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CHHTE3
3-(APHJITHIPA3OHO)-5,5-TU (T MAPOKCUMETH.)-2-OKCO-
MOP®OJINHOB

D¢upbl (apUITHIPa30OHO)XIOPYKCYCHOW KHCIOTHI TPU B3aHMOJCHCTBUH C
TPUC(TUIPOKCUMETHI)aMHHOMETaHOM B IPUCYTCTBHU TPHITHIIAMHHA B MSTKHX
YCIOBHSAX MpEBpaIaroTcs B 3-(apuiIrnapasoHOm)-5,5-1u(ruIpoKCUMETHI)-2-
OKCOMOP(OJIUHBI.

KmodeBble ciaoBa: MopdoiuH, 3GUPH  (APHITHIPAa30HO)XIOPYKCYCHOM
KHUCJIOTBI, F€TePOLUKIN3aIINS,.

Oo¢upsl  (apHITHIPA30HO)XJIOPYKCYCHOH — KHCIIOTBHI  SIBISIOTCS — BEChbMa
PEaKIIMOHHOCTIOCOOHBIMH ~ COSIMHEHUSIM W MOTYT CIY)XKUTh HCXOJHBIMH
peareHTaMu Uil CHUHTE3a PAa3UYHBIX a30TCOAEPXKALIMX TeTePOLUKINYECKUX
cucrem [1-6].

Panee MBI OOHapyXmmm, 4YTO OTUJIOBBIE JGUPH (ApUIATHAPA30HO)-
XJIODYKCYCHOH KHUCJIOTHI TP PEAKLUU C ITHIATOM HAaTpHsl IPEeBpaIlaroTcs
B 1,4-nuapun-3,6-nukap0stokcu-1,4-murunpo-1,2,4,5-rerpasunst [7]. [Ipogon-
Kasik OTH  MCCIEAOBAaHMA, MBI YCTAaHOBWJIM, YTO OSTHJIOBBIE 3(QUPEI
(apmiaruapazoHo)XJIOpyKCycHOH kuciaoTel la-1 mpm  B3amMomeWcTBUM  C
TpUC(TUIPOKCUMETIII)aMUHOMETAHOM (3) B BOJHOM 3TaHOJIE B IIPUCYTCTBUM
tpudTiiamMuHa npu 30-40 °C nukinu3yrTtes ¢ o0pa3oBaHueM 3-(apuiruapaso-
HO)-5,5-nmu(runpokcumerui)-2-okcomopdonuuos (5a—1) (cm. tadn. 1 u 2).

XapaKTepUCTUUYECKUMU CUTHAJIAMU CUHTE3UPOBAHHBIX BEIIECTB B CIIEKTpPax
SMP 'H sBasiorcst cursansl MophotiHoBoro koisia (rpymmsi CH,O, koTopast
nposiBisieTcsl Kak cuHriner B obmactu 4.31-4.42 M. 1., u rpymnnel NH —
YIIUPEHHBIH CUHIIIET B 00nact 6.21-7.22 M. 1.).

B cootBerctBum ¢ nanHbMHE [1, 2] MOXKHO cAeNaTh BBIBOJ, YTO MEPBUYHOMN
CTajiuedl peakiuu SBIsieTcs O0pa30BaHWE HUTPWIMMUHA 2, KOTOPBIN Jalee
pearupyer ¢ TpUC(THAPOKCHMETHI)aMHHOMETaHOM, MPEBPaIlasCh B MIPOMEXKY-
TOUYHbII NPOAYKT 4 (IOmOOHBIE (ApWIrHIPa30HO)aMUHOALETAThl ObLIM BbljE-
JIEHBI U OXapakTepru3oBaHsl B [6]). [lo-BunumMoMy, najiee mpoTrekaeT BHYTPUMO-
JeKynspHas KOHJEHCAlMs C OTIIEIUICHHWEM CIHpPTa M oOpa3oBaHueM 5,5-mu-
(ruppokcumeTui)-2-okcoMoppoanHoB Sa—l.
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Sa-1
1,5aR=H,bR=4-Me, ¢c R=4-Br,d R=4-Cl, e R=4-NO, f R =2-NO,,
g R=3,4-mu-Cl, h R = 2-Br-4-NO,, i R = 2-NO,-5-Cl, j R = 3-Cl-4-Me, k R = 5-CF;-2-Cl,
1R = 4-OEt-2-NO,

Ta6numa 1
XapakTepUCTHKH coeIuHeHHii Sa—1
Haiineno, %
Coenu- Bpyrro- BoruncieHo, % T. m., ; Brixon,
2 o M 0,

