUKPOOHBIMH CBOMCcTBaMH. COCTaB M CTPOCHNE COSAMHEHUH MOATBEPIKICHEI C
nomomisio MK, Y®, SIMP 'H criekTpockonuu i Macc-CrieKTpoMeTpui. 110cpeicTBOM KBaHTOBO-XHMHYECKHX
BerancieHanii MmetonoM DFT BP86-D3/def2-SVP ycranoBiaeHO reoMeTpruecKkoe CTPOCHHE CyIb()OHIINPO-
BaHHBIX COCIMHECHM. BBISBICHO aHTHOAKTEpUATILHOE JEHCTBUE TUATHII-S5-(4-a1rieTaMu100eH30/1CyIb(hOHAMH-
J10)-2-TUAPOKCH-4,6- TUMETHIN30( TaIaTA.

KoroueBble ciioBa: cuHTe3, CyJIb(QOHUINPOBAHKE, N-TOITYOJICYIb(OXIOPH L, 7-alleTaMHUI00€H30IICYIIb(POXIIOPHL,
amuHouzo¢ranarsl, MK-cnekrpockonus, SIMP-criekrpockonusi, Macc-ClieKTpOMETpPHsl, KBAHTOBO-XUMUYECKHUE

PpacycThl, aHTI/IGaKTepI/IaHLHOC ﬂeﬁCTBI/Ie.
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Panee MBI cooOmianu O CHHTE3€¢ HOBBIX CYIb(O-
HWIBHBIX MPOU3BOAHBIX IUISI JBYX IEpP3aMEIICHHBIX
JTMaIKiiIaMUHOM30¢ TanaTos [1].

Cynbhanunamuaele mpenaparsl — 3Q(GEKTUBHbIC
XMMHUOTEPATNIeBTUUECKUE CPENICTBA, KOTOPBIE IEPBBIMU
CTalll CHCTEMAaTHYECKH MCIIOJIb30BATHCS AJISl TIpey-
MIPEXICHHS U JIeueHUs: OaKTepUaNbHBIX WHPEKIHH y
yesoBeka [2, 3]. OgHako MUKPOObI HMEIOT CBOMCTBA
MOCTOSTHHO «TPUCTIOCA0NNBATLCS» K JICHCTBUIO Jie-
KapCTBEHHBIX CPEJICTB, M3-3a 3TOr0 MHOTHE Cylb(a-
HUJIAMU/IHBIC TIPETIapaThl IEPECTAIOT Ha HUX ACHCTBO-
Bath. [loaTOMYy TomydeHne HOBBIX Ooiiee d(pPeKTHB-
HBIX CyJIb(aHMIaAMUIHBIX TPOU3BOAHBIX PA3THIHOTO
CTPOCHHS SIBISIETCS aKTyaIbHOU 3a1a4eil.
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Hannast paboTa MOCBAIIEHA TOJYYEHHIO HOBBIX
COCMHEHUN C CyIb(aMUIHOW TPYNIION U U3yUSHHUIO
UX HEKOTOPBIX CBOMCTB. Jlyis ompezneneHus ycaoBU
Cynb(OHWINPOBaHUS ObUla H3y4YeHAa KHUCIOTHOCTb
U OCHOBHOCTb JMAIKUII-5-aMUHO-2-TUIAPOKCU-4,6-
TUMETHIH30(TanaroB. Pe3ynsratoM cuHTE3a B Hali-
JICHHBIX YCJIOBHSX CTAJIO TIOTYYECHHNE paHee HEeN3BECT-
HBIX CYTb(OHUINPOBAHHBIX AMHUHOB, CTPOEHUE KOTO-
PBIX JIOKa3aHO C TIOMOIIbIO0 COBPEMEHHBIX CIIEKTPaIb-
HBIX METOJIOB aHAJIN3a; MIPOBEJEHNE KBAHTOBO-XHUMH-
YECKUX PacueTOB MO3BOJIMJIO MPOBECTU CPABHUTEINb-
HYIO OLICHKY DHEPrHH BO3MOXXHBIX 0O0pa3yloUIMXcs
KOH(OPMEPOB U MOCTPOUTH MOJECIH CYIb(OHUINPO-
BaHHBIX MOJIEKYJI.
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Cxema 1. Cxema nomnydeHus cynb()OHWINPOBAHHBIX TPOM3BOAHBIX IIEP3aMEIIEHHBIX aMUHOM30()TAIIATOB.
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R = CH, (a) [1], C,H, (b) [1], C:H, (¢), CH(CH,)CH, (d), CH,CH(CH,)CH, (e).

B kauecTBe MCXOMHBIX COCIMHEHHH UIsI CHHTE3a
CyTb(OHMINPOBAHHBIX AMHHOB HCITOJIE30BAJTH TIep3a-
MeIIeHHbIe HUTPO30()EHOIBI B BUIE KAJINEBBIX COJeH
3a—e [4]. [Ipu BOCCTaHOBICHUHU TUTUOHUTOM HATPHS
BIIEPBBIC MOJYYWIA B CBOOOJHOM BHUJC JTUAJIKHI-S-
aMUHO-2-THIPOKCU-4,6-nuMeTmin3odranarel  4c—e
(cxema 1).

ITockonbKy KHCIIOTHO-OCHOBHBIE CBOWCTBAa Opra-
HUYECKUX COCTUHCHHN SIBISIFOTCS (DyHIaMEHTAIb-
HBIMH, TIPEICTaBIIOCh HEOOXOIMMBIM HCCIEI0BATh
9THU CBOWCTBA JJIA BIEPBbIE CUHTE3UPOBAHHBIX IEp-
3aMEIICHHBIX COCAMHECHUH aMHUHOM30()TaNIaTHOIO
psana. 3HaHWE OCHOBHOCTU M KUCIOTHOCTH TIO3BOJIS-
€T OmNpeeuTh, B Kakol obmactu pH cpemsl ciieayet
IIPOBOJIUTh pPEaKIUU CYIb()OHWINPOBAHUS JTaHHBIX
COeIMHEHNH. DTO O0COOEHHO Ba)XKHO B CBSI3H C TEM,
9TO B MOJIEKyJIaX IMep3aMelIeHHbIX aMHHON30(Tama-
TOB €CTh JIBa HYKJICOHIIbHBIX I[EHTPA: aTOM a30Ta

AMUHOTPYIINBI C HEMOJEIECHHON AJIEKTPOHHOW mapoi
Y OTPHUIATEIBHO 3aPSKEHHBIH (DEHOIBHBIN aTOM KHC-
JI0pojia B OCHOBHBIX Cpefax.

