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(54) cnocib OOEPXAHHA ETUN 4-(5-APUN-2-®YPWUI)-6-METWUI-2-OKCO(TIOKCO)-1,2,3,4-
TETPArarPoONIPUMIONH-5-KAPBOKCUIATIB

(57) Pedpepar:

Crnoci6  opepkaHHs  3amiweHux etun  4-(5-apun-2-dypun)-6-meTnn-2-okco(Tiokco)-1,2,3,4-
TeTparigponipumignH-5-kapbokcmnartie  BKMNOYae  B3aAEMOi0  apoMaTUYHMX  anbgerigie - 3
eTunaueToaleTaTtoM, CEYOBUHOK abo TiOCEYOBMHOK B OPraHiyHOMY PO3YMHHUKY Yy MPUCYTHOCTI
KaTanizatopa. Ak anbgerign BMKOPUCTOBYKOTb 5-apundypaH-2-kapbanbgerign, sk katanisatop -
FeCl;*6H,0.
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KopucHa mopenb Hanexutb [0 OpraHiyHOi XiMmii, a came cnocobiB ofepXKaHHA KOPUCHUX
OpraHidHMX CnonykK, ki MOXyTb OyTn BUKOPUCTaHi y papmakonorii sk NpOTMBIPYCHI Ta NPOTUNYXINHHI
npenapaTu, a TakoX aHanory aHTUrinepTeH3MBHMX MiKapCbkux 3acobiB.

Bigomnii cnoci® oTpuMMaHHsl 3amilleHnx 2-okco-1,2,3,4-TeTparigponipumianH-5-kapbokcunarTis
[BoosuHa C.B., Mamegoe B.A. HoBble BO3MOXXHOCTM Kriaccuyeckon peakuumn bugxunennu // Ycnexum
Xxumumn. - 2008. - T. 77. - Buin. 12. - C. 1091-1128], 3a sikmm 1,3-gukapboHinbHa cronyka -
aueTooUTOBUI ecTep, anbAeria Ta ceyoBMHa abo TioCeYoBUHa B3aEMOAIOTb B CEPeaOoBULL CNMPTY Y
npucyTHocTi kaTanizatopa (HCI).

Heponikamun cnocoby € HEBUCOKI BUXOOM KiHLLEBUX CMOMNYK, @ TakoX NPOXOMKEHHS peakLuii 4ocuTb
TpuBanun vac (~20 roguH) nig yac cnHTe3y TeTparigponipuMiguHIB.

Hanbnmkymm aHanorom € cnocib ogepkaHHsa 3amileHnx 2-okco-1,2,3,4-TeTparigponipumignH-5-
kapbokcunatis [Chen-Jiang Liu, Ji-De Wang. Copper(ll) Sulfamate: An Efficient Catalyst for the One-
Pot Synthesis of 3,4-Dihydropyrimidine-2(1H)-ones and thiones //Molecules. - 2009. - 14. - P. 763-
770], aknin nonsarae B peakLii LIMKNOKOHAEHCcaLii apoMaTUYHUX anbAerigis 3 aLeToouToBMM €CTEPOM,
CEeYOBUHOI abo TIOCEYOBMHO Y NPUCYTHOCTI KaTanisatopa - cynbdamaty migi (I1), B pesynbTaTi Yoro
dopmyeTbCA TeTparigponipMMianHOBMA LMKN 3 YTBOPEHHAM eTun 4-apun-6-metun-2-okco-1,2,3,4-
TeTparigponipumianH-5-kapbokcmnnaris.

Heponikom cnocoby €  He3HauyHa  BapiaTMBHICTb  3aMIiCHWKIB Yy  MOMNOXEHHi 4
TeTparigponipumMiguHOBOro LMKIY i BUKOPUCTaHHS NOPIBHSHO AOPOroro Karanisaropa.

B ocHOBY kopuCHOI MoAeni nocTaBrieHa 3agada YAOCKOHanMTU Chnocib oaepkaHHs 3aMillleHuX
etnn 4-apun/reTapun-6-meTnn-2-okco(Tiokco)-1,2,3,4-TeTparigponipmmignH-5-kapbokcnnaTis LASXOoM
BMKOPUCTaHHA peareHTiB - 5-apun-2-dypaHkapbanbgerigie B peakuii uuknisadii 3 AOCTyMHUMMU
cnonykamy, a came eTurnaveTroaueTtaTtoM i CeYOBMHOK abo TIOCEYOBMHOKW Yy MPUCYTHOCTI OELIEeBOro
katanisatopa - FeCl;-6H,0, wo gacte 3mory ogepxxyBaTtu LinboBi NPOAYKTM | 3HAYHO YPIBHOMaHITHUTK
3aMICHMKM Y NONOXeHHI 4 TeTparigponipMmMianHOBOro LUKIY.

MocTtaBneHa 3apada BUMPIWYETbCS TWUM, WO Yy crnocobi ogep)XaHHsa 3aMilleHnx eTtun 4-
apun/reTapun-6-meTun-2-okco-1,2,3,4-teTparigponipmmignH-5-kapbokcmnaris, KNI BKNto4ae
B3aEMOAI0 apoMaTUYHMX anbAerigiB 3 eTuraueroaueTaTtoMm, Ce4vYOoBMHOK abo TiOCEYOBMHOK B
OpraHiYHOMYy PO34YMHHUKY Y NMPUCYTHOCTI KaTanisaTopa, B IKOMY 3riAHO KOPUCHOI MoAeni Sk anbaerign
BMKOPUCTOBYIOTb 5-apundypaH-2-kapbanbgerign, sk katanizatop - FeCls'6H,0 i ogepXyoTb Cnonyku

3aransHoi dopmynu
Me
\\ O

Me

ne R'=NO,, Hal, CF,

X=0, S.

