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(73) IHCTUTYT OPFAHIYHOI XIMIT HAH YKPAIHW
(57) Cnoci6  ogepxaHHs  S(+)-2-R-4-apun-4-
TpudTopomeTun-6-meTnn-4H-1,3-TiasmHis  3aranbHoi
copmynu:

Me S)\R

ne Ar=Ph, 4-MeC6H4, 4-MeOCe,H4, 4-FC6H4,

R=Me, Ph, 4-N02C6H4, 4-BI’C6H4,

AKMN BiAPi3HAETbCA TUM, WO S(-)-4-N-aumnamiHo-4-
apun-5,5,5-TpudToponeHTaH-2-oH1n  nNigaalnTs B3ae-
Mopail 3 neHTacynbdigom octopy B KUNNAYOMY
kcunoni (iHamBiayanbHi i3omepn abo ix cymiw) 3 Ha-
CTYMNHUM BUAINEHHAM UiNbOBUX NPOAYKTIB 3BUYaANHU-
MW MeToAamu.

KopucHa mogernb BigHOCUTBCS OO OpraHiyHol Xi-
Mii, @ came o crnocoby oaepXKaHHS HOBUX OMTUYHO
aKTUBHUX NOXiAHMX reTepoLumkniyHol cuctemn 4H-1,3-
Tia3uHy 3aranbHoi hopmynu:
CF:{,,,, r

Me S)\R

ne Ar=Ph, 4-MeCeH4, 4-MeOCe,H4, 4-FC6H4

R=Me, Ph, 4-N02C6H4, 4-BI’C6H4

Cnonykvu gaHoro Tuny MOXyTb 3HaWTW 3acTocy-
BaHHsI SIK BUXiOHI NS CUHTE3y OionoriYyHo aKTUBHKX
peyoBUH Ta Au3anHy HOBWX €HaHTIOMEPHO YMUCTUX
MeauYHUX nNpenaparis.

HasBaHi crnonyku, ix BNacTUBOCTI i 3aCTOCyBaHHS
B HayKoBili niTepaTypi Ta NaTEeHTHUX BUAOAHHAX He
onucai.

HanbnwxkyuMmn CTPYKTYpHUMW aHaroramu cro-
NyK, SKi 3a9BMASAOTLCA € ONTUYHO HEe aKTMBHI nonisa-
MieHi 4H-1,3-Tia3nHn 3aransHOT opMynu:

R3 R2

ne R1=Me, TpeT.-Bu, Ar, agamaHTun, dypwun, Tie-
Hif;

R*H, CFs; R’=Me, CFs, Ar; R*=H, Me, CH.Ph,
Ar

MoxigHi retepoumknivyHoi cuctemmn 1,3-TiasnHy €
CrorykKamMm i3 LWMpoKknmM crnektpom GionorivyHoi aii [1].
Cepen HWX 3HangeHi peyoBrHN 3 BakTepuumnagHo [2,
3], cegaTtuBHOIO i NpoTueipycHo [4], AenpecuBHOO
[5], npoTusanansHoto [6], dyHriUMAHOK Ta iHCEKTU-
unagHoto [7, 8] aktuBHocTaMW. [ns oaepXaHHA 2,4,6-
TpusamiweHux Ta 2,4,4,6-teTpasamiweHmnx 4H-1,3-
TiagdiasuHiB BUKOPUCTOBYIOTb 4Ba CUHTETUYHMUX METO-
an. OcHoBy nepworo cknagae TioHyBaHHS 3-N-
auunamiHoKeToHIB peareHToM JloyccoHa (2,4-6ic(4-
meTokcudeHin)-1,3,2,4-gutiagndgocdeTaH-2,4-
ancynbdia) [8, 9]. Opyruii 6asyeTbCa Ha LMKIOKOH-
geHcauii  4,4-6ic(TpudTopomertun)-1-Tia-3-a3abyTta-
1,3-gieHiB 3 apunauetuneHammn [10] abo umknoTioa-
MigoankinysaHHi Ou3amilleHHUX aueTUneHiB CyMill-
Wwio Tioamigis 3 anbaerigamu [11, 12].

