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Peakmus 1,3-AM0OASIPHOTO MUKIONIPUCOCAMHEHHS TIPOU3BOIHBIX 3,3,3-TpudTOpHporeHa, coaepKalluX B IOJIOKEHUH 1 CynbGHOHMIb-
HBIH, CYIb()OKCUMUHHBIA WM CyJIb(aMHUIHBII 3aMECTUTEINb, ¢ N-OKCHIOM ATHILHAHOKapOOKCHIIaTa, TCHEPHPOBAHHBIM TEPMUYECKH M3
STHIOKCUMUHOXJIOpOAIeTaTa, IPOXOJUT C 0Opa3oBaHHEM H30MepHBIX 4(5)-3aMeleHHBIX JTHI-5(4)-(TpudTopMeriin)-4,5-quruapo-
U30KCa30I1-3-KapOOKCUIATOB U 3THI-4-(TpUPTOPMETHII)N30KCa301-3-KapOoKcHIaTa.

KioueBble cj0Ba: KM30KCa30J, HHUTPWIOKCHI, Cynbdamun, CylmbQOKCHUMHUH, CYIb(GOH, TpUGTOPMETHIbHAS TPyINa, HUKIO-
MPUCOCANHEHUE.

MeJII/H_II/IHCKI/Ie npemnaparbl Ha OCHOBC IATUYJICHHBIX BUJIM BBICOKYIO aKTUBHOCTH KakK [[I/IHOJ'IHpO(i)I/IJ'H)I B pcak-

TeTEePOIHKIIOB CO CBs3bI0 N—O (M30KCa30JI0B, H30KCA30dU-  IUAX 1,3-TUMONIPHOTO HUKIONPUCOETUHEHNS K Q30METHH-
HOB M M30KCA30JIMAMHOB) 00JIafatoT (DYHIMIMIHON, IPOTUBO-  WIIMJLY, YTO MO3BOJIMJIO MOJYYUTh HOBBIE THIIBI IIPOU3BOJI-
OMyXONIeBOH, MPOTHBOBHPYCHOH M JPYIMMH BHAAMH  HBIX IHPPOJHanHa. ™

OMOaKTUBHOCTH. B CHHTETHUECKOH OpraHWYecKON XUMHUH B nannoit pabote MBI coobmiaeM o peaxkuusax 1,3-mau-
9TH TETePOLHMKIIBl HCHOJB3YIOTCSA IS MOJIyYEHHs Pa3HO-  MOJISIPHOTO NMKJIONPHCOCIMHEHUS NPOM3BOIHBIX 3,3,3-Tpu-

06pPa3HbIX KJIACCOB OPrAHMYECKHX COEIMHEHHL. " ¢ropnponeHa la—c, comepxanyx Cyib(QOHWIBHYIO, UMHHO-

W3BecTHO, 4TO BBeleHUE TPUPTOPMETUIILHOM TpyNIbl B CylNbGOHWIBHYIO WIM  Cylb()aMOMIbHYIO TIpyIIy, K
MOJIEKYJTy TETEPOIMKIIa CYIICCTBEHHO BIHsIET HA (U3UKO-  N-OKCHAY 3TMINHaHOKapOokcuuaTa (3).
XMMHYECKME M OHONOTHYECKHE CBOWCTBA MOJEKYJIbL Mpl Hanwy, 4to oyieuHbl 1a—€ pearupyror ¢ HUTPHUII-
KomOuHanust e TpUQTOPMETHIBHOTO 3aMECTUTENsT €  OKCHAOM 3, 'eHepUpPOBaHHBIM in situ W3 XJIOpOKcHMa 2,
TakuMU (papMako(hOPHBIMHU TPYIIIaMH, Kak CyabGaMHUIHas  [PH KUIITICHUH B TOTyoJe B TeueHue 48 1 ¢ o0pa3oBaHUEM
160 cynb(pOKCUMUHHASA, MOXET IPUBECTH K MPOSBICHHIO CMeCH TPOM3BOIHBIX 5-(TpH(TOPMETII)N30KCa30IMHA 4a—C 1
MOJIEKYJIOW HOBBIX JMOO W3MEHEHHBIX Ounonormueckux  4-(tpudropmermmmusokcazona 6. [IpomgykTsl peaxiuid
CBOMCTB, YTO MEPCIEKTHBHO IIPH NOWCKE JIEKAPCTBEHHBIX  OBUIM BBIAETICHBI B MHAMBHIYaJIHbHOM COCTOSHUH KOJOHOY-