Jnst onpeneneHust KUCJIOTHOCTH Mep3aMEeIeHHBIX
aMMHOM30(TANCBBIX KUCJIOT MCIIOIb30BAIM CIIEK-
tpodoromerpuueckuii merox [5]. Iomyumnun Y-
criekTphl B pactBopax ¢ pH ot 7.0 mo 12.0, Ha puc. 1
MpHUBeJeHa B KadeCTBE IPHUMeEpa Cepus CIIEKTPOB AU-
3THII-5-aMUHO-2-THAPOKCHU-4,6-1uMeTnin3oranara
(4b). BunHo, uto mpu niepexo/ie OT HEHTpaIbHOU cpe-
Ibl K CHUJIBHOILEJIOYHON HaOIIOAaIOTCsl CYILIEeCTBEH-
HbIe M3MeHeHus B YD-criekTpe, CBI3aHHbIC ¢ 00pa3o-
BaHUEM aHMOHA; TPU ITOM IPOHCXOIUT yBEITHUECHUE
ONTUYECKON MJIOTHOCTU D Ha JjIuHEe BOJHBI 335 HM,
KOTOpasi ¥ Obl1a BEIOpaHa B Ka4eCTBE aHAIUTHYECKOM.

ITo pe3ynbraram U3MEpeHU ONTUYECKOM MIOTHO-
cty B hocharHbIX OydepHbIX pacTBopax [6] Ha 1iMHE
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Puc. 1. Y®-cnekTpbl AUITUN-5-aMHHO-2-TUAPOKCH-4,6-
numetnnusodranara (4b) npu pH 7.0 (/) npu pH 9.0 (2)
u ipu pH 12.0 (3).

BONHBI 335 HM OBUTH TIPOBEIEHBI pacyeThl MOHHU3A-
ITMOHHOT'O OTHOHICHUS In IMOoCTpOCHA 3aBUCUMOCTH
lg/ ot pH pacTBOpOB, KOTOpasi OKa3ajach JTUHEHHOM
C TAaHICHCOM YyIlIa HAKJIOHA, OJU3KMM K EIMHUIIC

(puc. 2).

ITo 5TMM JaHHBIM BBIYMCIWIM 3HadyeHus pkK, =
9.01+0.03. [dmsa ocTajdbHBIX 3aMEIICHHBIX aMHHO-
n3odranaroB 3HaUeHUA pK, ONpenesisiiii aHAIOTHYHO
(Tabm. 1).

[TomyueHHble pe3ynbTaThl CBHUAETENBCTBYIOT O
TOM, 4TO JIJIsl BCEX Mep3aMelIeHHBIX aMUHOU30(Tama-
TOB 3HaueHHs pK, OUeHb ONU3KU U OTIMYAIOTCS IPYT
OT Jpyra B Ipefenax MOrPEeHIHOCTH. DTO O3HAyaer,
gro npu pH = 9.0 Bce u3yvaemble aMHUHONU30(TAIATHI
JUCCOLMUPOBAHbl HANOJOBUHY, T.€. B HEHTpPaIbHOU
cpene npuMepHo B obiactu pH = 7.0 ruapokcurpyr-
I1a TOYTH IMOJHOCTHIO HAXOOUTCS B HEOUCCOLUUPO-
BaHHOH (hopMe 1 €€ HEBO3MOXKHO OyZIeT CYIIb(OHMIN-
poBarth.

g onpezneneHus OCHOBHOCTU MeEp3aMeIeHHbIX
aMHHOM30()TAJIaTOB TAKXKE HCIOJIB30BAU CIIEKTPO-
(horomerpuueckuii Merox [5]. [lomyumm cnexTpsl B
pactBopax ¢ pH ot 1.0 no 8.0. Ilpu nepexone ot cuiib-
HOKHCJION Cpelbl K HEUTpaJbHOM HPOUCXOIUT yBe-
JIMYEHUE ONTUYECKON MJIOTHOCTH D Ha [UIMHE BOJIHBI
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Puc. 2. 3aBucumocts norapudMa HOHU3AMOHHOTO OTHO-
meHus ot pH s ausTHI-5-aMUHO-2-THAPOKCU-4,6-1TH-
MeTumzodTanara (4b).

320 uM, KoTOpas U ObLIa BEIOpaHa B Ka4eCTBE aHAIU-
trueckoi. Ilo pesynbraTaMm M3MEpPEHHH ONTUYECKON
TUIOTHOCTH B LUTPATHBIX Oy(hepHBIX pacTBopax [6]
Ha juuHe BONHBI 320 HM OBUTH TPOBENEHBI PacyeThl
U MOIy4YeHbl 3HaueHUs pKppr+ A BCEX COCAMHEHUN
4a—e (Tabm. 2).

[Tony4yeHHsle pe3yapTaTbl NOKA3bIBAIOT, YTO 3HA-
yeHus pKpp+ BCeX INep3aMeNIeHHBbIX aMUHOM30(Ta-
JIaTOB TaKKe OMU3KU M OTIUYAIOTCS APYT OT JIpyra B
npezenax MorpenrtHocTH. JTo 03Hayaet, uro npu pH
~ 4.0 Bce W3yyaeMble COCIUHEHHS TPOTOHUPOBAHBI
HAIoJIOBHHY, T.€. B HEUTPAJIbHOU Cpeae MPUMEPHO B
obnactu pH = 7.0 amuHOrpymma HaxonuTcs B hopme
CBOOOTHOTO OCHOBAHMS U €€ OyJIeT JEeTKO CYyab(hOHH-
JIMPOBATb.

B T0 e BpeMmsi mpu Cynb(OHWINPOBAHUHU JHAI-
KHJI-5-aMUHO-2-THAPOKCH-4,6- TMMETUIIN30 () TAIaTOB
cienyer u30erarb CUJIBHO ILEJNOYHBIX Cpell, TaK Kak
oOpasyromuiics npu 3ToOM aMHHO(EHOJSAT-UOH MO-
JKET CTaTh BTOPHIM KOHKYPEHTHBIM HYKJICO(QHILHBIM
HEHTpOM M TonBeprarbesi O-Cylb()OHWINPOBAHUIO
[7-11].

Ta6auua 1. Koncrante! pK, A1 AUAIKUI-5-aMUHO-2-THAPOKCU-4,6-1uMeTunn30(TanaTos 4a—e.

CoenuHenune R pK,
4a CH;4 9.05+0.04
4b C,H; 9.01+0.03
4c n-C3H, 9.09+0.03
4d u30-C3H, 9.06+0.04
4e smop-C4Hg 9.03+0.04
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Tabauna 2. KoHcTauTsl pKpyt IHATKII-5-aMUHO-2-THAPOKCH-4,6-TnMeTHIIN30(hTanaros 4a—e.