CyTTeBUM Heponikom nepLuoro cnocoby € yTBo-
peHHs nopyd i3 uinbosumn 4H-1,3-TiasuHamu yacTko-
BO TIOHOBaHMX auukriyHUX npoaykTie - 3-N-Tioaumn-
aMiHOKeTOHIB. OKpiM UbOro NeBHE OOMEXEHHSI Ha-
Knagae BUKOPUCTaHHS Binblu JOPOroro MOPIBHSHO 3
neHtacynbgigomMm cocdopy peareHTa JloyccoHa. Ln-
KrokoHAeHcauii noxigHmx 3-N-TioauunimiHiB 3 aue-
TuneHamu (Opyrvn nigxia), siKk npaBuno, Big3Hadva-

(13) U

1145359
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I0TbCS HEBUCOKOIO CEMNEKTUBHICTIO, pe3yribTaToOM 4Oro
€ YTBOPEHHSA NOopyM i3 LinboBUMW NPoAyKTaMu perioi-
3omepHux 1,3-TiasnHiB abo 4,5-gurigpo-Tiasonis.

OnuncaHi MeToan He JalTb MOXMIMBOCTI 3MiNCHI0-
BaTW CMHTE3 ONTUYHO aKTUBHUX 4H-1,3-Tia3nHiB, WO €
JOoCUTb CYTTEBUM B HOBITHIX Migxogax OO Au3anHy
nikapcbkux npenapartis.

3agayelo KOpUCHOI Mogeni € crnocid OTpMMaHHS
HOBMX OMNTUYHO AKTUBHUX MOXIAHWUX 2-3aMilLeHux 4-
apun-4-tpudTropomeTnn-6-metTnun-4H-1,3-tiasuHis
3aranbHol hopmynu:

CF:f,,,, r

X

Me’ S R

CFg//,,' CF{)//,,, CF:{,% Me H.S
P2Ss A Me A/\ﬁ 2
A Me "~ "o N ‘\ A SH| —»
e

HN>=O H<:>=S

R

ae Ar=Ph, 4-MeCsH4, 4-MeOCgH4, 4-FCsH4

R=Me, Ph, 4-N02C6H4, 4-BI’C6H4

3anponoHoBaHui cnocib € BTiNeHHsIM edeKTuB-
HoOro BapiaHTy CUHTE3y HOBUX 4-
TpudpTopomeTuneMicHUX  4H-1,3-TiaauHiB  BUCOKOI
ONTUYHOT YMCTOTU Ha OCHOBI OOCTYMHWUX XipanbHUX
CUHTOHIB - S(-)-4-N-aunnamiHo-4-apun-5,5,5-
TpudTOpOo-NEHTaH-2-oHiB. OgepKaHi CNonykn MoXyTb
3HaNTWN 3aCTOCYBaHHA SIK BUXIOHI ANA An3aniHy HOBMX
GioakTMBHUX cnomnyk. 30Kpema, HasiBHICTb €K30LMKIi-
yHoro C=N 3B'a3ky Moxe OyTu ycniluHO BUKOpUCTaHa
ANs NEerkoro aHernioBaHHS a3eTOBOro LMKIY i OTpu-
MaHHA  paHille HEeBiJOMWX KOHOEHCOBaHWX f3-
nakTamis.

OTpumaHuin pesynbTaTt Baxko Oyno 3asganerigb
nepegbauntn 6asyrouncb Ha niTepaTypHWX OaHuX.
ABTopamu npadi [9] 6yno BCTaHOBMEHO, O Npw Tio-
HyBaHHi  3-N-auunamiHOKeTOHIB  MeHTacynbdigom
docdopy BignosigHi 4H-1,3-TiasnHn yTBOPIOIOTLCS
TiNbKW B CRiAOBUX KINbKOCTAX. 3a3HA4YMMO TaKOX, LLO
peareHT JloyccoHa BMSIBUBCH He NPOAYKTUBHWMM AN
nepeTBOPEHHS S(-)-4-N-aunnamiHo-4-apun-5,5,5-
TpudTOpONeHTaH-2-0HiB Y BiANOBIAHI LinboBi Tia3nHK,
OCKiMbKM X BMICT B peakUiHii cyMmilwi 3a AaHumu
cnekTpockonii AMP "9F He nepesuiyBaB 15-25%.