npemnapatoB. Cpeny MpOM3BOMHBIX H30KCa30ja, COMEp-  HOM xpomatorpadueii Ha cuinkarene (cxema 1, Tabm. 1).
KAMX KaK (TOPAIKWIBHYIO TpYIIy, TaKk W TIeTepo- W3BeCTHO, YTO LMKIOMPUCOEANHEHUE apOMaTHYECKUX
ATOMHBIH 3aMECTHTeNlb, HM3BECTHBI TOJBKO 3,5-AMapuii-  HUTPUIOKCHIOB M TUA30AJIKAHOB K allMKIMYECKAM BHHHJI-
4-Tpuu-5-(TpUGTOPMETHI)-4, 5-IUTHAPOH30KCA30IBL. Cynb(OHAM TIPOTEKAET PETHOCENEKTUBHO, IPU 3TOM IIpe-
B kadecTBe MeTOAa CHHTE3a IMPOM3BOJHBIX M30KCA30Jla  HMMYIIECTBEHHOE OOpa3OBaHWE TOTO FJIM HHOTO PETHO-
4acTO WCIOJB3YIOTCS PEaKUU{ AWMOJISAPHOTO LUKIONPH-  W30Mepa 3aBUCHT OT MPHUPOABI 3aMECTHTENIsi KakK B
COE/IMHEHHs OJIe(HHOB, B TOM 4HCie (TOPCOAEPKAIIMX, K MOJIEKYJIe MO, TAK M B MOJIEKyJIe qunonspoduna.’ '~
HuTpoHaM (N-OKCHIaM a30MeTHMHOB)' M HHTpHMIOKCHIAM. B cmywae mmxnmonpucoennHenus oneduHOoB la,c K
CuHTE3MpOBaHHBIE HaMM HEJABHO MPOM3BOIHBIE 3,3,3-Tpu-  HHUTPWIOKCHAY 3 Ha HAaYalbHBIX JTalaxX PEakIfH TaxkKe
¢TopmporieHa, coiepkamue CyiIb(pOHMIBHYIO, HMHHO-  00pa3yeTcs CMeCh pPErHOM30MEpHBIX IMKIOAJIYKTOB —
CybHOHWIBHYIO WU CYJIb()aMOWIBHYIO TPYIILY, MPOs- 5-(TpUTOPMETHIT)N30KCA30IMHOB 4a,c U 4-(TpUdTOPMETHII)-
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N30KCA30JMHOB 5a,C, O 9YEM CBHAETEIBCTBYET HAINYNC
IBYX CHTHAJIOB TPU(PTOPMETWIBHBIX TPYNI B CHEKTPax
SAMP "F peakumonHsIx cMeceit ipu —79 i —65 M. 1. COOT-
BeTcTBeHHO. C yBEIMYEHHEM BPEMEHH PEAKIMU B CIIEKT-
pax SIMP "F peakuuoHHBIX cMeceil CHrHAN IpH —65 M. I1.,
COOTBETCTBYIOIINH H30KCA30JMHAM, MCUYE3aeT M TMOSB-
JIIETCSl CUTHAJ IpU —58 M. J., OTHOCAILIMIICS K U30KCa301y
6, KOTOpPBII SABISIETCS MPOAYKTOM SIMMHHHUPOBAHUS CEPO-
cojepkamero  ¢parmenrta. [lomoOHast  apomaruzanus
IUKJIa OMHMCaHa Ha TIPUMEpE IIMMHHHPOBAHHA CyIbdu-
HOBOH KHCJIOTBHI U3 3-apwi-5-cyib(oHmi-3-permi-4,5-
JIMTHIPOM30KCA30J10B NpH JeiicTBuu ocHoBamms.'® Ciie-
JyeT OTMETHUTh, YTO aHAJIOTHYHOE SIMMHHHPOBAHHUE CEPO-
cojepkamiero (QparmMeHTa W3 COCIWHCHHH 4a—c He
MIPOMCXOJUT HU NPH HArPEBaHWHM, HU NPH JACHCTBUH
ocHOBaHMU. OpHOW W3 BO3MOXHBIX MPUYMH TaKHUX
NIPEBPAIIEHUH MOXET OBITh MOBBIIICHHAS KHCIOTHOCTD
nporoHa H-4 wn3okca3onoB Sa—c, BbI3BaHHAsE HaJUYHUEM
JIEKTPOHOAKIETITOPHBIX TPYII, YTO OO0JIer4aeT OTIIeI-
JICHHE METaHCYIb(UHOBOH, MeTaH(/N-KapOITOKCH)IMHUIO-
CyIb(UHOBONH WM JUMETHICYIb(UHAMUHOBOW KHCIIOTHI
13 COEIMHEHUHN Sa—C COOTBETCTBEHHO.