Coenunenne R PKpt + ApKpyt
4a CH; 4.00+0.04
4b C,H; 4.05+0.04
4c n-C3H, 4.07+0.03
4d u30-C3H, 4.03+0.04
4e emop-C4Hg 4.00+0.03

C yd4eroM MOJY4YEHHBIX JaHHBIX [0 KHUCIOTHOCTH
W OCHOBHOCTH TPOBENH CYJIb()OHWINPOBAHUE aAMHU-
Homnzo(ranaroB 4a—e B BOAHOI cpene ¢ 100aBIeHU-
eM HeOONmbIIMX NOpPUUH #-TOTyoNCYyNb(oxIopuaa
B COOTBETCTBHH co cxemoi 1. [Ipu 3TOM mocTostHHO
HENTPaIN30BaIN BBICISIOMIUICS XJI0OPOBOIOPOS IS
noaaepxkanust pH 6.5-7.0. B urore BnepBbie MOJy-
YEeHbl JUAIKHUI-5-(4-TonyoncyabpaMuio)-2-rupoK-
cu-4,6-muMeTn30(TanaTe Sc—e, KOTOpble OUUIIIaN
MePEeKPUCTAIUIN3ALMEN U3 BOJBL.

[lo orpabGoTaHHOW TpPU TOZWIUPOBAHUU METO-
JUKE TIpH JEHCTBHH n-alleTaMHHOOCH30JICYIb(OX-
JopHJa TIONyYUIId paHee HEU3BECTHbIC CybhaHMII-
aMuIbl — JHAIKWI-5-(4-areTaMu00eH30ICyIb(o-
HaMHIO)-2-TUAPOKCH-4,6-THMeTHIIN30(TamaTel 6¢c—e
(cxema 1).

Crpoenne Cymb(GOHIINPOBAHHBIX MTPOU3BOIHBIX
S5c—e u 6¢—e, MOTy4EHHBIX BIIEPBBIE, JOKA3aHO C IIOMO-
mpto MK, AIMP 'H u '3C cnexrpockonun, mace-criex-
TPOMETPHUH.

Tak Kak MEXaHU3M aHTHOAKTEPUAITLHOTO JICHCTBHS
cynb(haHUIaMHUIHBIX TIPErapaToB CBsi3aH ¢ 00pa3o-
BaHUEM I1CEBIO(DOINEBON KHUCIOTHI JUIS HApyIICHUS

R2 R?
S0 OH 07
0 ~ 0
P
H;C $1 CH;
HN__ 0
/S\
\CZ O
1 \ /
R

cunte3a PHK marorennoit 6akrepuu [12], mpeacras-
JISJIOCh BaXKHBIM U3YYUTh MPOCTPAHCTBEHHOE CTPOE-
HUE BIIEPBBIC MOTYYCHHBIX CYIb(PaMHUI0B.

Jlil yCTaHOBIEHUS TE€OMETPUUYECKOTO CTPOCHHUS
MOJTYYEHHBIX CYIb()OHUINPOBAHHBIX MPOU3BOJHBIX
S5a—e u 6a—e (puc. 3) BBINOJHIIN KBAHTOBO-XHMH-
gyeckue pacuersl merogom DFT BP86-D3/def2-SVP
[13—18] B mporpammuoM makete ORCA 4.2 [19, 20]
¢ ucnonb3oBanueM RI mpubmmxenus [21-26]. [pu
3TOM IJISl KaXKAOTO COCAMHEHMS AOIOJIHUTEIBHO BbI-
MOJHSJIM  BBIYMCICHHST KOJeOaTelnbHOTO CHEKTpa.
OtcyTcTBUE B HEM OTPHLATEIBHBIX YacTOT SIBISIIOCH
KpUTEpUEM JIOCTHIKEHHSI paBHOBECHOTO I'e€OMeTpHye-
CKOT0 CTPOCHMS TOM WM APYrod paccMaTrpuBaeMoil
CTPYKTYpPBI, Hapsa1y C JAOCTHKEHHEM MHUHUMyMa eé
MIOJIHOM DHEPIHUHU.

Haubonee craOunbHble KOH(pOPMEpHI BCEX pac-
CMaTpHUBaeMbIX COCIIMHEHUH HUMEIOT CXOXee CTpoe-
Hue (puc. 4 u 5).

[Ipu 3TOM B ciydae, korma R! = Me, MoxHO Ha-
Omtorath yBeln4YeHHe abCONOTHOTO 3HAYEHHS TOp-
cuonHoro yrma C'NSC? Mexy MIOCKOCTSMH aMH-
HOM30(DTAaIATHOTO M TO3WUJIIBHOTO KOJEI[ C yBEInYe-

R! = MeTnibHAs MM alleTaMUHAS TPYIIIA;
R? = MeTuIbHAsL, STUIbHAS, IPOIUITHIBHAS,
M30IIPONIMIIbHAS, N300y THIIbHAS TPYIIITHPOBKH.

Puc. 3. CtpykrypHas GpopMmyna coemuHEeHUH Sc—e u 6¢—e.

JKYPHAJI OPTAHUYECKOM XUMUM tom 56 Ne§8 2020
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Puc. 4. 'eomerpuueckoe CTpOCHUE COCIUHEHUN Sa—e.

HHEM pa3zMepa CIoKHOdbupHOro ankuma R? (tabu. 3,
pHuc. 5) BBUAY BO3PACTAIOILEIO MPOCTPAHCTBEHHOI'O
OTTAJIKUBAaHUA TO3WIA U CIIOXKHOI(UPHOH aJIKUIIb-
HoW Tpynnbl. OCTallbHBIE TEOMETPHUYECKUE Iapame-
TpHI, TaKue, HapuMep, Kak BajeHTHble yrasl C'NS u
NSC2, HE 3aBUCIT OT JaHHOTO B3aUMOEHCTBUS.

B cnywae cynedasmnamunos, korma R! =
CH;CONH, ananoru4Hoii 3aKOHOMEPHOCTH B M3Me-
nernu yrma C'NSC? Mex1y TIOCKOCTAMH aIeTaMHu-
J00CH30/ICYIbQOHUIBHOIO W aMHUHOM30()TaIaTHOTO
KoJiel] He HaOmomaercst (Tabn. 4, puc. 5), BEpOSITHO
[OTOMY, YTO B aLETAMUIAHOM 3aMECTUTEJIC aTOMBI
AMHHOTPYNIBl M KapOOHHMJIEHOH Tpymmbl (sp’-Tu6-
puAM3anyg) pacrojaraioTcs B OJHOM IIOCKOCTH,
YIaNEHHOM OT R B pe3yabTare MpoCTPAaHCTBEHHOE
B3aMMOJICHCTBUE alleTAMH/THOW TPYIIIIBI C AKAIHHBIM
3aMECTHTENIEM CIIOKHOTO d(Hpa ABISETCS MEHEE BBI-
paXEHHBIM, Y€M B CIIy4ae TO3UIHHOTO OCTaTKa.

