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Bopouearcckuii 2ocyoapcemeennwiii yHusepcumem

[erepormkmmzarnist 6eH30Kca(THA)30IT-2-TYaHUIMHOB C 3-AMKETOHAMU MPUBOIUT K 2-[OeH-
30Kca(THa)30JTHT-2-aMUHO |-ITU PUMUTFHAM, a ¢ [3-KeToadupamu — K 2-[0eH30Kca(THa )30)THIT-2-aMH-
HOJ-4-OKCOTMPUMHIMHAM, CYIIIECTBYIOIINM MTPEIIOYTUTENTFHO B KBa3U-0-XMHOUTHON CTPYKTYPE.

Bricokas peakiimoHHast ciocOOHOCTh T'yaHUUHA U
€ro IIPOW3BO/THBIX ITO3BOJISIET BBOAUTH UX B MHOTOUHC-
JIEHHBIE PEAKIINY T€TEPOIMKIN3AIINH, TPUBO/ISIINE K
azareTepoluKIIaM Pa3IMIHON CTENeHH cJI0KHOCTH [1].
3HAYUTETHHOE YNCIIO pabOT MOCBSIIICHO B3aNMO,IeH-
CTBUIO aMUIMTHOB U TYaHUIMHOB C O, 3-HeTpe e/ TbHbI-
MU KapOOHWIbHBIMH U [3-TUKapOOHITEHBIMH COCITIHE-
HUSIMHU, TIPUBOISIIIIETO K 0O0Pa30BaAHUIO COOTBECTBYIO-
IIUX MTUPUMUAIAHOB U aMHHOTIUPUMUIUHOB [2-4]. Co-
€IMHEHUSI 9TUX KIIACCOB MPOSIBIISIOT TPOTUBOMHKPOO-
HYIO ¥ TPOTUBOBUPYCHYIO AKTUBHOCTH, B YACTHOCTH,
sBIsIFOTCS aHTU-BY-niperrapatamu [5-7).

Llenwro HacTOSIIIIEH PAOOTHI SBISUIOCH U3YYEHHE Pe-
aKIMOHHOM CIIOCOOHOCTH OeH30Kca(THa )30IHII-2-Tya-
HuauHOB (1a,0) B peaKIMsIX reTePOLMKIIN3AIIH C [3-11-
KapOOHUITLHBIMU COETMHEHUSIMU: TuKeToHaMH (11a-e)
n keroapupamu (1Va-3).

Konnencarus coennuennii (1) ¢ tukeronaMu Tpe-
OyeT TOCTATOUHO KECTKUX YCIOBUHN: KUIISTUCHNE B Te-
yenue 3-10 4, (B 3aBUCUMOCTH OT PEaKIIMOHHOM CIIO-
COOHOCTH TUKETOHOB), B KCUJIOJIE C 23€0TPOITHOM OT-
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roHkoi Bosibl. [TpomykThl peakimu — 2-[0eH30Kca(THA)-
3ommI-2-amuHo JmupuMuauHsl (111a-1), kak mpaBwIIo,
MEHee paCTBOPUMBI, U BBIMAJIAIOT Y)KE U3 TOPSTUCH pe-
AKIIMOHHOM CMECH WJIM TIPU ¢ OXJTaXIeHnH. beH3omna-
LIETOH IPH JJTUTEIIBHOM KUIISTYEHUH B YKA3aHHBIX YC-
JIOBUSIX JTAET TOJIBKO CJISITBI TPOIyKTa PEaKIIUH, C yBe-
JIMYEHUEM ITPOIOJKUTEIIBHOCTH HAr peBaHUsI BO3pacTa-
€T OCMOJICHHE PEaKIIMOHHOM cMecH. JlnbeH3omImMeTan
B JTAHHYIO PEAKIIMIO BBECTH HE yIAJI0Ch. Y MEHbBIIICHHE
PEaKIIMOHHON CIOCOOHOCTU [3-TUKETOHOB B PSIY
CF,COCH,COCH, O CH,COCH,COCH, >
PhCOCH,COCH, > PhCOCH,COPh B peakiuu 1UK-
H3auu ¢ ryanuauHaMu (1) MoxkeT OBITh CBSI3aHO C
YBEJIIMUCHUEM COJICpXKaHUSI €HOJIbHOM (hOPMBI, TOTIOJ-
HUTEJIPHO CTaOWIIM3UPYEMOM COMPSIKCHUEM C OCH-
30JIbHBIMHU KOJIbIIAMU [8].