B pesynprare mmkimonprcoeniaeHus oneduna 1b, comep-
XKAIIEero XHpPaIbHBIH CEepoCcOoAepKallii 3aMECTUTENb —
UMHHOCYIb()OHWIBHYIO TPYIIy, HApsIy C TPOAYKTOM
ANMMUHHAPOBAHUS 6 0Opasyercs nzokca3onuH 4b, KOTOpbIi
ObLT BBIIENEH KOJOHOYHOHM Xxpomatorpadueil Ha cuimka-
reje B BUJE Iapbl JUACTEPEOMEPHBIX LUKJIOAITYKTOB B
cootHomieHun 0.55:0.45, 1o MAaHHBIM CHEKTPOCKOIUU
SIMP “F (tabm. 1). W3 xumun 1,3-qUIONSAPHOTO IMKIIO-
MIPUCOCIMHEHHS] AU3aMEICHHBIX 0Je()NHOB K HATPOHAM U
HUTPWIOKCHJAM M3BECTHO, 4YTO CTEPEOXHMHS IMKIIO-
aJUTyKTOB KOPPEIMPYET ¢ reoMetpueii oneduros.* Mcxons
U3 TOTO, YTO y MCMOJb30BaBIINXCSA MPOU3BOIHBIX 3,3,3-Tpu-
¢ropnporiena la—¢ E-koH(urypauusi, MOXHO MOJararh,
YTO 3aMECTUTENH B MOJIOKEHUSX 4 U 5 U30KCA30IMHOB 4a—¢
HaXOJATCS B MpaHc-NOJI0XKEHUHU IPYT K APYTY.

Crpoenue coenuHeHUd 4a—c U 6 MOATBEPKACHO JaH-
upiMu ciiektpockormu IMP 'H, APT C u 'F, a cocras —
JAHHBIMU MacC-CHEKTPOMETPUU U IJIEMEHTHOIO aHalIH3a.
Tak, B cnextpax SIMP 'H 5-(tpudropMerni)usokcaso-
JUHOB 4a,c NPHUCYTCTBYIOT XapaKTE€pHbIE CHIHAIBI IUK-
mnueckux npotoHoB 4-CH u 5-CH, mposBnsromuecs B
Buzie ny6nera (CJyy = 4.0—4.8 I'if) pu ~5 M. 1. M KBapTeTa
ny6neroB (Jur = 6.2-6.6, *Jyy = 4.0-4.8 ') npu 5.47—
5.65 M. 1. cooTBeTcTBeHHO. B crexrpax SIMP C coemu-
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Taommua 1. Beixoas! coequHeHuit 4a—c u 6

Hcxon Beixon
HOE Beixon*, coenu- COOTH: ;
coeu- R Tponykr % HEeHHs 6%, LueHue
o 4:6

HEHHUE %

la SO,Me 4a 61 29 2:1

1b  S(O)(NCO,Et)Me 4b*** 42 42 1:1

1c SO,NMe, 4c 44 43 1:1

* J1uist BBIJICIICHHBIX BEIECTB.