Mpouec YTBOPEHHSA S(+)-2-R-4-apun-4-
TpudTopomeTun-6-metun-4H-1,3-tiasmHiB € Garato-
CTafiiHuM | BKMOYae eTanu TiOHyBaHHS KapOOHinb-
HWUX Tpyn, NoAanblly TePMIYHY LIMKIOKOHAEHCALo 3a
paxyHOK HykneodinbHOI aTaku TiokapbaMoinbHoI
rpynu Ha TIOKETOHHY Ta 3aBepluarnbHe eniMiHyBaHHS
cipkoBoH0. Taki TMNU nepeTBOpeHb 3AiNCHIOTLCA
6e3 ydacTi XxipanbHOro BYrMeLUeBOro LeHTpa, LWo
cnpusie He3MiHHOCTI abcomtoTHOI KoHdirypauii KiHue-
BUX npoaykTiB. Metogom cnekrpockonii AMP YF 3
BMKOPWUCTaHHAM  XipallbHUX 3CyBalouMX peareHTiB
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ae Ar=Ph, 4-MeCsH4, 4-MeOCgH4, 4-FCsH4

R=Me, Ph, 4-N02C6H4, 4-BI’C6H4

Cnoci6 opgepxaHHs1 cnomyk, siki 3asBnsOTbLCS,
nonsrae B TOMy, wWo S(-)-4-N-aumnamiHo-4-apun-
5,5,5-TpuptoponeHTan-2-oH1,  SAKi  OAEpPXKYtTbCA
auumioBaHHAM  BignosigHux  S(-)-4-amiHo-4-apwurn-
5,5,5-TpuptoponeHTaH-2-oHiB, NigaawTs B3aeMogii 3
neHtacynbgigoMm docdopy B KANMSAYOMY Kcumoni
(inomBigyaneHi i3omepu abo ix cymiw) 3 HacTymnHUM
BUAIMEHHSAM UiNbOBWUX NPOAYKTIB CTaHAApPTHUMMK Me-
Togamu. Buxoam cknagatote 78-98%, onTudyHa 4umc-
ToTa 74-84%.

BCTaAHOBMEHO, LUO MPU LbOMY MPAKTUYHO HE 3HWUXY-
€TbCA X OMTUYHA YncToTAa.

IHOuBIQyanbHICTb Ta cknaj CUHTE30BaHUX BUXIO-
HUX | UINbOBUX NPOAYKTIB AOBefdeHi pesynbTaTamu
XpomaTtomac-crnektTpomeTpii, 6ygosa - 14, AMP 1H,
“F 1a BC crekTpamu, a ONTUYHI BNacTUBOCTI - BUMI-
PtOBaHHSAM KyTiB MMTOMOro obepTaHHs.

KopucHa mogenb inocTpyeTbecs 3ararnbHUM Cro-
cobom  oTpumaHHa  S(-)-4-N-aumn-amiHo-4-apurn-
5,5,5-TpudpToponeHTaH-2-oHiB Ta S(+)-2-R-4-apun-4-
TpudTOopo-MeTUn-6-metTun-4H-1,3-TiasnHis i isunko-
XIMIYHMMUN ~ XapakTepucTMKaMn BCiIX CUHTE30BaHUX
Cronyk.

3aranbHun cnocib ogepxaHHsa N-[1-apun-3-okco-
1-(TpucbTOpO-METUN)OYTUN]aLETaMIaIB

o po3sunHy 0.5r (0.00216monb) 4-amiHo-4-apun-
5,5,5-TpudptoponeHTaH-2-oHy B 6Mn Cyxoro Tonyorny
popasanu 0.44r (0.00432monb) ouTOBOrO aHrigpuay i
KMA'aTMNU BNpogdoBX 4 rod. PO34MHHKK ynaproBanu,
Oni€NoAiIbHNN TEMHO-KOPUYHEBUIA 3aNULLOK KpucTari-
3yBanu i3 rekcaHy.

Mpuknag 1

S(-)-N-[3-O«kco-1-deHin-1-
(TpucpbTopomeTmn)byTunjaveramia.