BbIxo1b1 v XapaKTeprCTHKH 2-[0eH30Kca(THA ) 3011
2-aMuHO JmupuMu-1uHOB (111a-1) mpuBeneHb! B Taom. 1.

I'erepormximzarus ryanuauHoB (1) ¢ keroadupamu
(IV) Taxoke mpoTeKaeT MpU KUTITYCHUH B KCUITOJIE, TIPU
3TOM a3e0TPOITHOM OTTOHKH, KaK IPaBUJIO, HE TPeOyeT-
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1,Q=0(a); Q=S(6); Il, R*=CH_, R*=H,R®*= CH_(a); R*= CH,_, R*= CH_, R®*= CH,(6); R+R?=(CH,),, R®=
CH,(B); R+R?*=(CH,),, R®*=C H, (r); R*=CF,, R*= H,R®*= CH, (n); R*= CF_, R*=H,R®= tuenun (¢); lll,Q=0,
R'=R*=CH,, R?=H (a); Q=S R'=R®*=CH,, R?=H (6); Q= 0, R"=R?=R3=CH_(8); Q= 0, R*+R?=(CH,),,
R3=CH,(r); Q =S, R+R?=(CH,),, R®= CH,(n); Q=0, R*+R?=(CH,),,, R®*= CH,(e); Q= S,R"+R*= (CH,) , R®
=C,H,(x); Q=0,R'=CF,, R°=H,R*=CH,(3); Q=S, R'= CF,, R?= H, R*= Tuenun (u).
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BEH30KCA(THA)30JINI-2-I' YAHUJINHBI BCHMHTE3E A3OTUCTBIX TETEPOLIMKIIOB

Tabmuya 1
Brixonpl, TemMnepaTypbl IUIABJIEHHS] U IAHHbIE 3JIEMEHTHOTO aHAJIN3a
2-[6en3okca(Tua)3oana-2-amuHo|-mupumuaunos (I11a-u )

No Beixon,| T.m., Hatineno, % PopMyiIa Brruncneno, %

° % °C C H N pMy C H N
Ila 58 202-203 | 65.05 514 | 2321 C13H1LNLO 64.99 | 5.03 | 23.32
16 46 245-247 | 61.07 | 4.45 | 21.90 C1sHLNLS 60.92 | 4.72 | 21.86
B 42 240-241 | 66.01 | 5.67 | 21.88 C1sH1NLO 66.13 | 555 | 22.03
I 64 233-235 | 67.44 | 545 | 20.85 CisH14N4O 67.65 | 530 | 21.04
[ 48 273-275 | 63.57 | 5.12 | 20.03 CisH14aN4S 63.81 | 5.00 | 19.84
Ille 53 203-205 | 69.71 | 6.28 | 18.85 Ci7H18N4O 69.37 | 6.16 | 19.03
[k 60 230-231 | 6544 | 557 | 1814 Ci7H18N4S 65.78 | 584 | 18.05
I3 62 205-207 | 53.24 | 2.95 | 19.22 CisHgFsN,O | 53.07 | 3.08 | 19.04
[ 54 291-292 | 50.89 | 2.26 | 1464 CisHoF3NsS, | 50.79 | 240 | 1481

