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(57) 1. Cnoci6 ogepxaHHs 4-6GpomMomMeTU-2-MeTus-
1,3-tiasony (I)

SKUA BiAPIBHAETbLCA TUM, LWO NPOBOAATb peakLuito
Tioamigy 3 1,3-gnbpomaueToHoMm B eTunauetati 3
BUAINEHHAM yTBOpPeHoro ocagy coni 4-(6pomomeTun)-
4-rigppokcu-2-metun-4,5-gurigpo-1,3-Tiazon-3-iym
6pomigy (VII)
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Aani sugineny cinb (VII) kun'atate y nboasHin outo-
Bil KUCNOTI 3 OAepXaHHAM YeTBepTUHHOI coni 4-
(6pomomeTnn)-2-meTtnn-1,3-tiazon-3-iym 6pomigy
(Vi
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Ha Ky AOil0Tb OCHOBOKW [ANs OAepXaHHS LinboBOro
npoaykty (1).
2. Cnocib 3a n. 1, 9kuin Bigpi3HAETbLCSA TUM, LWO pea-
Kuito Tioamigy 3 1,3-aMbpomaLeToHOM MpoBOAATbL Y

CTexXioMeTpM4YHOMY CMiBBIgHOLLEHHI peareHTiB.

[aHuin BuHaxig BigHocMTbCs 0O cnocoby opep-
XaHHs 4-6pomomeTun-2-metun-1,3-tiasony cdopmynu
(), sxa moxe ByTn 3acTocoBaHa SIK MPOMKHA Crony-
Ka AN OTPMMaHHs di3ioNoriYyHO aKTUBHUX PEYOBUH B
MeaMUMHi Ta cnocoby ix oaepxaHHs [1].
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Bigpomnii metoa oTpumaHHst 4-6pomomMmeTun-2-
meTun-1,3-tiazony (I), 3a skum npouec BinbyBaeTbCA
y Tpu cTagii (cxema 1) [1]:

5 H.Co S H.C- S H,Gm S
e, LT
H N - N CO,Et - N OH™ N 8r
v v

nepwa crtagia: etun  2-metun-1,3-tiason-4-
kapbokcuetun (V) oTpumaHo B3aemopgieto TioaueTo-
migy () 3 eTunosuin ectepom Gpomnipysaty y cnmpTi
npu KiMHaTHI Temnepatypi Bnpogoex 20 roavH (Bu-
xig 70%)

apyra cragisa: cnonyky IV B eTepi npu -78°C 3a 3
roavHn pieto LiAIHU, nepetBopeHo B (2-metun-1,3-
Tiazon-4-un)metaron (V) (suxia 84%).

TpeTa cTagis: cnonyky 5 B3aemogieio 3 PhsP,
CBry, B CClys 3a 3 roguHum nepeTBOpeHO B 4-
6pomomeTun-2-metun-1,3-tiazon (1) (Buxig 85%).
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(a) etunoBun ectep 6Gpomnipyeaty, EtOH, «kr
20roa, 70%; (b) UA1H4, etep, -78°C, 3r, 84%; (c)
Ph3P, CBF4, CC|4, KT, 3r, 85%.

cxema 1

Heponikom Lboro cnocoby e:

1) HU3bKMI 3a TpbOMa CTafigAMM BUXiA LiNbOBOro
npoaykTy peakuii, a came 50%;

2) TpuBanui 4ac NpoBeAEHHS peakLii: neplua
cragia go 20 roavH; gpyra i TpeTa cragii no 3 roamHu.

3) HeobXxigHiCTb 3acTocyBaHHA BOrHe- i BUBYyXo-
HebGesneyHoro LiAlIH,.

B ocHoBy BMHaxogy nocTaBneHo 3agadvy CTBOpU-
TM HOBWW, OinMbll 3py4HUA crocib oTpumaHHa 4-
6pomomeTnn-2-meTun-1,3-Tiazony 3aranbHoi popmy-
nwn (1), 3MEeHWNTN TPYOOEMKICTb BUAINEHHS NPOOYKTY,
Yyac NpoBedEHHs caMOi peakuii, NigBULLNTA BUXIS
NpoaykTy peakuii i 6e3neky npoBeAeHHA CMHTE3Yy Ta
PO3LUNPUTM aCOPTUMEHT LiifIbOBOrO NPOAYKTY.

[MocTtaBneHa 3agava BUPILLYETBLCA OAEPXKaHHAM
4-6pomomeTun-2-metnn-1,3-tiazony (l), cnocobom,
AKUA BKIOYae npoBefeHHs peakuii Tioamigy 3 1,3-
anbpomaLeToHOM, 3rigHO 3 BUHAxXOAOoM, WO 3asiBns-
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€TbCS, peakLilo NpoBOASATb B OpPraHiYHOMY PO3YUMHHU-
Ky 3 HacTynmHOW JerigpaTtauieto yTBOpeHOro ocagy
coni 4-(6bpomomeTunn)-4-rigpoken-2-meTun-4,5-
avrigpo-1,3-Tia3on-3-iym Gpomigy Ana OTpUMaHHSA
YeTBEPTMHHOI coni  4-(6pomomeTun)-2-meTun-1,3-
Tiason-3-iym GpoMigy i BUAINEHHAM 3 HUX LiNbOBOro
npoaykta |. IMpu LuboMy peakuito NPoBOAATL Y CTeXio-
MEeTPUYHOMY ChiBBIiOHOLLEHHI peareHTiB, PO3YNHHU-
KoM Moxe ByTu eTunaueTat abo aueToHITpun, Cinb 4-
(6pomomeTnn)-2-meTtnn-1,3-tiason-3-iym 6pomig (VIII)
nepeBoasatTb y 4-6pomomeTun-2-metun-1,3-tiasony
3aranbHoi oopmynu (1) ocHoBO 3a cxemoto 2.

iym 6powmig (VIIl) nepeBogdats y 4-6pomomeTun-2-
meTun-1,3-Tiazony 3aranbHoi dopmynu () ocHoBo
3a CxeMolo 2.

