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IuknokonaeHcamnue Putrepa nuMetninOeH3uIKapOUHONA ¢ POTAHAHUIMHAMY CUHTE3UPOBaHbI 4-(3,3-11-
MeTHI-3,4-AUTUPON30XUHOIUH- | -UIITHO)aHMIMHBL. B KauecTBe pojaHaHUIIMHOB OBLITN MCIIOIB30BaHbI 4-po-
JMAHAHWIKH, 2-MeTUJI-4-pOTaHAHUINH U 2-pOJaHO-4-aMHHO-ITHIIOCH30aT. [lomydeHHbIE THOA()UPHI MOTYT
paccMaTpUBaThCS B KQYECTBE CHHTOHOB M MIOTCHIIMATBHBIX OMOJOTHYCCKU aKTUBHBIX COCIUHCHUN.

KurroueBble ci10Ba: NUKIOKOHICHCANHs PutTepa, TMMeTHIOCH3NIKApOWHON, podaHaHWIHHEL, 4-(3,3-11-
MeTHII-3,4- TUTUAPOU30XHHOIHH- | -MIITHO )aHMIIHHEI, CHHTOHBI M TTOTEHITHAIBHEIC OMOIOTHYSCKH aKTHBHBIC

COCIMHCHUA
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Panee mo peakmum Purrepa ObuM TIOTYYCHBI
3,3-auankui- 1 -MeTunTHOo-3,4- AUTUIPOU30X UHOITUHBI
[1], uccrmemoBaHbl MX XMMHYECKHE CBOMCTBa [2—5].
Hcnonb3yemble B 3TOM peakiMu POJAHUJIbI MOTYT
MTOTEHITHAIBHO OBITH OYEHHh Pa3HOOOPA3HBI IO CBOEH
cTpykrype [6]. YuureiBas 3TOT (akT, BaKHBIM BO-
IIPOCOM CTAHOBHUTCS 3aBUCUMOCTh PEAKI[HOHHOW CIIO-
COOHOCTH PONAHUIOB OT CTpoeHus. M3BecTHO, UTO
cepyconep)kamye W30XHHOJIMHBI TEPCIEKTUBHBI B
Ka4ecTBE OMOJIOTHYECKH aKTUBHBIX COCHMHEHHH [7].
Hano taxke yauThiBaTh TOT (PaKT, 9TO 3HAUYUTEIHHAS
4acTh aJKAJIOHUJIOB U JIEKAPCTBEHHBIX BEIIECTB MPEJI-
cTamiieHa |-OeH3WwIn30XUHONMMHAMHU [8, 9]. dparmeHT
APUITHOTPYIIIIBI MOKHO PacCMaTpuBaTh KaK aHAJIOT
OeH3UIBHOTO OcTarkKa, B KoropoM rpynna CH, 3ame-
IIeHa Ha aTOM CEpBHI.

ensro manHO# pabOTHI sABIsIETCS CHHTE3 3,3-1H-
METWI-3.4-TUTUIPOU30XUHOJIMHOB, COJIEpKAIUX B
MIOJIOKEHUU | apUITHOTPYIITY, TIPU 3TOM apoMaTh4e-
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CKHI OCTAaTOK COEPKUT NEPBUYHYIO aMUHOTPYIITY U
npyrue (PyHKLIHNOHAIbHBIE TPYIIIbL.

HccnenoBanus mokaszany, 4to kapounon 1 mpwm
peakIuy podaHuaoB 2a—c B rerepodasHoil cucreMe
TOJyoJ—CepHas Kuciorta npu temneparype 60—70°C B
tedenue 0.5 1 o0pazyer n3oxuHoONMMHBI 3a—c¢ (cxema 1).

[Tony4eHnusle THOA)UPHI TPEACTABISIOT COOOM
OecIBETHbIE KPUCTAJUIMYECKHE BEIIECTBA, TPYIAHO
pPacTBOpUMBIEC B CIIUPTAX U XJIOPOGHOpPME, JIETKO pac-
TtBOpUMBIE B IMCO.

UMK crnekTpbl TONYYEHHBIX BEIIECTB COAEpPIKAT
nojocel normomenus rpynn C=N B obmactu 1625—
1630 cm! m mepBuuHO#t amumHOrpymmsl (3475—
3370 cM '), 9TO COOTBETCTBYET JAHHBIM JTUTEPATYPHI
[10].