** [To nauubiM crektpoB SIMP '°F peakumonHbIx cMeceii.

**% Cmecp auactepeomepoB B coorHomeHuun 0.55:0.45 (mo maHHBIM
crextpos SIMP "°F).

HeHMH 4a,c curHaisl atoma yriepoaa C-4 mposBISIOTCS B
BUJIE CUHIJIETOB B oOmactu 67-70 M. 1., B TO BpeMs Kak
XapaKTepUCTUYHbIE CHUTHAJIBI aTroMa yriepoga C-5 Habmro-
matorcst ipu 80-82 M. 1. B BHIE KBapTeToB (Wcr = 34-35 I'm).
B cnextpe SIMP 'H 4-(tpucpropMeTn)uszokcazona 6 Habo-
naercsi curiani nporoHa H-5 B Buge kBaprera (4JHF =1.0Tm
npu 8.9 M. 1., B criektpe SIMP °C curnans! atomoB yriepona
C-4 u C-5 nposiBastoTcs B BUAE KBapTeToB pH 113.7 M. 1.
(Jor=40.2T) 1 160.8 M. 1. (Jcr = 4.5 1) COOTBETCTBEHHO.

[TonydeHnHbie cepocojiepKalife reTeporuKkibl 4 MOTYT
OBITHP HCIIONB30BAaHBl KaK MWCXOAHBIE MM MOJIyYEeHHUS
JIpyrux  (QYHKIHOHAJIBHO 3aMENICHHBIX IPOU3BOJHBIX
n3okcazona. Hampumep, coeauHenus 4a,c mpu JEWCTBUU
Oopruapuia HaTpusl B 3TaHOJIe ObUTM MPEBPAIEHBI B COOT-
BETCTBYIOIIME CIIUPTHI 7a,¢ (cxema 1), cTpoeHHe KOTOPBIX
cornacyercsi ¢ JaHHbIMH crnektpockonuu SIMP 'H u C.
B crmextpax SMP 'H coenuHennmii 7a,c HOSBIAIOTCA
CHUTHAJIbI TPOTOHOB METHJICHOBOM IPYIIIbI B BUJIE CHHIJIETA
mpu 4.63 M. 1. (coenuHenue 7a) u kak AB cucrema mpu
4.6 M. a. (coemuHeHHe 7¢), a CUTHAJIBI aTOMOB yTJepojaa
rpyrn CH, B ciiextpax IMP °C naxonsres npu 56 m. 1.

Takum oOpa3oM, B JIaHHOM COOOINEHWH HaMU TIpei-
CTaBJeH OOMmMMWH TOAXOJ K CHHTE3y HOBBIX S-(TpH-
¢dTopmeTu)-4,5- IMTHAPON30KCA30JIOB,  COJAEPXKAIINX B
MOJIOXKEHNU 4 CyIb(pOHWIBHYIO, CYITb()OKCUMHHHYIO WIN
Cynb(paMHUIHYIO TPYIILY, C HCIIOIb30BaHNEM MpEapaTHBHO
JIOCTYNHBIX  B-(hTOpaKMIBHHUICYIE()OHOB, -CyIb(OKC-
MMUHOB H -CyJIb(haMHuI0B.

3KC]IepHMeHTaJIbHﬂH YacThb

Cnektpsl IMP 'H, APT "C u "F 3aperucrpupoanb
Ha mpubope Bruker Avance-400 (400, 100 u 376 MI'nt
cootBercTBeHHO) B CDCl3, BHyTpeHHue ctanmaptel: TMC
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IUIsL siep lH, curHan pactoputens (¢ 77.2 M. 4.) s
sep B¢, C4Fs (0 —162.9 M. 1. otHocutensHo CFCl3) mus
sanep "°F. Macc-ClIeKTpbl 3aperiCTpHPOBAHEI Ha MpHGOpE
Agilent 1100 Series, OCHAIIICHHOM IHOJHO-MATPUYHBIM H
Macc-celneKTUBHbIM aerekTopoM Agilent LC/MSD  SL,
XMMHUYECKas WOHHM3aLUsl IMpH aTMOC(EPHOM JIaBJICHHU.
JlaHHBIE NIEMEHTHOTO aHAIN3a IOTy4eHbl METOIOM SKCIIpecc-
rpaBumerpun (C, H), metogom coxoxenus mno IlIénurepy
(S) m meromom Hroma—IIperns (N). Bce pactBOputenu
MIpEeJBApUTENIbHO BBICYIIEHBl M IIEPETHAHBI COTJIACHO
CTaHJApTHBIM MeToauKaM. MOHUTOPUHT peakiui IHUKIIO-
MIPUCOETUHEHUS COeIUHEHUN 1a—¢ OCYIIECTBIEH METOI0M
crnekTpockonuu  SAMP PF peakumoHHbIX cmeced. [ns
KOJIOHOYHOW Xpomarorpauy HCIOJIb30BaH CHIIMKAresb
Mapku Merck 60 (70-230 mkMm). [l TOHKOCIOWHOM
xpomarorpapuu — miactunsl Mapku SUPELCO®™ Analy-
tical, UV254.