Buxin 85%, T.nn. 127-130°C, [aT]DZO - 4598
(c=0.47; MeOH). IY-cnektp, KBr, v, cm: 1695, 1755
(C=0), 3315 (N-H). Cnextp AMP 'H, 5, mu.: 2.07 ¢
(3H, CHzs), 2.18 ¢ (3H, CHzs), 3.44 o (1H, J 17.0lw,
CHy), 3.82 g (1H, J 17.0l'u, CHy), 6.58 ¢ (1H, NH),
7.37-7.46 M (5Hapou.). Criextp AMP ¥F, 5, My -
75.29. Cnektp AMP 3C, 0, Mm.u.: 24.14 (CHgs), 31.51
(CHs3), 43.45 (CH,), 63.07 k8 (J 27.6I'u), 126.02,
128.64, 128.68, 13592 (Capom.), 12752 kB (J
286.7T'y), 170.25 (CO), 203.89 (CH ). 3HangeHo,
%: C 67.96; H 5.24; N 5.28. C3H14F3NO,. Bupaxysa-
Horo: C 67.14; H5.16; N 5.13.

Mpuknag 2
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S(-)-N-[1-(4-®dTOpodeHin)-3-okco-1-
(TpucpbTopomeTmn)byTunjaueramia.

Buxig 84 %, T.im. 130-132°C, [a]p®® -9.90
(c=1.01; MeOH). IY-cnekTp, KBr, v, cm™: 1695, 1750
(C=0), 3315 (N-H). Cnextp AMP 'H, 5, M.u.: 2.09 ¢
(3H, CHa), 2.19 c (3H, CHj3), 3.41 g (1H, J 16.8 I'w,
CH), 3.71 g (1H, J 16.8I'y, CHy), 6.64 ¢ (1H, NH),
7.05-7.11 M (2Hapom.), 7.40-7.44 M (2Hazpom.). CnekTp
AMP "°F, 5, m.u.: - 75.59, - 114.54. Cnektp AMP °C,
0, Mm.M.: 24.03 (CH3), 31.57 (CHs), 43.44 (CHy), 62.94
kB (J 27.6 Ty), 11555 o (J 21.3 ly), 125.12 k8 (J
286.7Tu), 128.07 o (J 7.5Tu), 131.78, 162.6 g (C-F, J
247.9y) (Capom), 170.35 (C=0), 203.73 (C=0). 3Han-
neHo, %: C 53.98; H 5.07; N 4.97. C13H13F4NO.. Bu-
paxyBaHo, %: C 53.61; H 4.50; N 4.81.

Mpuknag 3

S(-)-N-[1-(4-MeTundeHwnn)-3-okco-1-
(TpucpTopomeTumn)byTunjaueramia.

Buxin 80%, T.nn. 115-117°C, [O‘lDZO: - 25.00
(c=1.0; MeOH). IY-cnektp, KBr, v, cMm: 1715, 1745
(C=0), 3430 (N-H). Cnextp AMP 'H, 5, Mm.u.: 2.07 ¢
(3H, CHs3), 2.17 ¢ (3H, CHz3), 2.34 c (3H, CH3), 3.42 g
(1H, J 16.8I'y, CHy), 3.81 g (1H, J 16.8I'y, CHy), 6.42
¢ (1H, NH), 7.21 g (2Hapom., J 8.1'w), 7.30 A (2Hapom, J
8.1M). Crnektp AMP °F, 8, m.u.: -75.59. Cnektp
AMP C, 5, m.u.: 20.96 (CHs), 24.14 (CHs), 31.44
(CHs3), 43.31 (CH,), 63.08 k8 (J 27.6I'u), 125.91,
129.36, 132.94, 138.56 (Capom.), 12527 kB (J
286.7T'y), 170.28 (C=0), 203.86 (CO). 3HangeHo, %:
C 58.82; H 5.97; N 5.06. C14H16F3NO,. BupaxysaHo-
ro: C 58.53; H5.61; N 4.88.

Mpuknag 4.

S(-)-N-[1-(4-MeTokcudeHin)-3-okco-1-
(TpM(bTOpOMeTVIJ'IgﬁyTVIJ'I]aLl,eT-aMiJ:l, . Buxig 85%, 1.nn.
110-112°C, [a]o® = - 16.12 (c=0.62; MeOH). 14-
cnekTp, KBr, v, cm™: 1710, 1721 (CO), 3365 (N=H).
Cnektp AMP 1H, O, m.u.: 2.10 ¢ (3H, CHs), 2.19 ¢ (3H,
CHas), 3.43 g (1H, J 16.5I'y, CHy), 3.83-3.86 m (4H,
CH,, CH20), 6.38 ¢ (1H, NH), 6.94 g (ZH"’P"M’ J
8.5Iu), 7.36 g (2Hapom., J 8.1 'y). Cnextp AMP QF, 0,
M.4.: -75.81. Cniektp AMP °C, 5, m.u.: 24.19 (CHa),
31.48 (CHs), 43.26 (CH2), 55.27 (CH30), 62.91 ks (J
27.6lMy), 113.99, 127.35, 127.78, 159.65(Capom.),
125.28 kB (J 286.7T'y), 170.27 (CO), 203.87 (CO).
3HangeHo, %: C 56.92; H 5.77; N 4.81. C14H16F3NOs.
BupaxyBaHo, %: C 55.44; H 5.32; N 4.62.