Pacuersl cTpoeHUS TMONyYCHHBIX CYyIb(PaMHIOB
TTO3BOJISIIOT TPEIIONIOKUTE UX B3aUMOICHCTBHE C TTH-
pPUAMHOM C 00pa30BaHUEM IICEBI0(OINEBON KUCIOTHI
Y BO3MOXKHOCTBIO TTOJIYYCHUS Psijia HOBBIX 3(D(heKTrB-
HBIX COCIMHEHHMI, 00J1a1al0MX aHTHOAKTEPHAIbHBI-
MH CBOMCTBaMHU.

OueHky aHTHOAKTEpUATBLHOM aKTHBHOCTH HO-
BBIX CYJIb(aHWIaMHUIOB MPOBOJWIN Ha NpUMEpE JTU-
3THI-5-(4-aneTamMu100eH30IICYITb(OHAMUJIO )-2-TH /-
pokcu-4,6-mumernnu3odranara (6b) B oTHOIIEHHH
Pa3INYHBIX OaKTepHaIbHBIX KYJIbTYp (Tabm. 5).

B xome wuccnenoBaHuil yCTaHOBJICHO, 4YTO CO-
CIMHEHUE JUATUI  5-(4-anetamMup00eH30IICyb(o-
HaMUJ10)-2-Tuipokcu-4,6-mumetruzodranar  (6b)
nonaeusier poct S. aureus ATCC 25923, MRSA
u E. coli 211 B KOHIEHTpammsIX OT 1.25x10* no
2.5x107* monb/n. DTO coenuHenue Takke dbPeKTHB-
HO B otHomieHuu E. coli ATCC 25922 B xoHIIEHTpa-

Ta6auna 3. 3HaueHus psja yrioB B CTPYKTYpax cOeIMHEHUH Sa—e (Tpaf).

Coennuenne
VYron
S5a 5b 5S¢ 5d Se
CINSC? —68.74 -69.19 —73.16 —73.26 -75.51
CINS 116.75 116.35 116.20 116.23 117.10
NS(C?2 100.52 100.49 100.79 100.78 101.04
KYPHAJI OPTAHUYECKOM XUMHUU Tom 56 Ne 8 2020
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Puc. 5. 'eomerprueckoe CTpoeHUE COSAUHEHUN 6a—e.

Taonmua 4. 3HaueHus psifa yIiIoB B CTPYKTypaxX COSAMHCHUM 6a—e (Tpan).

CoenuHenune
VYron
6a 6b 6¢ 6d 6e
CINSsc? —66.95 —61.19 —-72.41 —72.19 —74.48
CINS 115.60 115.53 116.47 116.35 117.20
NSC? 100.42 100.19 100.89 100.67 101.37

man 2.5x1074 MOJTB/J, TIPOSIBIISIET OAKTEPHUIIHIHBINA
adhdexr B orHomenun K. Pneumonia Ouko 120 R,
OJTHAKO B OTHOIIEHWU K K. pneumonia (TemMaroio-
rus)) HeakTuBHO. CynbhaHHIaAMUAHBIA Ipenapar
«CynbrvH» B KaueCTBE Mpernapara CpaBHEHHUS B TAKUX
YK€ KOHIICHTPAIVMSIX HE TPOSIBUII HU OaKTEPUIIMIHOTO,
HU 0aKTepHOCTATHYECKOTO dPPeKTa.

OKCIIEPUMEHTAJIBHA S YACTbD

Perucrpanuss MK cnexrpoB BeimonHeHa Ha WK
®Dypoe-criekrpomerpe Bruker Tensor-27 (I'epmanust);
Y@®-cnekTpsl 3anMChIBaIM Ha CIEKTPO(OTOMETpe
«Helios» Omega (CIIIA) ¢ nuama3oHOM H3MepeHUs

190-1100 uM, hoTomerpuueckuii muamazon 0.3-3 A,
B KBapIIEBBIX KIoBeTax 1 cM.

Crnextper IMP 'H (600.13 MIm) u 13C
(150.9 MI'm) peructpupoBanu Ha npudope «Bruker
Avance 111 600» (I'epmanus).

3amuch Macc-CIeKTPOB TMPOBOIWIA Ha TpuOope
Shimadzu LC/MS-2020 ¢ xomorkoiir RAPTORARC-
18 100 (CIIA). Mcnonp3oBanu oOpaser] KOHIIEHTpa-
mueir 0.01 Mr/mi B aneroHuTpuie, Xxpomarorpadu-
pOBaHKE MPOBOAMIM B M30TOHHYECKOM PEKUME NPH
t 35°C B TepmocratupyeMoil komonke. Jlms peru-
CTpAaIlUU MacC-CIEKTPOB HCIIOJIL30BAINA KBaJPyIIOJb-

Tadnauua 5. AHTUMUKPOOHAS aKTHBHOCTH IHITHII-5-(4-aneTaMu100eH305ICyTb(hoHaMAI0)-2-THAPOKCH-4,6- TMMEeTHITH30(h-

Tanara (6b)?.

Konnentpanus, S. aureus E. coli . K. pneumoniae | K. pneumoniae
M/t ATCC 25923 MRSA 1 atcc 25922 | B2 | 040 120R | remaronorus
2.5x1074 4+ ++ -+ 4+ 4+ -
1.25x107# ++ -+ ot _ N

4 BusyanpHasi OLIEHKAa HHTEHCHBHOCTH POCTa: «++++» — GakTepuuuaHbiid 3QQexT; «+++» mim «++» — 6akrepuocTaTniaeckuil 3G QeKT;

«» — orcyTcTBUE dDPeKTa.
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HBII MacC-CIEKTPOMETp C 3EKTPOHAIBUINTEIBHBIM
nctounnkoM noHoB (ESI) npu mpsimom BBozie 0Opasia
U 2I110aTa, MOAAaBaeMOT0 XpOMaTorpa)oM co CKOpo-
cTbt0 20 MKJI/MUH.

Jnst momydyeHHsi CepuM CHEKTPOB TOTOBHIIM HC-
XOJHbIE CIIUPTOBBIE PACTBOPHI M3YYAaEMBIX BELICCTB
¢ paboueii konnenTpamueii 2.0x10™# Momb/m1 B Mep-
HBIX KoiOax Ha 50 mi. bpamu u3 pacTBOpOB aanuKBO-
Ty B oObeme | MJ, MEepeHOCHIH B MEpHBbIE KOJOBI
50 M 1 goBommiM 0 METKU docharaeiMu Oydep-
HbIMH pacTBopamu ¢ pH ot 7.0 no 12.0. 3anuceiBanu
CEpHI0 CIIEKTPOB TPH Pa3IHUYHBIX 3HaYeHUsX pH, oT-
KyJla HalllIi aHAJIMTHYECKYIO JUTUHY BOJHBI (335 HM).
3arem rotoBuiM ceputo u3 7-8 docdarubix Oydep-
HBIX PAaCTBOPOB, B KOTOPBIX ompenensiu pK,, uzme-
PSSl ONTHYECKYIO MIIOTHOCTD Ha JJTMHE BOJIHBI 335 HM.
[lo pe3yabraram U3MepeHuil ObUIN POBEICHBI pacye-
Thl HOHU3ALIMOHHOTO OTHOUICHUS [, BerauCIsu 1g/ u
pK,=pH-lgl.