Coenunenuss la—c MOJIy4eHBl MO AHANOTUU C OMyOJIH-
KOBaHHBIM METOJIOM U3 COOTBETCTBYIOUIMX THUAPATOB
tpudTopMeTHnketonoB.” CoenuHeHne 2 CHHTE3MPOBAHO
110 OMHCAHHOI MeToMKe. '

IHonyyenue npou3BOoAHBIX S-(TpudTopmernn)-4,5-
auruapo-1,2-oxcasosa 4a—c 1 3THI0BOrO0 3pupa 4-(Tpu-
¢propmermin)-1,2-okcazo/-3-kapooHOBOH KHUCJIOTHI (6)
(obmras meromuka). PactBop 5.00 MMOJb MPOH3BOIHOIO
3,3,3-rpudropnponena la— u 0.76 t (5.00 MMOJIB) THI-
2-(runpokcuMuHO)-2-xnopoanerara (2) B 20 mn PhMe
kursTIT B TeueHue 48 4. [locne 18 4 kumnsyeHus K pacTBo-
py nobasmsoT eme 0.19 r (1.25 mmons, 0.25 skB.) xiop-
okcuMa 2. PacTBopuTenb yHmapHUBalOT IPU MOHMKEHHOM
JIaBJICHUH, MACJSIHUCTBI OCTAaTOK OYUIIAIOT KOJOHOYHOM
xpomarorpadueil Ha CHIHKarene.

ItuiaoBslii 3pup 4-merancyabgonuna-5-(rpudrop-
meTui1)-4,5-nuruapo-1,2-okca3oJi-3-kapooHOBOIi  KMCJIOTHI
(4a). Boixox 0.87 r (61%), xenroe macio, Ry 0.7 (CCly—
EtOAc, 2:1). Cnextp AMP 'H, §, M. 1. (/, Tm): 1.42 (3H, T,
3J=6.8, OCH,CHs); 3.32 (3H, ¢, SCH;); 4.44 (2H, , *J = 6.8,
OCH,CH;); 4.96 (1H, x, °J = 4.8, 4-CH); 5.65 (1H, k. x,
Jur = 6.2, °J = 4.8, 5-CH). Cnextp IMP “C, §, m. 1.
(/, T'm): 14.0 (OCH,CHj;); 42.9 (SCH3); 63.8 (OCH,CHj3);
70.4 (C-4); 80.5 (x, %Jcr = 34.8, C-5); 122.0 (x, Jor = 281.4,
CF3); 146.9 (C-3); 159.2 (C=0). Cnextp AMP “F, §, m. 1.
(J, Tu): =79.9 (3F, n, *Jiy = 6.2, CF3). Macc-criexTp, m/z:
290 [M+H]". Haiigeno, %: C 33.31; H 3.40; N 4.84;
S 11.07. CgH;(F5NOsS. Berancieno, %: C 33.22; H 3.48;
N 4.84; S 11.09.