3aranbHuin cnocib ogepxaHHsa N-[1-apun-3-okco-
1-(TpudbTOpO-METUN)OYTUN]OEH3aMIaIB.

o po3sunHy 0.5r (0.00216monb) 4-amiHo-4-apun-
5,5,5-TpudptoponeHTaH-2-oHy B 6Mn Cyxoro Tonyorsny
popgaBanu  0.34mn (0.0024mMonb)  TpueTunamiHy,
0.00216mornb xnopaHrigpuay BiaANoBiAHOI HGEH30MHOT
KMCIOTW | knn'aTunu Bnpogosx 4rod. Biadinstposy-
Banu ocapg rigpoxnopuay TpueTunamidy, dinbtpaT
ynapioBanu, 3anuwoK MpOMMBanu KOHLEHTPOBaHWM
po34MHOM KapboHaTy Kanito, ekcTparyBanu Xrnopuc-
T™MM MeTuneHom (2x10mn), cywwunu Hag 6e3BogHUM
cynbatom HaTpito, QinbTpyBanu i BunaptoBanu.
3anuwok kpuctanizysamm i3 60 %-Horo BogHoro eTa-
Hony

Mpuknag 5

S(-)-N-[3-O«kco-1-deHin-1-
(TpucpbTopomeTunn)oyTun]beHsamia.

Buxig 96%, T.nn. 121-123°C, [o]p™= - 39.36
(c=0.65; MeOH). 14-cnekTp, KBr, v, cm 1675, 1718
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(CO), 3375 (N-H). Cnektp AMP 'H, &, m.u.: 2.20 ¢
(3H, CH3), 3.45 g (1H, J 16.5 Ty, CHy), 3.75 A (1H, J
16.5M'y, CHg), 7.38-7.57 m ggHapoM), 7.85-7.87m
(2Hapow, NH). Cnektp AMP ! F, 0, muy.: -73.55.
Cnextp AMP °C, 8, m.u.: 31.84 (CHs), 44.71 (CHy),
63.87 kB (J 27.6I'u), 125.88, 127.18, 128.69, 128.78,
128.80, 132.01, 134.37, 136.00 (Capom), 125.44 k8 (J
287.9I'y), 166.88 (CO ), 204.84 (CO ). 3HangeHo,
%: C 64.63; H 5.13; N 4.45. C1gH1sF3NO,. Bupaxysa-
Horo: C 64.47; H4.81; N 4.18.

Mpuknag 6

S(-)-N-[1-(4-®dTOpodeHin)-3-okco-1-
(TpucpTopomeTunn)oyTun]beHsamia.

Buxig 95%, T.nn. 110-112°C, [o]p™°= - 55.56
(c=0.45; MeOH). IY-cnekTp, KBr, v, oM 1715, 1735
(C=0), 3365 (N=H). Cnektp AMP 'H, 5, Mm.u.: 2.22 ¢
(3H, CH3), 3.42 g (1H, J 16.5T'y, CHy), 3.67 g (1H, J
16.5I'y, CH,), 7.07-7.12 M (2Hapom.), 7.45-7.56 m
(6Hapon.), 7.85-7.87 M (2Hzpom., NH). Criektp AMP '°F,
5, Mu.: -73.84, -114.49. Cnektp AMP °C, 5, m.u.:
31.91 (CHs), 44.74 (CHp), 63.56 k8 (J 27.6 Twu),
125.34 kB (J 286.7Tu), 115.75 o (J 22.6I"u), 127.18,
127.89, 127.95, 128.79, 132.15, 134.12, 162.60 g (J
248.9I'y) (Capom.), 166.93 (C=0), 204.76 (C=0).
3HangeHo, %: C 61.97; H 4.85; N 4.04. C1sH15F4NO».
BupaxysaHoro: C 61.19; H 4.28; N3.96.