ABTOpM 3anpornoHyBanu BMKOpUCTaTW SK BuUXigHi crnonykn 5-apun-2-dypaHkapbanbgerign 3
LUIMPOKUM CNEKTPOM 3aMIiCHUKIB Yy apurnbHOMYy parmeHTi. BoHn pearyoTb 3 eTurnaueroaueraTtom,
CEe4YoBMHOK abo TIOCEYOBMHOK Y MPUCYTHOCTI KaTanizatopa - FeCls;'6H,0O y cepenoBuLli eTUNoBoro
cnvpTy. MNpu uboMy opmMyeTbCS TeTpariaponipuMiGUHOBUIA LIMKI 3 apundypaHoBUM parMeHToM y
NONOXeHHi 4.

Cnocibé MoxHa npoincTpyBaTv Npyknagamu, pesynbTaty SKUxX 3BedeHO y Tabnuui, ae BMXOAM
HaBefeHi nicna nepekpuctanisauii. Cknag i 0yaoBy LMX CNOMyK NiATBEPMAXEHO AaHUMU CNEKTPOCKONIT
AMP 'H i °C Ta enemMeHTHUM aHanisom.
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Tabnuug

Buxig Ta TemnepaTypu TonneHHa etun 4-(5-apun-2-cdypun)-6-meTun-2-okco(Tiokco)-1,2,3,4-
TeTparigponipumMignH-5-kapOokcmnartiB B 3aneXHOCTi Bif 3aMiCHUKIB.

Ne cnonyku R X Buxia, % T.nn, °C
1 4-Cl (0] 75 173-174
2 2,4-Cl, (0] 80 254-255
3 2-NO, (0] 73 230-231
4 2,3-Cl, (0] 77 233-234
5 4-Br (0] 79 204-205
6 2,5-Cl, (0] 68 232-233
7 3-NO, 0 74 249-250
8 4-NO, 0 75 231-232
9 2-NO,-4-OMe 0 68 206-207
10 2-Cl-5-CF; 0 70 219-220
11 3-CF3-4-Cl 0 65 226-227
12 2-Cl (0] 73 235-236
13 4-Cl S 70 242-243
14 2,4-Cl, S 74 231-232
15 3-NO, S 65 160-161
16 2,5-Cl, S 68 167-168
17 4-COOEt S 71 172-173

OpepxaHHs cnonyk 1-17 34iMCHIOTE 3a peakuisiMu:

\ 0 Me
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/ o~ X FoCLe
1 o " Mew . )k eCl,* 6H,0
R ——
o o H,N NH,

Mpuknag. Cymiw 3,3 mmonsk (0,71 1) 5-(3-HiTpodeHin)dpypaH-2-kapbanbaerigy, 3,3 mmonb (0,43 1)
etunauetoauetary, 3,3 mmonb (0,2 r) ceuoBuHu i 0,2 r FeCl;-6H,O y 15 mn etunoBoro cnvpTty
HarpiBaloTb 3i 3BOPOTHUM XONOAUIMBbHUKOM ynpodoBxX 4 rod. licna oxonomKeHHs cymilli goaaroTb
BOAY 00 YTBOPEHHSA ocady. BiadinbTpoByloTb, NPOMUBAIOTL BOAOK i NEPEKPUCTANI3OBYIOTh i3 CyMiLLi
po3uuHHUKiB  cnupT-AM®A. Buxin etun 4-[5-(3-HiTpodeHin)-2-cpypun)]-6-meTun-2-okco-1,2,3,4-
TeTparigpo-5-nipumiguHkapbokeunarty (7) 0,89 r (74 %). T.nn. 249-250 °C. Cnektp AMP H, 5, mu.:
9,38 ¢ (1H, NH), 8,34 c (1H, NH), 7,74-8,15 m (4H, C¢Hy), 7,17 o (1H, dypaH), 6,31 g (1H, cdypaH),
5,33 ¢ (1H, CHNH), 4,09 k (2H, CH,0), 2,29 c (3H, CHj3), 1,19 1(3H, CH3;CH,).

3anponoHoBaHun cnocid agae 3amory ogepXyBaTth LiNbOBi NpoAyKTW - 3amiwieHi etun 4-(5-apun-2-
dypwvn)-6-meTnn-2-0kco(Tiokco)-1,2,3,4-TeTparigponipmmianH-5-kapbokecmnnaTu, BVKOPUCTOBYOYM
Jelwesi Ta NerkofgocTyrHi BUXiOHI peareHTVW i 3Ha4YHO PO3LUMPUTU Pi3HOMAHITHICTE 3aMiCHUKIB Y
NONOXeHHi 4 TeTparigponipumiaMHOBOrO UMKMY, WO NiATBEPOXYE OAEepXaHHA nepenbavyBaHOro
TEXHIYHOro pesynbTary.

®OPMYJA KOPUCHOI MOJEN!I

Cnoci6  opepxaHHA  3amiweHux  etun  4-(5-apun-2-dypun)-6-meTun-2-okco(Tiokco)-1,2,3,4-
TeTparigponipumMiguH-5-kapbokcmnariB, SKUA  BKMOYAE B3AEMOI0 apoOMaTUMYHWUX anbAerigiz 3
eTunaueTtoaueTaTtoM, CEYOBUHOK abo TIOCEYOBUHOK B OpraHiyHOMY PO3YMHHUKY Y MPUCYTHOCTI
KaTtanizatopa, SKUN BIiOPI3HAETbCA TUM, WO $K anbAeriay BUKOPUCTOBYIOTb 5S-apundypaH-2-
kapbanbgerian, sik katanizatop - FeCl;*6H,0 i ogepxytoTb cnonyku 3aranbHoi hopmynu
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ne R'=NO,, Hal, CF,
X=0, S.
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