ItuiaoBsiii dpup 4-[S-MeTHA-N-(3TOKCUKAPOOHMT)-
cyiabpornumuaona]-5-(rpupropmernn)-4,5-nurnapo-1,2-
okca3oi-3-kap0oHoBoii kucaorel (4b). Brixox 0.74 T
(42%), »enroe macio, R 0.6-0.7 (CCl—EtOAc, 2:1). Cnektp
SIMP 'H, 3, M. 1. (CMech JBYX AHACTEPEOMEPOB B COOTHO-
mennu 0.55:0.45): 1.22-1.39 (6H, m, 20CH,CHj3); 3.24*
(1.65H, c) m 3.25** (1.35H, ¢, SCHj3); 4.07-4.41 (5H, m,
4-CH, 20CH,CHs;); 5.31-5.34** (0.45H, m) u 5.43-5.46*
(0.55H, m, 5-CH). Criextp SIMP °C, §, m. 1. (J, T): 14.1—
14.2 (20CH,CHs;); 58.9 (OCH,CHj3;); 62.5 (SCHsj); 63.6**

* CHrHaJbl OCHOBHOTO H30Mepa.
** CHUrHajabpl MUHOPHOTO H30Mepa.
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n 63.8*% (OCH,CH;); 78.8** m 79.0* (C-4); 81.0%* (k,
ZJop = 34.1, C-5) u 81.2% (x, *Jor = 34.0, C-5); 122.3 (k,
Jor = 281.0, CF;); 147.0** u 147.3* (C-3); 158.8** u
158.9% (C=0); 159.1 (C=0). Cniextp SIMP “F, 8, m. 1. (J, T'n0):
~76.8%* (1.35F, n, *Jey = 10.4) u —77.0% (1.65F, x,
3Jrn= 9.8, CF3). Macc-criektp, m/z: 361 [M+H]". Haiineno, %:
Breruncneno, %: C 36.67; H4.20; N 7.77; S 8.90.

OTuiaoBeiid 3¢up 4-mumMerniacyJibhpamoni-S-(rpudrop-
MeTuJ1)-4,5-1urnapo-1,2-oxcazoii-3-kapooHOBOIl  KHCJIOTHI
(4c). Bexon 0.69 T (44%), xentoe macino, Ry 0.75 (CCly—
EtOAc, 2:1). Crextp SIMP 'H, 5, M. 1. (J, Tm): 1.42 (3H, T,
3J = 6.8, OCH,CHs); 2.95 (6H, ¢, N(CHs),); 4.40 (2H, «,
3J = 6.8, OCH,CH3); 4.98 (1H, 1, °J = 4.0, 4-CH); 5.47
(1H, . 1, *Jyr = 6.6, °J = 4.0, 5-CH). Cnektp SIMP "°C,
S, m. n. (J, I'm): 14.0 (OCH,CHj;); 37.7 (N(CHj3),); 63.5
(OCH,CHa); 67.0 (C-4); 82.2 (x, “Jor = 34.0, C-5); 122.0
(x, Jor = 281.6, CF3); 147.4 (C-3); 158.5 (C=0). Cmextp
SAMP “F, 8, m. x. (J, Tn): =79.9 3F, x, *Jiy = 6.6, CF5).
Macc-cnektp, m/z: 319 [M+H]+. Haiineno, %: C 34.00;
H 4.05; N 8.84; S 10.04. CoH3F3N,OsS. Breraucaeno, %:
C 33.96; H4.12; N 8.80; S 10.07.

ItwiaoBblii 3¢up 4-(tpudropmermia)-1,2-oxcaso-3-
Kap0oHOBOH KHCJI0THI (6). Bexomsr B Tabm. 1. XKemroe
Macno, Ry 0.9 (CCl—EtOAc, 2:1). Crextp SIMP 'H, 8, m. 1.
(J, Tw): 1.42 (3H, 1, °J = 6.8, OCH,CH3); 4.48 (2H, x,
3J = 6.8, OCH,CH3); 8.86 (1H, K, “Jyr = 1.0, H-5). Criextp
AMP “C, 8, m. o (J, T'm): 14.0 (OCH,CH3); 63.2
(OCH,CH3); 113.7 (x, “Jop = 402, C-4); 1202 (x,
Jor = 267.8, CF3); 152.1 (x, *Jop = 1.3, C-3); 157.7 (C=0);
160.8 (x, *Jor = 4.5, C-5). Cnextp SIMP “F, &, m. 1.
(/, T'm): =59.0 (3F, n, ey = 1.0, CF3). Macc-criektp, m/z:
210 [M+H]". Haiineno, %: C 40.27; H 2.86; N 6.74.
C;HgF3NOs. Berancneno, %: C 40.20; H 2.89; N 6.70.