B cnexrpax IMP 'H comepxarcs curHanbl aByX
MetuibHbIX rpynn (1.00-1.13 m.a.), rpynner CH, B
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Cxema 1
Me
Me
60-70°C Me
Me + ArSCN e _— N
D9
OH toluene/H,SO,4
S
SAr
1 2a—c 3a—c

2,3, Ar= 4-NH2C6H4 (a), 4-NH2—3-MG—C6H3 (b), 1—C02Et-4-NH2—C6H3—3-y1 (C)

nonoxeHuu 4 (2.81-2.97 m.n.), rpynnst NH, (5.00—
5.81 M.11.), a TaKXKe CUTHAJIBl ApOMATHUECKHUX MTPOTO-
HOB M TPYIII, UMCIONIUXCS B aHUIIUHOBOM (pparMeH-
TE.

Macc-cnekTpsl coequHeHuH 3a, b BKITIOIaroT KA
MOJICKYJISIPHBIX HOHOB, UHTEHCUBHOCTh KOTOPBIX PaB-
Ha cooTBETCTBEHHO 77 U 90%, cOekTp coeauHEeHUs
3¢ muKa MOJICKYIIIPHOTO MOHA HE comepkuT. OOmm
IUIsL CIIEKTPOB coeAuHEeHU 3a—c siBisercss nuk 190
(C;{H,NS), sBnsrowmuiicsi, BEpoOSTHO, IMKOM YaCTH-
bl 1-tro-3,3-mumMetnn-3,4-Turuipou30XuHOINHA, B
CHEKTpax CoeIMHEHNH 3a, ¢ ero HHTEHCUBHOCH JIOCTH-
raet 100%. O0mmM 1151 BCEX TPEX BEIIECTB SBISICTCS
nuk 158 (Cy;H,N — ocrarok 3,3-aumernn-3,4-quru-
JPOU30XMHOIMHA) HHTEHCUBHOCTHIO 27—47%.

Hcxonuble ponaHuabl 2a—¢ MOIYYESHBI IO METO/IN-
KaM, OITUCAHHBIM B [6].

4-(3,3-AumeTnii-3,4-1Uruipou30XMHOJIMH-1-
uaTuo)anuiauH (3a). K cmecn 4.50 1 (30 Mmmoin) Kap-
ounona 1 u 4.50 r (30 Mmmonb) ponanuga 2a B 150 mu
TOJTyOJTa TPUOABIIIOT 10 KaruisiM 10 MJT KOHIIEHTPH-
posannoii H,SO,. CMech MHTEHCUBHO IepeMelInBa-
10T B Teuenue 0.5 1 npu temneparype 60-70°C, nanee
BeUTHBAIOT B 200 Mut neastHOM BoAwl. OpraHmdecKuit
CIIOW YHaJsIOT, BOAHYIO a3y HEHUTpalIM3yloT pac-
TBOPOM aMMHaka. BwIMaBmmi ocamok OT(HIBETPO-
BBIBAIOT, CYIIAT W MEPEKPUCTALTU30BBIBAIOT. BbIXon
5.34 1 (63%), OecuBeTHBIE KpUCTAIIBL T.IUL. 128—
130°C (aneronntpun). MK crektp, v, cMm ' 3470 n
3380 (NH,), 1625 (C=N). Cnextp SIMP 'H, §, m.1.:
1.0 ¢ (6H, 2CH;), 2.97 ¢ (2H, H*), 5.10 ¢ (2H, NH,),
6.57 1 (2H, 0-NH,), 7.06-7.66 M (6H,p,,). Macc-
crektp, m/z (I, %): 282 (77) [M]F, 190 (100)
[C,{H,NST%, 158 (27) [Cy;H|,N]", 124 (42) [M —
C,,H,N]". Haiineno, %: C 72.17; H 6.27; N 10.05; S
11.17. C{7H;gN,S. Brrancneno, %: C 72.30; H 6.42;
N 9.92; S 11.35. M 282.12.