Jna onpenenenust Kgpy+t U pKpyt+ A1 coeauHe-
HUI aMHUHOHM30()TAJIEBOIO Psijia TOTOBUIIM HCXOJHBIC
pacTBOphl ¢ KOHLEHTpauusMu 1072 Monb/1 B Mep-
HbIX K0Ji0ax Ha 10 M. Bertectsa pactBopsuid B 75%
3TUIIOBOM criupte. il HaX0XKAEHUS aHATUTHYECKON
JUIMHBI BOJIHBI Opajd aJlMKBOTY HMCXOJHBIX pPacTBO-
POB 110 1 MJI, IEPEHOCHIIN B MEPHBIE KOJIOBI 00BEMOM
50 MIT 1 TOBOAMIIM O METKH LUTPAaTHBIMU OydepHbI-
mu pactBopamu ¢ pH ot 1.0 go 8.0. Konuenrpanus
KOHEUHBIX PacTBOpoB cocTapisia 2.0x10~4 moms/m.
3anuchIBaIM CEPHIO CIIEKTPOB, OTKYAA HAIUIA aHAJIH-
TUYECKYIO0 JIMHY BOJIHBI (320 HM). 3aTeéM TrOTOBHJIN
7 OydepHBIX pacTBOPOB C Pa3IMIHBIMU 3HAYCHHS-
mu pH u3 cmecu 0.2 H auMoHHON KHca0TH U 0.2 H.
pactBopa NaOH. Omnpenensimu Tounble 3Ha4eHmns] pH
MIPUTOTOBIICHHBIX Oy(epHBIX PacTBOPOB C MOMOIIBIO
pH-MeTpa. bpanu anukBOTY U3 UCXOAHBIX PACTBOPOB
no 1 mu 1 nepeHocunu B 7 MEpHBIX KOO 0ObeMOM
50 M1 ¥ TOBOIWIIM 00BEM pacTBOpa JI0 METKH B Ka-
XKION KoIOe pa3HBIMH OyepHbIMH pacTBopamu. B
MIPUTOTOBIICHHBIX PAa0OYUX PACTBOPAX H3MEPSIIH OII-
THUYECKYIO IJIOTHOCTh HAa aHAJIMTHYECKOH JUIMHE BOJI-
HbI Ha CIIEKTPOQOTOMETPE.

Jdunponui-5-aMmuno-2-ruapokcu-4,6-qume-
Tuamsodranar (4c). Kammesyro comb 2,6-1u(3TOK-
cukapOonmn)-3,5-mumetmin-4-aurpo3odenona (1 T,
3.36 Mmmoib) pactBopsutH B 30 MIT BOABI TIPH TEMIIe-
parype 60°C. K nomydeHHOMY pacTBOPY A00aBIISIH
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Hebompmumu nopuusamMu 0.4 1 (2.29 Mmonb) auTH-
OHWTA HaTpUA W TEepeMemuBany B Tedenne 60 MuH.
Kontpons peakmun ocymectsiusiim Metonom TCX
(amoeHT TONMyonm—aTHianieTar, 1:1). 3aTtem pacTBOp
OXJIQXKJJau 10 KOMHAaTHOW Temreparypsl. [lomyden-
HBII 0caniok oT(miIbTpoBbIBaayu U cymuian Hax CaCl,.
Beixon 0.4 1 (40%), 1.1, 86—88°C, cBETIO-KENThIe
kpuctaimsl. UK criekrp, v, em': 3200-3300 (NH,),
1717 (C=0). Cnexrp SIMP 'H (AMCO-dy), o, m.a.:
1.04 T (6H, CH; cn. a¢up, J 6.0 I'm), 1.82 cekcrer
(4H, CH, cn. adup. ocr., J 5.0 '), 2.30 ¢ (6H, CH;
aMMH. Kojb1a), 3.44 ¢ (2H, NH,), 4.34 t (4H, CH, cu.
s¢up, J 6.0 I'r), 10.48 ¢ (1H, OH). Cextp SIMP 13C,
o, m..: 14.3, 15.1, 21.7, 67.9, 121.4, 138.1, 143.4,
168.4. Macc-cniekrp, m/z (I, %): 309 (68) [M]",
250 (42), 249 (100), 190 (28), 189 (40). Haiineno,
%: C 62.24; H 7.62; N 4.86; O 25.93. C;xH»3NOs.
Breruncneno, %: C 62.12; H 7.49; N 4.53; O 25.86.

JAuuzonponuia-S-aMmuuo-2-ruapoxcu-4,6-qume-
Tum3zopranar (4d). KamueByto conp 2,6-au(3TOK-
cukapOoumn)-3,5-numetmi-4-autposodenona (0.5 t,
1.61 Mmmoib) pacTBOpsiIM B 20 MJT BOABI ITPH TeMIepa-
type 60°C. K nonyueHHOMY pacTBOpY J00aBIISLTU HE-
oonprmmu nopuusiMu 0.5 T (2.87 MMOIB) TUTHOHHUTA
HaTpus U nepeMentnBany B Tedenne 60 mun. Kontposns
peaknuu ocymecTBsu MetonoM TCX (9r0eHT To-
myon—aTuinanerar, 1:1). 3atem pacTBop oxJaxmanu
JI0 KOMHATHOU Temneparypsbl. IlomydeHHBIH ocagok
ordunsTpoBbiBay U cymmiun Hag CaCl,. Beixon
0.5 v (45%), T, 77-78°C, cBeTJIO-KENThIe KpH-
cramibl. UK cnektp, v, em 1 3200-3300 (NH,), 1718
(C=0). Cnextp AMP 'H (IMCO-dy), 8, m.1.: 1.29 1
(12H, CH; cn. a¢up, J 6.0 I'n), 2.03 ¢ (6H, CH; npu
OeHzonbpHOM Kouible), 4.27 ¢ (2H, NH,), 5.11 cenrer
(2H, CH, J4.0Tn), 8.84 ¢ (1H, OH). Cniextp SIMP 13C,
S, m.o.: 14.3, 21.8, 68.8, 121.6, 138.2, 143.2, 168.0.
Macc-criektp, m/z (I, %): 309 (47) [M]F, 252 (32),
239 (56), 201 (68), 189 (24). Haiineno, %: C 61.24; H
7.62; N 4.86; O 25.93. C,H,3NOs. Beruucneno, %: C
62.12; H 7.49; N 4.53; O 25.86.