[onyyeHue npou3BOAHBIX 3-rHAPOKCUMETHI-S5-(TPH-
¢ropmernin)-4,5-nuruapo-1,2-okcazona 7a,c (oOmas mMero-
muka). K pactBopy 1 Mmmons 4,5-muruaponsokcasona 4a,c B
15 M EtOH mpm oxnmaxkaeHun Ha BOAsHOW OaHe U mepe-
MemuBaHuM Jgodapisiror 53 mr (1.4 mmoms) NaBHy
(HabmroaeTcst BBIJCNICHHE Ta3a) H CMECh IEPEMEIIHNBAIOT
Ipy KOMHATHOM TeMmmeparype B TeueHue 24 4. 3areM
pacTBOPHUTENh YIAPUBAIOT MPH MOHWKEHHOM JaBJICHUU IO
00pa3oBaHUs MACISHHCTOTO OCTaTKa, KOTOPBIH 00pa-
0aThIBafOT 5 MII HACHIIIEHHOTO BOHOTO pacTBopa NH4Cl u
skcTparupyrot Et,O (2 x 5 mu). O0beauHeHHbIe d(QUpPHBIC
9KCTpaKThl cymaT Haj Na,SO4, pacTBOPHUTENh YIAPHUBAIOT
Jocyxa, TOJy4as B OCTaTKe CIIEKTPOCKONUYECKH YHUCTHIC
coeIMHEHUs 7a,c.

[4-MeTtancyabdonni-S-(rpudropmerni)-4,5-guruapo-
1,2-oxca3oa-3-mia|meranoa (7a). Bexon 0.27 T (92%),
s)kenroe macio. Crekrp SAIMP 'H, 8, m. 1. (J, ['w): 3.07 (3H,
¢, SCH;); 4.63 (2H, ¢, CH,); 4.98 (1H, 1, °J = 4.4, 4-CH);
533 (1H, k. 1, *Jir = 6.4, °J = 4.4, 5-CH). Cniextp SIMP C,
S, M. 1. (J, I'm): 40.0 (SCH;); 56.3 (CHyp); 72.0 (C-4); 78.9
(x, 2Jcr = 34.6, C-5); 121.2 (x, Jop = 282.2, CF3); 153.7
(C-3). Cnextp AMP “F, &, m. 1. (J, T): =79.9 (3F, n,
=64, CF;). Macc-criektp, m/z: 248 [M-+H]". Haiineno, %:
C 29.20; H 3.20; N 5.68; S 12.91. C¢HgF;NO,S. Brruuc-
neHo, %: C 29.15; H3.26; N 5.67; S 12.97.
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JduMermwiiamMua  3-ruapoKCUMETHII-5-(TPpUPTOPMETHIT)-
4,5-nuruapo-1,2-oxca3of-4-cynabponoBoii  kucaorsl (7¢).
Beixon 0.24 r (87%), sxentoe macno. Crekrp SIMP 'H,
6, M. 1. (J, Tm): 2.99 (6H, c, N(CH3),); 4.61 (1H, AB cucrema,
*Jap = 14.3) 1 4.67 (1H, AB cucrema, *Jyg = 14.3, CH,);
4.86 (1H, yur. ¢, OH); 4.99 (1H, n, °J = 3.7, 4-CH); 5.12
(1H, . 1, *Jur = 6.0, °J = 3.7, 5-CH). Cnekrp SIMP C,
6, M. 1. (J, I'm): 38.0 (N(CHj3),); 56.6 (CH,); 68.9 (C-4);
79.2 (x, “Jep = 33.7, C-5); 121.5 (x, Jor = 282.5, CFs);
154.1 (C-3). Cnextp SIMP "F, &, M. 1. (J, Tw): =79.9 (3F,
1, *Jey = 6.0, CFs). Macc-cnextp, m/z: 277 [M+H]".
Haiineno, %: C 30.50; H 4.00; N 10.17; S 11.69.
C;H,,F3N,0,4S. Beruucaeno, %: C 30.44; H 4.01; N 10.14;
S11.61.