4-(3,3-IlumeTnii-3,4-AUTruIpON30XUHOJIMH-1-
WITHO)-2-MeTHIaHWIUH (3b) monyyaroT aHajgoruy-
HO METOAMKE MosydyeHus: coequHeHus 3a u3z 4.50 mn
(30 mmonb) kapbuHona 1 1 4.92 r (30 MMOIIB) ponaHu-
na 2b. Bexon 5.40 1 (61%), OecIiBETHBIC KPUCTAILIBI.
ta. 108-110°C (mpomanon-2). MK crekrp, v, cm
3460 u 3370 (NH,), 1630 (C=N). Criextp SIMP 'H, §,
M.z 1.03 ¢ (6H, 2CHj3), 2.10 ¢ (3H, CH;-Ar), 2.97 ¢
(2H, H%), 5.0 ¢ (2H, NH,), 6.54 T (1H, 0-NH,), 7.06—
7.62 M (6H,,,)- Mace-criekrp, m/z (1, %0): 296 (90)
[M*, 190 (12) [C,H},NS], 158 (32) [C; H|oNT",
139 (100) [M — C,;H,N + 1]". Haiineno, %: C 72.75;
H 6.69; N 9.55; S 10.71. C,gH,,N,S. Beraucneno, %:
C72.93; H 6.80; N 9.45; S 10.82. M 296.43.

Itun  4-amuuo-3-(3,3-q1umeTmii-3,4-AUruapo-
HM30XHHOJIUH-1-miaTH0)0eHn30at (3¢) nonyvyaroT aHa-
JIOTUMHO METOJIMKE TOJY4YCHHS COeIMHEHUs 3a u3
4.50 mut (30 mmors) kapounona 1 u 6.66 r (30 MMoOIIB)
ponanuga 2¢. Beixom 7.65 r (72%), OecuBeTHbIC
kpuctamwiel. T.IvL. 173-175°C  (ametonutpmn). UK
criektp, v, cM: 3475 u 3380 (NH,), 1725 (CO,EY),
1630 (C=N). Cniexrp SIMP 'H, §, m.11. (J, Tn): 1.13 ¢
(6H, 2CH;), 1.22 T (3H, CH;CH,, J 7.3), 2.81 ¢ (2H,
H*), 4.28 x (2H, OCH,CHj3, J 7.3), 5.81 ¢ (2H, NH,),
6.50 ¢ (1H, o-NH,), 7.32-8.22 m (6H,,,,). Macc-
cnektp, m/z (I, %): 190 (100) [C,;H,NS]", 158
(47) [C;H,N]". Haiineno, %: C 67.68; H 6.08; N
8.03; S 8.83. C,oH»,N,0,S. Beruucneno, %: C 67.77,;
H 6.26; N 7.90; S 9.05. M 354.47.

UK crnekrpsl CHATBI Ha crekTpoMeTrpe Specord
M-80 B Tabmerkax KBr. Crextpst SIMP 'H 3aperu-
cTpupoBaHbl Ha criekTpomerpe Bruker Avance 111 HD
400 (400 MI'm) B JIMCO-ds, BHyTpeHHHH 3TaloH
TMC. Macc-criekrpsl cHsThl Ha npubope FINIGAN
MAT INCOS 50 (70 3B, DY). DneMeHTHBIH aHaIn3
npoBenéH Ha mpudope CHNS-932 Leco Corporation.

IIpoBepka 4MCTOTHI MOJIIYYEHHBIX BELIECTB OCY-
mectisuiack merogoM TCX Ha muactunHax Silufol
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CHUHTE3 4-(3,3-JUMETUJI-3,4- TUT U APON30XNHOJINH-1-MJITNO)AHNJIMHOB

UV-254 B cucreMe auneToH—3TaHOI-XJIOpodopMm,
1:3:6, nposiBienue B YO cBere win napamu 0Opoma.
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Synthesis of 4-(3,3-Dimethyl-3,4-dihydroisoquinoline-
1-ylthio)anilines by Ritter Reaction

A. G. Mikhailovskii* and D. A. Peretyagin

FSEBI of the Ministry of Health of RF «Perm State Pharmaceutucal Academy»y,
ul. Polevaya, 2, Perm, 614990 Russia
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By Ritter cyclocondensation of dimethylbenzylcarbinol with rodananilines 4-(3,3-dimethyl-3,4-dihydroisoquin-
oline-1-ylthio)anilines have been synthesized. As rodananilines were used 4-rodanoaniline, 2-methyl-4-roda-
noaniline and 2-rodano-4-amino-ethylbenzoate. The thioethers obtained can be considered as synthones and
potential biologically active compounds.

Keywords: Ritter cyclocondensation, dimethylbenzylcarbinol, rodananilines, 4-(3,3-dimethyl-3,4-dihydroiso-
quinoline-1-ylthio)anilines, synthones and potential biologically active compounds
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