JAuu300yTHI-5-aMuHO-2-THAPOKCH-4,6-T1Me-
Tuanzodranar (4e). Kammeryro comb 2,6-au(dTOK-
cukapOoumn)-3,5-mumetnin-4-aurpo3odenona (0.5 T,
2.4 mMonp) pactBopsut B 20 MJI BOABI IPH TEMIIe-
patype 60°C. K momy4eHHOMY pacTBOPY ITOOABIISLITH
HeOompmumu ToprisiMu 0.4 T (2.1 MMOJIB) AUTHO-
HUTA HATPUSl U TEepeMelIuBaid B TeueHue 60 MuH.
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KonTpons peakuuu ocymectBistin Metogom TCX
(Tomyon—stunauerar, 1:1). 3atem pacTBop oxJaxkaa-
JI1 10 KOMHAaTHOW Temmneparypsl. IlomydeHHbI oca-
nok oruisTpoBsiBasn U cymmin Hax CaCl,. Beixon
0.4 v (40%), T 92-94°C, cBemIO-KeNThie KpHU-
cramiel. UK cnektp, v, em 1 3199-3260 (NH,), 1716
(C=0). Criextp AMP 'H (IMCO-dy), 8, m.1.: 0.94 1
(6H, CH; cn. a¢up, J 6.0 I'ny), 2.11 noner (2H, CH, J
4.0 I'm), 2.31 ¢ (6H, CH; npu 6eH30/1bHOM KOJBLE),
4.03 1 (4H, COCH,, J 6.0 I'ny), 4.41 ¢ (2H, NH,), 8.99
¢ (IH, OH). Cnekrp SIMP 13C, §, m.n.: 14.1, 18.4,
69.1, 121.4, 138.2, 143.0, 168.4. Macc-cuekrtp, m/z
(L %)z 337 (89) [M]F, 264 (46), 263 (100), 189
(40), 106 (10). Hatineno, %: C 64.23; H 8.14; N 4.32;
O 23.19. C,gH,7NOs. Beraucneno, %: C 64.07; H
8.07; N 4.15; O 23.71.

Junponuia-5-(4-ToayoscynabgpaMumo)-2-rua-
poxcu-4,6-mrumernsnzopranar (5¢). 3ameneHHbII
amuHouzodTanar 4¢ (0.1 1, 0.3 MMoIb) pacTBOPSITH
B 5 Mi Boabl. PazmemmBanu u HarpeBanu ao 60°C.
3a 1 4 momepeMeHHO HEOONBIINMH TOPIHSAMH TIPH-
6asmsumr 1o 0.075 1 (0.39 MMoiB) n-TOMyONCYTH(O-
xnopuza u o 0.03 r (0.28 mmoinb) kapOoHaTa HAaTpus,
CIIe/Is 32 TeM, YTOOBI peakiusl Cpebl Obliia HeUTpalb-
HOM. 3aTeM CMeCh pa3MeIlMBaId B T€UEHHE 2 4 IPHU
60°C, KOHTpONHUPYS MPOTECKAHUE PEAKIUU METOIO0M
TCX (tomyon—stunanertar, 1:1), oxiakaanm 10 KOM-
HaTHOM Temmeparypbl. [[s1 OYUCTKU OT HCXOIHOIO
amunodenona npuwimBanu HCl no xucnoi peaxnun
no Konro u nepememmBanyu 6e3 HarpeBanust 30 MuH.
[TomydeHHBIH TPOMYKT OTQUIBTPOBBIBATIN U MTPOMBI-
BaJM BOJOW /0O OTCYTCTBUSI KHCIOW CpeAbl, 3aTeM
MEPEeKPUCTAIITM30BbIBATIM M3 BOAHOTO CHHPTA, BbI-
MABIINHA 0Cag0K OT(UIBTPOBBIBANIN, CYIITWIIN TTO]T Ba-
kyyMmoM. Beixon 0.09 r (85%). .. 153—-155°C, cBet-
no-60exeBbie Kpuctaiuibl. UK crekTp, v, em 1 3000
(NH), 1377 (SO,). Cnextp SIMP 'H (JIMCO-dy), 3,
m.a.: 1.02 T (6H, CH; ci. a¢up. ocr., J 6.0 I'y), 1.78
cekcret (4H, CH, cn. a¢up. oct., J 6.0 I'm), 2.20 ¢
(6H, CH; amunousodran. xomsua), 2.34 ¢ (3H, CH,
TO3u. Konbua), 4.12 ¢ (1H, NH), 4.32 T (4H, CH, cx.
a¢up. ocrt., J 6.0 I'mm), 7.69 n.1 (4H, Hro3mm, J 6.6 '),
11.47 ¢ (1H, OH). Cnekrp SIMP 3¢, §, m.m.: 13.3,
14.7, 20.9, 21.7, 68.9, 121.4, 126.7, 130.0, 136.5,
137.3, 139.0, 139.1, 143.3, 167.7. Macc-cuiextp, m/z
Ly %0): 463 (54) [M]F, 392 (20.72), 391 (91.39),
236 (90.01), 206 (68.67), 204 (20.22), 138 (14.71),
91 (15.82). Haitneno, %: C 59.42; H 6.17; N 3.23; O

24.19; S 6.56. C3H,gNO5S. Beruucneno, %: C 59.59;
H 6.31; N 3.02; O 24.16; S 6.92.

JAuuzonponui-5-(4-toayoscyabpamMmuio)-2-
ruapokcu-4,6-mumernausopraiaar (5d). 3amemnien-
Helii amuHOU30(Tanat 4d (0.1 1, 0.3 MMoIB) pacTBO-
panyd B 5 mul BoJbl. PasmenimBanu U HarpeBasid Ji0
60°C. 3a 1 4 momepeMeHHO HEOOJBIIUMHU TTOPIHSIMA
npubaBisuty mo 0.075 t (0.39 MMOJIB) 7-TOTYOJICYITh-
doxmopuaa u mo 0.03 r (0.28 mmoms) kapOoHara Ha-
TpHs, KaKk B mpenslayieM npumepe. [lamnee obpabda-
TBHIBAJIM aHAJIOTUYHO coequueHnro 5¢. Bexox 0.085
(83%), T.mn. 152-154°C, cBeTmo-0exkeBbIe KPUCTAI-
mel. UK crmextp, v, Mz 3000 (NH), 1377 (SO,).
Cnextp SIMP 'H (IMCO-d), 8, m.ji.: 1.40 n (12H,
CHj; cx. adup. oct., J 6.0 I'ny), 2.24 ¢ (6H, CH; amu-
Hom3o(Tal. Konbua), 2.43 ¢ (3H, CH; To3uin. konba),
5.40 cenrer (2H, CH, J 6.0 I'ny), 7.51 n.n (4H, H 50
J6.6T), 8.88 ¢ (1H, NH), 12.10 ¢ (1H, OH). Cniextp
AMP 13C, §, m.1.: 14.9,21.3,21.7, 68.0, 121.1, 126.2,
131.0, 136.1, 137.2, 138.5, 139.1, 143.3, 169.2. Macc-
cnektp, m/z (I, %): 463 (54) [M]*, 392 (20.72), 391
(91.39), 236 (90.01), 206 (68.67), 204 (20.22), 138
(14.71), 91 (15.82). Haitneno, %: C 59.23; H 6.74; N
3.27; 0 24.12; S 6.48. Cy3H,9NOS. Beruucineno, %:
C 59.59; H 6.31; N 3.02; O 24.16; S 6.92.