HEHHE dopmyna C H N C %

5a Ci2Hi5N304 54.09 5.44 15.61 190-191 265 38
15.84

5b Ci3H17N304 6.01 14.80 192-194 279 27
15.04

5c C12H14BrN3O4 . 3.92 11.90 197-199 344 36
41.87 4.10 12.20

5d C12H4CIN304 47.77 4.57 13.84 179-181 300 52
48.08 4.70 14.02

Se C12H14N4O¢ 46.27 4.34 17.72 259-261 310 57
46.45 4.54 18.05

5f Ci2H14N4O¢ 46.39 4.25 18.19 185-187 310 52
46.45 4.54 18.05

5g Ci2H3C1N304 42.70 3.97 12.39 213-215 334 46
43.11 3.89 12.57

5h C12H3BrN4Og 37.50 3.51 14.21 198-200 389 40
37.03 . 14.39

5i C12H13CIN4Og 41.70 3.63 16.11 187-189 345 31
41.81 3.80 16.25

5j Ci3H6CIN3O4 49.57 . 13.01 215-218 314 32
49.77 5.14 13.39

5k Ci3H3CIF3N304 42.50 3.41 11.30 183-185 368 38
42.46 11.42

51 Ci4H1sN4O7 47.60 5.31 15.63 182-183 354 24
47.46 5.12 15.82
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Tab6numa 2
Cunextpsi SIMP '"H coeqnHeHui Sa—1

Xumnueckuii casur, O, M. 1. (J, [m)*

Coenu-
HeHue CH,OH CH,O OH NHpyet Ar Ar-NH=N
(4H,¢c) | (2H,¢) | (2H,¢) | (1H,c¢) (1H, ¢)
5a 343 4.31 5.32 6.33 7.03-7.22 (5H, m, C¢Hs) 9.05
5b 3.42 4.31 5.14 6.21 6.92 (2H, n, J =10.2, p-CsHy); 8.93
7.05 (2H, 1, J =10.2, p-CsHy)
5¢ 341 4.32 5.24 6.34 6.98 (2H, 1, J = 8.7, p-CsHa); 9.16
7.33 (2H, 1, J = 8.7, p-CsHa)
5d 3.38 4.32 5.10 6.34 7.01 2H. 1, J =10.8, p-CsHas); 9.19
7.25 (2H, 1, J=10.8, p-CsHs)
Se 3.49 4.37 5.30 6.84 7.13 (2H, 1, J = 8.6, p-CcHy); 10.03
8.15 (2H, n, J = 8.6, p-CsHa)
5f 3.52 4.42 5.11 7.22 6.93 (1H, T, J = 10.5, 0-CsHa); 10.14

7.62-7.83 (2H, M, 0-CgHy);
8.07 (1H, 1, J = 10.5, 0-CeHy)
5g 3.46 433 5.16 6.41 | 6.92 (1H, 1,J = 8.8, 3,4-CeHy); 9.39
7.19 (1H,c, 3,4-CoHy);

7.41 (1H, 1, J = 8.8, 3,4-C6Hz)
5h 3.49 438 521 6.83 | 7.27 (1H, 1, J = 9.6, 2,4-CeHy); 10.27
7.41 (1H, ¢, 2,4-CoHy);

8.15 (1H, 1, J = 9.6, 2,4-CsHs)
5i 3.50 442 5.15 6.19 | 7.72 (1H, 1,J = 9.5, 2,5-CeHy); 10.15
7.87 (1H, 1, J = 9.5, 2,5-CeHs);
8.09 (1H, c, 2,5-CeHs)

5§ 3.45 431 5.13 629 | 6.87 (1H, 1,J = 7.8, 3,4-CeHy); 9.14
7.08 (1H, ¢, 3,4-CeHs);

7.15 (1H, 1, J = 7.8, 3,4-CsHs)

5k 3.47 438 5.15 718 | 7.01 (1H, 1,J=10.1, 2,5-CeHy); 8.84
7.59 (1H, 1, J = 10.1, 2,5-CsHz)
51 3.51 441 5.11 712 | 7.41 (1H, 1, J = 12.1, 2,4-CeHy); 10.05

7.53 (1H, ¢, 2,4-CeHs);
7.78 (1H, 1, J = 12.1, 2,4-CHs)

* TIporons! apyrux rpymm: 5b —2.20 (3H, ¢, CH;); 5j — 2.23 (3H, ¢, CH;); 51-1.33 3H, T,
J=10.1, OCH,CH,); 4.07 (2H, 1, J = 10.1, OCH,CHj3).