IKCIIEPUMEHTAJBHAA YACTD

KonTpo:as mpoTekaHus peakiiii 1 UHAUBUTY AJTEHO-
CTH TTOJTyYEHHBIX BEIECTB MpoBoauIu MeTogoM TCX
Ha rmactruHax Merck UV-254, 51r0eHT — dTHIIaleTar.
Cnextpol SIMP *H cusrer Ha mpubope Bruker AC-300
(300 MI'n) 8 AMCO-d, otnocurensno TMC, macc-
cneKTphl —Ha mproope LK B 9000, sHeprus HOHU3UPY-

cs. [TpoykTam peakimu cieayeT MPUITUCATL CTPYKTYPY
2-[6eH30Kca(THA)30ITIT-2-aMUHO |-4-OKCOITU PUMUAMHOB
(VB). CtpykTypa rerepolukIngeckoro ppparmenra B
dopme 4-runpoxcunmupumunrna (V1) Moxxet ObITh Uc-
KJTF0UeHa Onaroaps Haymmuuto B criekrpe SIMP *H cunr-
neta oneduHosoro nporoHa (R°=H) y atoma C® mupu-
MUIMHOBOTO KOJIbIIa B 0051acTH 5.5-6.2 M.JT1. DTOT CHT-

HaJl OTCYTCTBYET B criekTpax coequuenuti (111), umero-
VX aPOMATU3UPOBAHHOE KOJIBITO, ¥ MMPOM3BOIHBIX (V),
B KOTOPBIX BOJIOpo/ IpH C® 3aMelleH Apyrou rpyIiioH,
Hanpumep, CH, (V6). BeI6op Mexmy KBa3u-n-XMHOMI-
Hoi (VA) u kBazu-o-xuHouaHoi (VB) crpykrypaMu Ha
ocHoBe criekTpoB SIMP H 3atpynHuTtenen, oqHaKko, Kak
MOKA3aHO B MOAPOOHOM HUCCIIETIOBAHUHT AMU-aMHUTHOM
(N*H =NH) Tayromepun 4-mupumMuioHoB [9], pearoy-
TUTENTBHOU siBJIsIeTCs CTpyKTypa (VB).

Bexomp! 1 xapakTepructrku 2-[0eH30Kca(Tra)30ITiI-2-
aMHHO |-4-OKCOMMPUMHIMHOB (V a-K) ITPHUBEACHBI B TAOIL. 2.
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FOIIMX JIEKTPOHOB 70 3B.

B3aumopeiicTBue 0eH30Kca(THA)30/IUI-2-TyaHH-
JMHOB C B-IMKeTOHAMM.

Cwmech 0,015 morp OeH30Kca(THa)30IMIITyaHUIMHA
1 0,017 MOJIb UKETOHA KUIISTHIIM B KCUIIOJIE, OTTOHSISI
BoAy, B TeueHue 3-10 4. Beimasiuii ocaiok ouniiaiu
TIepeKpUCTAITU3AITUCH U3 TUOKCAHA WITH AUMETHIIOP-
Mamua.

B3aumopeiicTBue GeH30Kca(THA)30/IUI-2-TyaHH-
1uHOB ¢ [B-keTo3¢pu-pamu. Cmechb 0,015 moib GeH30-
kca(tua)zomuryannauHa u 0,017 Mo ketoadupa Ku-
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IV, R*= CH,, R°= H (a); R*= R®= CH,(6); R*= Ph, R°= H (8); R*= CH,0CH,, R®= H (r); R*= CH,0COCH,, R®
= H (m); R*= CH,, R5= PhCH, (e); R*R5= (CH,), (); R“+R®= (CH,),(3); V, Q = O, R*= CH,, R°= H (a);Q = O,
R*=R5= CH,(6); Q = O, R*=Ph, R°=H (); Q= S, R*= CH,OCH,, R5= H (r); Q = O, R*= CH,OCH,, R°= H (m);
Q=0, R*= CH,0COCH,, R°=H (¢); Q = S, R*= CH,O0COCH,, R®= H (%); Q = S, R*= CH,, R5= PhCH,(3); Q =
O, R#+R°=(CH,),(n); Q= S, R*+R°= (CH,), (k)
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Tabauya 2