JAnu3zo00yTua-5-(4-roayoscynbpamuao)-2-ruj-
pokcu-4,6-numernansopranar (Se). 3aMmelieHHbII
amuHomzodTanar 4e (0.1 1, 0.3 MMoOIB) pacTBOPSITU
B 4 M Boabl. PazmemmBanu u HarpeBasnu a0 60°C.
3a 1 4 monepeMeHHO HEOOJIBIIUMH HOPLUSIMH IPH-
6apmsiim o 0.08 T (0.4 MMOIB) n-TOMyONCYIB(O-
xsopuza u 1o 0.035 r (0.3 mmons) kapOoHaTa HaTpHs,
Kak B mpenpiaymeM npumepe. anee oOpabarsiBanu
aHaJOrunyHo coenuHeHHo 5¢. Beixoa 0,085 r (80%).
.. 160-162°C, cBetno-6exeBble kpuctammisl. MK
cektp, v, cM 1 3224 (NH), 1370 (SO,). Cnektp
SAMP 'H (CDCl,), 8, m.zi.: 1.00 1 (12H, CH; ci. adymp.
ocrt., J 6.0 I'mm), 2.06 monet (2H, CH cm. a¢up. oct., J
4.0 I'm), 2.52 ¢ (3H, CH; To3un. konbLa), 2.63 ¢ (6H,
CH; amunouszodran. xonsua), 4.16 n (4H, CH, cu.
a¢up. oct., J 6.0 I'n), 7.69 n.n (4H, H, sy J 6.6 I'1),
10.04 ¢ (1H, NH), 11.49 ¢ (1H, OH). Cuekrp JAMP
B¢, §, a0 14.0,19.2,21.5,26.7, 70.1, 119.1, 125.2,
127.5,128.1,137.8,138.1, 147.1, 174.2 Macc-crexTp,
m/z (L, %): 491 (47) [M]*, 390 (19.52), 236 (67.01),
205 (38.67), 190 (19.22), 130 (23.61), 91 (16.82).
Hartigeno, %: C 61.34; H 6.61; N 2.57; O 22.29; S
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6.86. C5H33NO,S. Boruucneno, %: C 61.08; H 6.77;
N 2.85;022.78; S 6.52.

JAunponuia-5-(4-aneramMmuao6eH30acyabpo-
HAMH/0)-2-THAPOKCcU-4,6-TuMeTuIN30(pTaIAT
(6¢). 3amemennsiii amuHouszodranmar 4¢ (0.1 T
0.38 mmomp) pactBopsiiu B 10 mi Bombel. CMmech pas-
MemmBainu U HarpeBanu 1o 60°C. B teyenue 1 4 no-
MepPEMEHHO HEOOJBITUMH TTIOPLUSMH TPUOABIISIIH IO
0.08 r (0.78 MMomb) 4-aneTHIaMHHOOCH30ICYITB(HOX-
sopuzaa u o 0.049 r (0.49 mmons) kapOoHaTa HaTpuUA,
nanee oOpabarbiBaid aHAJIOTHMYHO COCJAWHEHHIO Sc¢
Brixox 0.074 1 (45%), 1t 143-144°C, cBemio-
OexkeBble KpHcTauibl. KOHTpONb peakiuu ocyIiecT-
BT MeTtooM TCX (AMIOCHT TOMyOI—3THIIAIIETAT,
1:1). MK cmektp, v, cM 2 3000 (NH), 1377 (SO,).
Cnextp AMP 'H (JIMCO-d,), §, m.1.: 1.01 T (6H,
CHj; cnoxzoa¢upHoro 3amecrutens, J 6.0 I'n), 1.91
cexcrer (4H, CH, cnoxnoadupHoro 3amecrurens, J
6.0 I'm), 2.04 ¢ (6H, CH; amuHOu30(Tal. KOJBIIA),
2.23 ¢ (3H, CH3), 4.29 T (4H, O-CH,, J 4.0 T'n), 7.44
1.1 (4H, aneramuiHoro koubna, J 6.6 I'n), 8.54 ¢ (1H,
NH cynbdanunamunnoe), 10.19 ¢ (1H, NH, anera-
muaHoe), 12.10 ¢ (1H, OH). Cnekrp SAMP 3¢, 3,
m.a.: 12.0, 14.1, 20.1, 23.7, 68.1, 111.4, 116.7, 123.3,
129.8,131.5,137.3,139.1, 143.3, 167.7, 172.5. Macc-
crektp, m/z (I, %): 506 (54) [M]* 392 (20.72), 391
(91.39), 236 (90.01), 206 (68.67), 204 (20.22), 138
(14.71), 91 (15.82). Haitneno, %: C 56.39; H 5.89; N
5.40; 0 25.32; S 6.10. Cy4H;3(N,OgS. Beruucneno, %o:
C56.90; H5.97; N 5.53; 0 25.27; S 6.33.