VI3BECTHO, UTO BCIEACTBHE Sp -THOPHAM3AIMH HMMHHHOIO aTOMa a30Ta
THIIPa30HBI MOTYT CYIIECTBOBATh B BHJE CUH- U aumu-POpM, a B Cilydae rHpa-
30HOB O-IWKapOOHWIBHBIX COCJUHEHHH BO3MOXKHBI €IIe S-yuc- H S-MmpaHc-
KOH(popMauu, oOycIOBIEHHBIE 3aTOPMOKEHHOCTBIO BpAIIEHUS BOKPYT CBS3H
=C—C=, xoTopasl BCJIECACTBUE CONPSKEHUS UMEET YaCTUUHO JBOMHON XapakTep
[8]. Ho, ncxoast n3 naHabIX cnektpockornuu SIMP IH, MOXHO KOHCTaTUpPOBAaTh
oOpa3oBaHHMe TOJIBKO OJHOW KOHQOpManuu  3-(apuiIruapasoHo)-5,5-mu-
(ruppokcumerui)-2-okcomoppoannoB  Sa-1.  [lostomMy ecTb OCHOBaHHUSA
mojlarath, 4TO B JaHHOM ciydae coeguHeHusi Sa—1 oOpasyiorcs B cuu-s-yuc-
(hopme, KoTopas cTabWIIN3UPOBaHA BHYTPUMOJIEKYJISIPHONH BOJIOPOJIHON CBS3BIO
N-H...O=C ananornyHo apwiruapazoHaM, CTPOEHHUE KOTOPBIX HCCIEIO0BAHO
Hamu B pabote [9].

Cnemyer  OTMETHTb, YTO  BBIXOABI  5,5-1H(THIPOKCHMETHII)-2-0KCO-
MOpQOIMHOB Sa—l cCymecTBeHHO 3aBUCAT OT MPHUPOABI 3aMECTUTENS B
apoMaTuyeckoM KoJjbiie. Tak, Haubonbiue Beixosl (31-57%) Habnronarorcs B
cllydae, €CIId B apOMaTHYeCKOM KOJIbIIE HAXOJATCS JJICKTPOHOAKIICTITOPHEIC
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3aMecTuTen (HUTpOrpymnmna, TpudTOpMeTWIbHas TIpylla, TaJoOreHsl), a
MuHUManbHbe (27-38%) — B ciyyae SIEKTPOHOAOHOPHBIX 3aMECTHUTENeH
(Bomopoa, MeTHIBHAs Tpymia), MpUYeM B ClIy4ae METOKCHIBHOW TpYIIIbI
reTepOLMKIN3alus BOOOIe He MPOTEKAeT, M0 BCe BUIMMOCTH, M3-32 HU3KOM
PEaKIMOHHON CITIOCOOHOCTH COOTBETCTBYIOMIETO HUTPHUIIMMUHA 2.

9KCIIEPUMEHTAJIbHAS YACTb

Crexrpsl SIMP 'H csitel Ha mpubope Varian-300 (300 MI'm) B JMCO-ds, BHYTpeHHUi
cranaapt TMC. Macc-criekTpbl cHTHI Ha ipudope MX-1303.

OtmioBble 3QUPHl  ((HEHWITHIPA30HO)XIOPYKCYCHOH KHCIOTHI la—l cHHTE3MpOBaHEI IO
metozuke [10].

3-(ApuaruapasoHo)-5,5-nu(ruapokcumMeTnn)-2-okcomoppoanust - (5a-1). K pactBopy
0.01 mous 3THIOBOTO 3dUpa (HEHIITHAPA3OHO)XIOPYKCYCHOM KUCIOTEL B 100 M1 3TaHONA IpU
nepemerunsanuy mpu 30—40 °C no kamism Ha npotsbkeHnu 30 MuH go6asistor cmech 0.01 Mo
Tpuc(ruapokcumernia)amuHomerada u 0.01 Mones TpusTHIaMuHa B 30 M1 60% BOIHOrO 3TaHOIA.
PeakunonHnyio Maccy mepeMelMBalOT MpH YKa3aHHOM Temmepatype 3—5 4 U OTIOHSIOT
pacTBopuTeNb gocyxa. Ocalok MPOMBIBAIOT BOAOH (aBaxasl mo 30 M), cymaT, IPOMBIBAIOT
6eH3010M (IBax bl 10 30 MIT), CyIIaT ¥ NEPEKPUCTAIIN3OBBIBAIOT U3 ITAHOJIA.
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