Mpuknag 7

S(-)-N-[1-(4-MeTtundeHin)-3-okco-
1(TpudTopomeTnn)oyTun]-4-HiTpo-6eHzamia.

Buxig 97%, T.nn. 132-134°C, [o]p®’= - 44.55
(c=1.01; MeOH). 14-cnekTp, KBr, v, cm 1705, 1720
(C=0), 3345 (N=H). Cnektp AMP 'H, &, mu.: 2.21 ¢
(3H, CHs), 2.35 ¢ (3H, CHzs), 3.39 Ao (1H, J 17.0lw,
CHy), 3.72 g (1H, J 17.0l"u, CHy), 7.22 A (2Hapom., J
7.0 Tu), 7.36 A (2Hapom., J 7.0I'w), 7.50 c (1H, NH),
7.60 A (2Hapow., J 6.5T'u), 7.72 o (2Hapom., J 6.5).
Cnektp AMP 19F, 0, M.y -73.74. CnekTp AMP 13C, 0,
M.4.: 21.02 (CHs), 32.05 (CHj3), 44.46 (CH,), 64.02 kB
(J 27.6I'u), 125.32 k8 (J 287.9I'y), 123.97, 125.59,
128.43, 129.67, 132.43, 138.88, 139.91, 149.89 (C..
pom), 164.83 (C=0), 205.51 (C=0). 3HangeHo, %: C
58.04; H 4.85; N 7.62. C19H17F3N204. BupaxysaHo,
%: C 57.87; H4.35; N 7.10.

3aranbHuin cnocib ogepxaHHs S(+)-2-R-4-apun-
4-TpudpTopomeTnn-6-metun-4H-1,3-tiasuHis.

o posuuny 0.5r (0.0014monb) N-[1-apun-3-okco-
1-(TpndpTopo-meTun)oyTun]aueT(beHs)amigy B 15Mn
cyxoro kcunony (iHauBigyanbHi isomepyn abo ix cy-
miw) pgogasann 3.14r (0.014monb) neHTacynbdigy
cocdopy i HarpiBanu Npy KUM'ATiHHI Ta iIHTEHCUBHOMY
nepemiwysaHHi Bnpogosx 18-20 rog. PeakuinHy cy-
MilLl OXOMOMKyBanu, OpraHiYHWMM LWap AekaHTyBanu,
PO3YMHHUK ynaptoBanu, OTpUMyBanu OnienoAiGHi
aHaniTM4HO YUCTI LiNbOoBi NPOAYKTU.

Mpuknag 8

S(+)-2,6-OnmeTnn-4-deHin-4-(TpudTopomeTun)-
4H-1,3-TiasuH.

Buxig 78%, [a]n*’+20.62 (c=0.97; MeOH). IY-
cnekTp, KBr, v, cm ' 1690 (C=N). Cnektp AMP 1H, 0,
m.4.: 2.12 ¢ (3H, CHs), 2.55 ¢ (3H, CHz), 6.01 c (1H,
CH), 7.33-7.46 M (5Hagon). CriexTp SAMP YF 5, My -
77.88. Cnektp AMP ! C, o, M. 21.87 (CH3), 26.70
(CHs), 69.58 kB (C*, J 28.8I'y), 113.26 (C°), 127.81,
127.53, 128.24, 128.97 (Capom.), 124.73 B (CF3, J
284.1T'u), 131.43 (C°), 136.81 (C?). 3HaitaeHo, %: C
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58.02; H 4.97; N 5.34, S 11.98. C43H12F3NS. Bupaxy-
BaHo, %: C 57.55; H 4.46; N 5.16, S 11.82.

Mpuknag 9

S(+)-2-(4-BpomdeHin)-6-meTun-4-ceHin-4-
(TpudTopomeTnn)-4H-1,3-TiasmH.