BukopucTaHHs eTunaueTaTty ik pO34MHHUKA Npu
npoBefeHHi peakuii koHaeHcauii Tioamigy 3 1,3-
anbpomaueToHoM 3abe3neunno niaBULLIEHUA BUXIS,
coni VIII, a po3pobnennn cnocibé nepeBeneHHst coni
VIl y ocHoBY | O3BONMB BUAINWUTY LiNbOBUI NPOAYKT
3 BUCOKMM BMXOOM B OfJHY CTafito.
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(a) opr. po3unHHuk, kT 0,5-3roa, 90%; (b)kmn.
HAc, 30xB. 96%, (c) H,O, NH4OH, kT, (78%). cxema
2.

BuHaxig niaTBepaKyeTbCA HACTYMHUMW NpuUKna-
Aamu, sKi inocTpyloTb, ane He obmexyloTb 06'eM
AaHoro BMHaxoay.

CuHTe3 4-6pomomeTtun-2-metun-1,3-tiasony (1)
Ta 5-6pomo-4-(6pomomeTunn)-2-meTun-1,3-Tiazony
(). Mpuknag 1.

Oo 0.1 monb Tioauetamigy (lll) popatotb 0.1
monb 1,3-anbpomavietony (V1) y 150mn etunauetary,
nepeMillyloTb 4O NMOBHOMO PO3YMHEHHS i 3anuvLIaTb
00 MOBHOrO BUAINEHHS NpoaykTy peakuii. Ocag dine-
TPYIOTb, NMPOMMBAKOTL CMUPTOM i BUCYLLYIOTL. B pe-
3ynbTaTti BMAINALTbL 28r uyuctoro (6pomomeTwn)-4-
rinpokcu-2-meTun-4,5-aurigpo-1,3-tiason-3-iym  6po-
migy (VII) Buxig (98%). T.posk. 155°C. Cnektp AMP
H (OAMCO-ds); Varian Mercury 400; (400 Mlu), 6, m.
a.: 4.88 yw.c (1H, OH), [3.87 g (1H), i 3.52 g (1H), J
12.7, CHy], 3.89 ¢ (2H, CH>), 2.63 ¢ (3H, CHz). 3Hai-
aeHo, %: C 22.37; Br 52.70; N 4.51. CsHoBr,NOS.
BupaxoBaHo, %: C 20.64; Br 54.92; N 4.81.

Cinb VII kun’atate y 50mn nboasiHoi OLTOBOI Ku-
cnotu BnpoaoBX 30 XBUMWH, peakuiHy CyMill OXOo-
noaxytoTtb, kpuctanu coni VIII ineTpytoTe, npomu-
BalOTb 7MIT NbOASHOI OLTOBOI KUCNOTW, €CTEPOM i
BUCYWYIOTb. B pesynbTati BuainaoTs 25r yncroro 4-
(6pomomeTnn)-2-metunn-1,3-tiazon-3-iym 6pomigy
gVIII). Buxig 25r (92%), T.po3kn. 137°C. Cnektp AMP
H (OAMCO-[,); Varian Mercury 400; (400 MI'u), 5, m.

a.: 7.48 ¢ (1H, CH-S), 4.59 c (2H, CH,), 2.66 c (3H,
CH,). 3HanpeHo, %: C 21.04; Br 59.02; N 5.34.
C,H/Br:NS. BupaxoBaHo, %: C 22.00; Br 58.54; N
5.13.

3 BogHoro po3uuHy coni VI, 3a gonomoro pos-
YMHY amiaky ogepXyTb 4-0pomomeTun-2-metun-1,3-
Tiason (). Ocap | akcTparytoTb (3x25mn) 6eH3ony abo
(3x40mn) xnopodpopmy. OpraHiyHy a3y BigainswoTh,
ctpywytoTe 3 CaCl, i nponyckaloTb 4Yepe3 TOHKUN
Crnow cunikarento, po3yYNMHHUK BUNaplooTb. B pesynb-
TaTi Buainaote  15r uuctoro 4-(6pomomeTnn)-2-
meTtun-1,3-tiazony (). Buxig 15r (78%), (kuak.)
Cnektp AMP H (OMCO - dg); 6, m. a.: 7.58 ¢ (1H,
CH-S), 4.62 c (2H, CHy), 2.69 ¢ (3H, CH,). 3HangeHo,
%: C 31.37; Br 41.70; N 7.51. CsHgBrNS. BupaxoBa-
Ho, %: C 31.27; Br 41.60; N 7.29.

TakMM YMHOM CTBOPEHO 3PYy4Hi cnocobu cnHTesy
4-6pomomeTun-2-metun-1,3-tiazony  (I) T2  4-
(bpomomeTun) -2-metun-1,3-tiazon-3-iym  Gpomigy
(VII), aki moxyTb ByTn 3acTocoBaHi Ans cuHTe3y di-
3i0M0riYHO aKTUBHUX PEYOBUH B MEOULMHI, AKi 3MeH-
LIMNU TPYAOEMKICTb BUAINEHHSA MPOAYKTIB, Yac npo-
Be[EHHS caMoi peakuii, nigBywunu Buxia npoaykTis
peakuii Ta 6e3neKky NPOBEAEHHSI CUHTE3Y.
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