Cnucok 1uTeparypsl

1. (a) Kaur, K.; Kumar, V.; Kumar Sharma, A.; Kumar Gupta, G.
Eur. J. Med. Chem. 2014, 77, 121. (b) Galenko, A. V.
Khlebnikov, A. F.; Novikov, M. S.; Pakalnis, V. V.;
Rostovskii, N. V. Russ. Chem. Rev. 2015, 84, 335. [Vcnexu
xumuu 2015, 84, 335.] (¢) Kirk, K. L. In Fluorinated
Heterocyclic  Compounds:  Synthesis, Chemistry and
Applications; Petrov, C. A., Ed.; Springer-Verlag: Berlin
Heidelberg, 2009, p. 91.

2. (a) Gakh, A. A.; Shermolovich, Yu. G. Curr. Top. Med.
Chem. 2014, 14, 952. (b) Hagmann, W. K. J. Med. Chem.
2008, 51, 4359. (c) Prakash, G. K. S.; Chacko, S. Curr. Opin.
Drug Discovery Dev. 2008, 11, 793. (d) Miiller, K.; Fach, C.;
Diederich, F. Science 2007, 317, 1881.

3. Kawai, H.; Sugita, Y.; Tokunaga, E.; Sato, H.; Shiro, M.;
Shibata, N. ChemistryOpen 2014, 3, 14.

92

4.

10.

11.

(a) Bravo, P.; Bruche, L.; Farina, A.; Fronza, G.; Meille, S. V.;
Merli, A. Tetrahedron: Asymmetry 1993, 4, 2131. (b) Tsuge, H.;
Okano T.; Eguchi, S. J. Chem. Soc., Perkin Trans. 1 1995,
2761. (c) Tsuge, H.; Okano T.; Eguchi, S.; Kimoto, H. J.
Chem. Soc., Perkin Trans. 1 1997, 1581. (d) Hang, X. C.;
Chen Q. Y.; Xiao, J. C. Synlett 2008, 1989. (e) Yang, X.;
Cheng, F.; Kou, Y. D.; Pang, S.; Shen, Y. C.; Huang, Y. Y.;
Shibata, N. Angew. Chem., Int. Ed. 2013, 56, 1510.
(f) Falkowska, E.; Laurent, M. Y.; Tognetti, V.; Joubert, L.;
Jubault, P.; Bouillon, J.-P.; Pannecoucke, X. Tetrahedron
2015, 71, 8067.

Hilpert, H.; Guba, W.; Woltering, T. J.; Wostl, W.; Pinard, E.;
Mauser, H.; Mayweg, A. V.; Rogers-Evans, M.; Humm, R.;
Krummenacher, D.; Muser, T.; Schnider, C.; Jacobsen, H.;
Ozmen, L.; Bergadano, A.; Banner, D. W.; Hochstrasser, R.;
Kuglstatter, A.; David-Pierson, P.; Fischer, H.; Polara, A.;
Narquizian, R. J. Med. Chem. 2013, 56, 3980.

(a) Nickson, T. E. J Org. Chem. 1988, 53, 3870.
(b) Markitanov, Y. N.; Timoshenko, V. M.; Shermolovich, Y. G.;
Mykhalchuk, V. L.; Grafova, 1. A.; Grafov, A. V. Chem.
Heterocycl. Compd. 2016, 52, 503. [Xumua cemepoyuxn.
coeounenuii 2016, 52, 503.]

Parham, W. E.; Blake, F. D.; Theissen, D. R. J. Org. Chem.
1962, 27, 2415.

Houk, K. N.; Chang, Y.-M.; Strozier, R. W.; Caramella, P.
Heterocycles 1977, 7, 793.

De Benedetti, P. G.; Quartieri, S.; Rastelli, A.; De Amici, M.;
De Micheli, C.; Gandolfi, R.; Gariboldi, P. J. Chem. Soc.,
Perkin Trans. 2 1982, 95.

Caramella, P.; Albini, E.; Bandiera, T.; Corsico-Coda, A.;
Grunanager, P.; Albini, F. M. Tetrahedron 1983, 39, 689.
Kozikowsky, A. P.; Adamczyk, M. J. Org. Chem. 1983, 48,
366.