Buxig 83%, [a]no?’+40.93 (c=0.50; MeOH). IY-
cnekTp, KBr, v, cm ™' 1690 (C=N). Cnektp AMP 1H, 0,
M.4.: 2.22 ¢ (3H, CH3), 6.17 ¢ (1H, CH), 7.32-7.34 m
(3Hapom-), 7.50-7.51 M (2Hapom-), 7-62 A (2Hapow, J 8
w,), 7.93 A (2Hapow, J 8M1). AMP °F, 5, m.u.: -78.47.
Cnektp AMP *C, 8, m.u.: 22.16 (CHs), 69.71 k8 (C*, J
27.6IL), 114.25 (C°), 126.63, 127.98, 128.78, 129.20,
131.05, 131.93, 132.28, 135.33 (Capoum), 127.50 kB
(CF3, J 284.2I1), 137.36 (C°), 160.54 (C?). 3Haiige-
Ho, %: C 5287, H 497; N 358, S 7.97.
CigH13BrFsNS. BupaxyesaHo, %: C 52.44; H 3.18;
N3.40, S 7.78.

Mpuknag 10

S(+)-6-Metun-2,4-gudenin-4-(TpudtopomeTnn)-
4H-1,3-TiasuH.

Buxig 92%, [a]p*’+23.48 (c=0.75; MeOH). IY-
cnekTp, KBr, v, cm ' 1695 (C=N). Cnektp AMP 1H, 0,
M.4.: 2.24 ¢ (3H, CHs), 2.30 ¢ (3H, CHj3), 6.15 ¢ (1H,
CH), 7.32-7.34 M (3Hapou.), 7.47-7.60 M (5Hapom), 8.02
A (2Hapow., J 7.0rw). AMP "°F, 8, m.u (CDCl3, m.4.): -
78.63. Cnextp AMP °C, 8, M.u.: 8 21.98 (CH3), 70.13
kB (C*, J 27.6Mu), 114.87 (C%), 127.99, 128.22,
128.32, 128.93, 129.01, 129.11,  132.11,
133.07(Capom), 124.98 kB (CF3, J 282.9y), 134.91
(C%), 136.62 (C?). 3HaiineHo, %: C 64.98; H 4.83; N
4.66, S 9.77. C1gH14F3NS. BupaxysaHo, %: C 64.85;
H 4.23; N 4.20, S 9.62.

Mpuknag 11

S(+)-4-(4-dTopodpeHin)-2,6-gumeTnn-4-
(TpndpTopomeTnn)-4H-1,3-TiasmH.

Buxig 90%, [a]o*’+10.03 (c=0.50; MeOH). 14-
cnekTp, KBr, v, cm ™ 1690 (ON). Cnektp AMP 'H, 5,
M.4.: 2.18 ¢ (3H, CHs), 2.73 ¢ (3H, CHj3), 5.98 ¢ (1H,
CH), 7.00-7.10 M (2Hapom.), 7.43-7.51 M (2Hapom.).
Criextp AMP ¥F, 5, mu.: -76.75, -112.19. CnekTp
AMP °C, 5, m.u.: 21.68 (CHs), 26.26 (CHs), 68.50 kB
(C*, J 28.9Tu), 113.63 (C°), 115.72, 115.90, 128.92,
129.80, 129.87 (Capom), 126.72 kB (CF3, J 284.2Iy),
130.79 (C°), 131.32 (C?), 163.12 (C-Fapom, J 250.2ILy).
3HanpeHo, %: C 54.12; H 4.03; N 4.93, S 11.23.
C13H11F4NS. BupaxysaHoro: C 53.97; H 3.83; N 4.84,
S 11.08.

Mpuknag 12

S(+)-4-(4-dTopodpeHin)-6-meTun-2-ceHin-4-
(TpudTopomeTnn)-4H-1,3-TiasmH.

Buxig 87 %, [alo® +34.03 (c=0.89; MeOH). 1Y-
cnekTp, KBr, v, cm ' 1690 (C=N). Cnektp AMP 'H, 5,
M.4.: 2.28 ¢ (3H, CH3), 6.16 ¢ (1H, CH), 7.04-7.11 m
(2Hapom.), 7.54-7.62 M (5Hapom.), 8.05 A (2Hapom-, J
8ru). AMP "°F, 8, m.u.: -78.34, -113.73. Cnektp AMP
BC, 5, M. 22.01 (CHs), 69.65 kB (C*, J 27.6TL),
114.57 (C%), 115.24 o (J 21.4 Tu) 128.25, 129.04,
129.92, 132.40, 132.60, 133.10 (Capoum), 123.91 kB
(CF3, J 282.9Ly), 134.88 (C°), 134.60 (C?), 162.94
(C-Fapom, J 248.9I'u). BHangeHo, %: C 61.94; H 4.14;
N 4.17, S 9.54. C1gH13F4NS. Bupaxysaroro: C 61.53;
H 3.73; N 3.99, S 9.13.