Boixonpl, TemMnepaTypbl IUIABJIEHHS] U IAHHbIE )JIEMEHTHOTO aHAJIN3a
2-|6en3okca(Tua)3oana-2-amunol-4-oxkconupumuaunos (Va-k)

No Brixog, T. ., Haitigeno, % Dopmyra Brrauncneno, %
B % °C C H N C H

Va 42 >320 59.36 421 | 23.01 C1oH10N4O, 59.50 | 4.16 2
Vo 61 305-307 | 61.12 | 4.58 21.77 C1sH1oN4Os 60.93 | 4.72 2
VB 39 254-255 | 67.33 | 4.06 18.28 C17H1:N4O, 67.10 3.97 1
Vr 52 314-316 | 54.01 | 4.44 19.25 C13H1oN4O5S 5415 | 4.20 1
V1 54 201-203 | 57.15 | 4.60 20.65 C1sH1oN4O3 57.35 | 4.44 2
Ve 47 210-211 | 56.21 3.88 18.85 CiuH1oN4Oy 56.00 | 4.03 1
Vx 68 >320 53.02 3.95 17.54 CusH1oN4O3S 53.16 3.82 1
V3 65 >320 65.55 | 451 16.21 C1oH16N4OS 65.50 | 4.63 1
Vu 38 302-304 | 62.54 | 4.67 20.92 CuH1:N4O, 62.68 | 4.51 2
Vk 41 >320 60.25 | 4.78 18.65 CisH1uN4OS 60.38 | 4.73 1

IIATWIN B KCUJ10J1e B TeueHue 3-10 4. Beimasimii oca-
JTIOK OUMIIAITY TIEPEKPUCTAIITU3AIINEHN 13 TMOKCAHA WITH
JUMETHII(hOopMaMHIA.

CIIMCOKJIMTEPATYPBI

1. Hluxanues X.C., @ananees A.B., Kpvinockuii /. B.
H36paHHble METOIbI CHHTE3a ¥ MOAU(DUKAIIMH FeTEPO-
ko / IMox pen. B.I.Kapuiepa. Mocksa: IBSPRESS,
2003.T. 1. C.450.

2. Atwal K.S,, O'Reilly B.C., Gougoutas J.Z, Malley
M.F. // Heterocycles. 1987. Vol 26. Ne 5. P.1189.

3. Tice C.M., Bryman L.M. // Tetrahedron. 2001. Vol
57. Ne 8. P. 26809.

4. Mamaes B.11., Batic A.J1/XT'C.1975.Ne11. C. 1555.

5. Jlaticon I'., Meti I1. XuMusi CHHTETUUECKHUX Jie-
KapCTBEHHBIX IIpermapaToB. M.: Mup, 1964. C.485.

6. IMaoeiickasn E. H., IonyxunaJl. M. HoBble cyibha-
HUJIAMUJTHBIE TPENapaThl JUIMTETHHOTO TEHCTBUS. M..:
Meauumna, 1974. 172 c.

7. Badawey A.M.,Kappe T.// Arch. Pharm. Pharm.
Med. Chem. 1997. Vol 330. Ne 3. P. 59.

8. Temnuxosa T. M. Kypc TeOpeTHUECKHX OCHOB Opra-
Huueckoi xumuu. J1.: Xumus, 1968. C. 600.

9. Xeiighey I' M., Komvyos A. 1., Xawamypos A.C.,
Tunoun B.A. 1 KOpX. 2000. T. 36. Beim. 9. C.1411.

68 BECTHUK BI'Y. Cepua: Xumusa. bBuonoeusa. Papmayua. 2004, Nel