JAuunzonponuua-5-(4-aneraMmui00eH30J1CyJb-
donamuno)-2-ruapokcu-4,6-gumerniausodpranar
(6d). 3arpyxamu 0.1 T (0.38 MMOIB) 3aMemIeHHOTO
amuHomn3odranara 4d m 10 M Bomel. CMech pa3me-
mrBasiM 1 Harpeaiu 10 60°C. B Ttedenue 1 4 nmone-
PEMEHHO HEOOJBITUMH TOPIHSAMHU TIPUOABIISIIA 110
0.08 r (0.78 mmomnb) 4-areTninaMrHOOEH30IICYITb(OX-
mopuza u 1o 0.049 r (0.49 mmons) kapOoHaTa HATPHS,
nmanee oOpabaThIBAM aHAJIOTHYHO COCAMHCHHIO SC.
Berxon 0.089 1 (55%), Tt 132-134°C. Kontpons
peaknuu ocymecTsiIsu MeTonoM TCX (1r0eHT To-
myon—atunanerar, 1:1). UK cnekrp, v, em ! 3385
(NH), 1067 (SO,). Criextp AMP 'H (JIMCO-dy), §,
M.z 1.68 1 (12H, CH; cnoxHO3¢dupHOrO 3amecTute-
s, J 6.0 I'n), 2.03 ¢ (3H, CH; aneramunnoe), 2.51 ¢
(6H, CH; amunousograi. xonsua.), 5.17 cenrer (2H,
CH, J 5.0 T'm),7.46 n.n (4H, ameraMumaHOTO KOJIBIIA
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J 6.6 T'm), 9.33 ¢ (1H, NH aneramMmuaHOro KOjbIla),
10.06 ¢ (1H, OH), 10.42 c. (1H, NH). Crnekrp SIMP
3¢, 8, m.1.: 14.4,21.1,22.7,67.2,112.4,116.2, 122.3,
129.1,131.9,137.2,139.4,143.1, 167.9, 170.5. Macc-
crextp, m/z (I, %): 506 (35) [M]", 423 (20.72), 392
(61.39), 235 (52.34), 206 (30.67), 204 (10.22), 138
(15.71), 91 (13.56). Haitneno, %: C 56.28; H 5.81; N
5.20; O 25.18; S 6.59. C4H;3)N,OgS. Beruncneno, %:
C56.90; H5.97; N 5.53; 0 25.27; S 6.33.

JAun3o0yTuia-5-(4-aneraMmuno0eH30Jicyib-
ponamumo)-2-ruapokcu-4,6-rumerTnauzodraaar
(6e). 3arpyxamu 0.1 T (0.4 MMOJIB) 3aMEIIIECHHOTO aMH-
Houzodranara 4e u 10 mi Bogsl. CMech pa3MenivBa-
mu 1 Harpesaiu 10 60°C. B teyenue 1 4 momepemeH-
HO HeOONBIMMHU TopHusiMH TpuOaBsii o 0.09 r
(0.70 mmorp) 4-areTunaMruHOOEH30JICYIB(OXIOpHIA
u o 0.059 r (0.56 mMonb) KapOOHATa HATPUS, ajee
00pabarpIBay aHAJIOTHYHO COSAMHEHHIO Sc. Brrxon
0.087 r (55%), 1. 107-108°C, cBemiio-6eKeBBIE
KpHucTauibl. KOHTpoNb peakiuu OCyIIeCTBISIIIH Me-
tonoMm TCX (amroeHT Tonmyonm—atmiarerar, 1:1). UK
criektp, v, cM 1 3379 (NH), 1130 (SO,). Criextp IMP
'H (IMCO-dy), 8, m.1.: 0.93 1 (12H, CHy ci. adpup.
oct.,J 6.0 I'n), 1.94 noner (2H, CH cnoxnoauproro
3amecturens, J 6.0 I'u), 1.96 ¢ (6H, CH; amunouso-
¢ran. xombua), 2.26 ¢ (3H, CHy), 4.02 T (4H, O—CH,,
J 6.0 I'n), 4.22 ¢ (1H, NH cynspanunamugnoe), 7.15
1.1 (4H, aneramunoro xonbna, J 6.6 I'n), 9.42 ¢ (1H,
NH aneramuanoe), 9.01 ¢ (1H, OH). Cnektp SAMP
13C, 8, M.1.:20.5,24.7,28.3,69.3,112.9, 119.4, 123 .3,
129.1,131.9,137.3,139.8, 142.3, 168.7, 171.0. Macc-
crektp, m/z (I, %): 534 (35) [M]", 444 (10.84), 401
(34.39), 390 (32.35), 206 (24.67), 204 (34.22), 138
(45.71), 91 (10.43). Haitneno, %: C 58.23; H 6.57; N
5.19; 0 23.61; S 6.09. C,H34N,OgS. Beruncneno, %:
C 58.41; H 6.41; N 5.24; O 23.94; S 6.00.

MeTtonuka omnpenejieHuss OMOJOTHYECKOH aK-
TUBHOCTH JAUATUI-5-(4-aneTammug00eH301Cy/1b¢o-
HAMM/0)-2-TuaApokcu-4,6-numMeTuaun3odraaara
(6b) B oTHOmIeHMH OaKTepHAJIbHBIX KYJBTYP.
HcnpiTyeMble TeCT-KyJAbTyphl TIPEABAPUTENHHO TO-
TOBWJIM U3 18-4acoBBIX arapoBbIX KyJIBTYp IO CTaH-
napty mytHoctu 0.5 Mak®apnania u jajnee BHOCHIU
B Buje B3Becu 1o 0.1 M B mpoOWpPKHU ¢ BYKpaTHO
pa3BeIeHHBIM B | MJI TUCTHIIIMPOBAHHON BOJIBI CYITb-
(hOHMITMPOBAaHHBIM TPOU3BOIHBIM aMHUHOH30(TaIe-
BOi1 kncnoThl. [Ipobupku maKyOHpoBamu ipu 37°C B
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TedeHue 24 4. 3areM MPOBOJMIIM BBICEB Ha CEKTOpa
LITPUXOM B YALLIKHU C MSICOINEOTOHHBIM arapoM. Y4eT
Pe3yJIbTaTOB MPOU3BOAWIIN 110 HATUYHUIO U XapaKTepy
pocTa KyabTyp Ha MUTATeIbHON Cpeie.
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Synthesis, Acid-Basic Properties and Sulfonylation
of Dialkyl-5-amino-2-hydroxy-4,6-dimethylisophtalates
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Dialkyl 5-amino-2-hydroxy-4,6-dimethylisophthalates were synthesized for the first time upon reduction of the
corresponding nitroso derivatives with sodium dithionite. For the obtained compounds pK, and pKyy+ values
were determined. Given acidity and basicity, conditions were found for sulfonylation with p-toluenesulfonyl
chloride and p-acetamidobenzenesulfonyl chloride. As a result, previously unknown sulfonylated derivatives
of substituted aminoisophthalates with potential antimicrobial properties were obtained. The composition and
structure of the compounds were confirmed by IR, UV, 'H NMR spectroscopy and mass spectrometry. By
means of quantum chemical calculations by the DFT method BP86-D3/def2-SVP, the geometric structure of
sulfonylated compounds was established. The antibacterial effect of 5-(4-acetamidobenzenesulfonamido)-2-hyd-
roxy-4,6-dimethylisophthalate was revealed.

Keywords: synthesis, sulfonylation, p-toluenesulfonyl chloride, p-acetamidobenzenesulfonyl chloride, amino-
isophthalates, IR spectroscopy, NMR spectroscopy, mass spectrometry, antibacterial effect
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