Mpuknap 13

S(+)-2,6-Onmetnn-4-(4-metundeHin)-4-
(TpudpTopomeTnn)-4H-1,3-TiasmH.
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Buxig 93%, [a]p?’+28.76 (c=1.0; MeOH). IY-
cnekTp, KBr, v, cm ' 1695 (C=N). Cnektp AMP 1H, 0,
m.4.: 2.15 ¢ (3H, CHs), 2.33 ¢ (3H, CHzs), 2.67 (CHj3),
5.99 ¢ (1H, CH), 7.19 o (2Hapom, J 7.8T1), 7.34 1
(2Hapoy, J 7.8M0). AMP °F, 8, m.u.: -77.06. CriekTp
AMP °C, &, mn.: 21.19 (CHs), 21.70 (CHs), 26.37
(CH30), 68.78 kB (C*, J 27.6I"L1), 113.88 (C°), 123.23,
127.58, 129.31, 132.79 (Capom.), 126.51 kB (CF3, J
284.2T"1), 190.05 (C°), 201.20 (C?). 3HaitaeHo, %: C
59.17; H 5.43; N 4.98, S 11.76. C14H14F3NS. Bupaxy-
BaHoro: C 58.93; H4.95; N4.91, S 11.24.

Mpuknag 14

S(+)-6-Metun-4-(4-metnndeHin)-2-(4-
HiTpOd)eHiJ‘I)-4-(TpI/I(bTO(§)OMeTVIJ'I)-4H-1 ,3-TiasuH.

Buxig 98%, [a]o®°+34.40 (c=1.0; MeOH). IY-
cnekTp, KBr, v, cm ' 1690 (C=N). Cnektp AMP 1H, 0,
M.4.: 2.20 ¢ (3H, CHs), 2.31 ¢ (3H, CHj3), 6.13 ¢ (1H,
CH), 711 o (2Hapom., J 7.8I'W,), 7.34 A (2Hapom., J
7.8I'y), 7.61 O (2Hapow, J 8.7T0), 7.89 (ZHEPOM., J
8.7ru). AMP '°F, &, m.u.: -78.61. Cniekp AMP °C, 5,
M. 21.15 (CHs), 22.14 (CHs), 70.38 ke (C* J
27.6IL), 114.29 (C°), 127.80, 128.65, 129.11, 131.84,
132.08, 134.68, 135.51, 138.57 (Capom.), 126.73 kB
(CF3, J 284.2I1), 134.32 (C°), 159.86 (C?). 3Haiige-
Ho, %: C 58.73; H 4.02; N 756, S 8.75.
C19H15F3N202S. BupaxyBaHo, %: C 58.16; H 3.85; N
7.14,S 8.17.

Mpuknag 15

S(+)-4-(4-MeTtokcudeHin)-2,6-aumeTnn-4-
(TpudpTopomeTnn)-4H-1,3-TiasmH.

Buxig 87%, [a]p’+14.86 (c=0.95; MeOH). 14-
cnekTp, KBr, v, cm 1695 (C=N). Cnektp AMP 1H, 0,
Mm.4.: 2.19 ¢ (3H, CHj3), 2.91 ¢ (3H, CHj3), 3.81 (CH30),
598 ¢ (1H, CH), 6.98 o (2Hap0M, J 87rL|,), 7.43 o
(2Hapoy, J 8.7T0). AMP "°F, 8, m.u.: -76.79. Crektp
AMP °C, 8, m.u.: 21.60 (CHs), 29.72 (CHs), 55.45
(CH30), 68.58 kB (C*, J 27.6I"L1), 114.26 (C°), 126.92,
128.94, 129.10, 160.40 (Capom.), 126.38 kB (CF3, J
284.2T'0), 132.15 (C°), 143.70 (C?). 3naitaeHo, %: C
55.99; H 4.97; N 4.77, S 10.92. C14H14F3NOS. Bupa-
xyBaHoro: C 55.80; H 4.68; N4.65, S 10.65.
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