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4-TUAPOKCUXHUHOJIOHBI-2

194.* AJIKMJIAMMIBI
1-THIPOKCH-3-OKCO-6,7-IUT U IPO-3H,5H-IIAPUTO[3,2,1-i/| XUHOJIWH-
2-KAPBOHOBOM KHCJIOTBI.

CHUHTE3, CTPOEHHUE W BHOJIOTUYECKHE CBOMCTBA

[pemnoxxenbl MOAUMUITUPOBAHHBIC METOIUKHU MOJYUYCHHS STUIOBOrO 3dupa U ai-
KWIaMuJoB  l-ruapokcu-3-okco-6,7-auruapo-3H,SH-upuno[3,2,1-ij|xunonun-2-xkap-
060HOBOI kHCHOTHL. [IpoBelieH CpaBHUTENBHBIN aHANN3 IPOCTPAHCTBEHHOTO CTPOCHUS
U IAyPETHYECKUX CBOMCTB CHHTE3MPOBAHHBIX COCIUHEHUH C M3yUYEeHHBIMH paHee Om3-
KMUMH CTPYKTYpPHBIMHM aHaloramMu — 1-ruapokcu-3-oxco-5,6-guruapo-3H-nupporno-
[3,2,1-ij]xuHONNH-2-KapOOKCaMUAAMHU.

KnwoueBbie ciaoBa: ankwiamMunsl  4-TUAPOKCH-2-OKCOXUHOJIMH-3-KapOOHOBOM
KHCJIOTBI, aMU/IMPOBaHUE, INypEeTHUECKas akTHBHOCTh, PCA.

CrnyuaitHo oOHapykeHHast y 4-THAPOKCH-2-0KCO-1,2-AUTruApOXUHOINH-3-
KapOOKCaMUZOB HE CBOWCTBEHHas MM, KaK CUHTAIOCh paHEe, CIIOCOOHOCTH
CTHUMYJIMPOBAaTh MOYEBBIIEIUTENbHYI0 (YHKIUIO To4Yek [2] co BpeMeHeM
MOCITY’KHJIa CBOEOOPA3HBIM TONYKOM K MPOBEACHUIO MIMPOKUX HCCIETOBAHHUM
[0 yXe IIeJICHANPaBIeHHOMY MOWCKY AMYPETUKOB HOBOTO XMMHYECKOTO KJIac-
ca. B pesynprare ObUIM CHHTE3MPOBAHBI BEIIECTBA, KOTOPHIE 3a CUET MEXaHM3-
Ma BBIBEICHUS OOJIBIIIOTO KOJIMYECTBA JKUAKOCTH [3] okazamuck 3hdexTun-
HBEIMHU CPEIICTBaMH B 00pb0e ¢ TAaKUMH CePhESHBIMU MATOJOTHUSAMHU, KaK THIIEP-
TOHHYECKas 00JIe3Hb, a TaK)Ke OTEK rOJIOBHOTO MO3ra W JIETKUX [4].

C menpio BBISBICHHWA HOBBIX COEIWHEHHUH, MPEACTaBISIONINX WHTEpEC B
KayecTBe OCHOBBI IS CO3JAHHS TEPareBTUYECKH MPUTOIHBIX MOUYETOHHBIX
JIEKapCTB, OJHO W3 HANpaBJIEHUW HAIIMX JAJbHEHIINX W3bICKAaHUHN MOCBSIICHO
N-R-amugam 1-runpoxcu-3-okco-6,7-nurunpo-3H,5SH-upuno| 3,2, 1-ij|xuHonuH-
2-xap6onoBoi kuciaoTel 1. [Ipenmochbulkoit K M3yYEeHHI0 MMEHHO TaKHX Be-
IIECTB MOCTYXHIJIO UX ONM3KOE CTPYKTYpHOE CXOJACTBO C MPOSBUBIIMMHU BBICO-
KA JIuypetudeckuilt agdext 1-ruapokcu-3-okco-5,6-nuruapo-3H-muppoo-
[3,2,1-jj|xuHONMH-2-KapOokcamuamu [4, 5]. PacimmpeHne aHHETUPOBAHHOTO
C XMHOJIOHOBBIM SIIPOM LIMKJIA BCETO JIAIIb Ha OJHO JOIOJIHUTENFHOE METH-
JIEHOBOE 3BEHO JOJDKHO 3aBEIOMO MPUBECTH K KOH(OPMALIMOHHON mepecTpoi-
Ke 0a30BOM MOJIEKYJIbI, YTO, B CBOIO OYepeab, MOKET BBI3BaTh W3MEHEHUS U
B OKa3bIBaEMBIX €10 (DapMaKOJIOTHUYECKIX CBOMCTBAX.

* Coobmenue 193 cm. [1].
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B npuHIuIe, CHHTE3 UCXOIHOTO 3THIOBOTO 3¢upa 1-ruapokcu-3-okco-6,7-
muruapo-3H,5H-mupuno(3,2,1-ij]xuHonuH-2-kapOOHOBOM KHCIOTHI (2) MOXKHO
OCYIIECTBUTH peakiueil 1,2,3,4-rerparunpoxuHonusa (3) ¢ TpUITHIMETaHTPH-
kapOokcuiatoM (4), UCHONB3YyS PA3NMUHBIE METOIWKHU: BEIICPKHUBAS CMECH
aMHUHa ¢ ABYKpPATHBIM H30BITKOM arinpytomiero areHra mpu 220 °C [6] nim xe
MOCTETICHHO TPHOABIsisl aMUH K TpenBapUTenbHO Harpetomy no 215 °C skBu-
MOJISIpHOMY KoJIndecTBy Tpuddupa [7]. Ciemxyer oTMeTHTh, 4TO 00a BapHaHTa
XOpOIINe pe3yJbTaThl JAIOT TOJBKO MpH HapaboTke manbix — 70 0.1 mMomp —
konu4ecTB ddupa 2. [Ipu OonbImINX 3arpy3kax MOSBISIFOTCS MPOOJIEMBI, CIICH-
¢dudeckue Ui Kaxaoro u3 crnocoboB. B mepBom, HampumMep, MOMHUMO Hepa-
LMOHAJFHOTO HCIIOJI30BaHUSI JTOPOTOCTOSIIIIETO TPHUAITHIMETAHTPUKAPOOKCH-
JaTa, CTAHOBUTCS HEBO3MOXKHBIM JOCTATOYHO OBICTPHIN HArpeB 3HAYMTEIHHOMN
mo o0bEéMy peaknMoHHOM Macchl A0 HeoOxommmbeix 220 °C. B pesynbrarte
aKTUBU3MPYIOTCS TOOOYHBIE MPOIIECCHl, OCHOBHBIM M3 KOTOPBIX SIBISETCA
JacTUYHAs TpaHcpopMmanys MepBOHAYAIHHO O0pa3yroImerocss MOHOXHWHOJWH-
l-nnaMua IUATHIOBOTO 3(UpPa METAaHTPUKAPOOHOBOM KHCIIOTHI HE B IIEJIEBOU
MPOAYKT, a B METaHH- WIH TPU(XUHONHH- | -mm)kapbokcamuabl. [Ipu ucmosnszo-
BaHWU BTOPOTO CIOCOOa peakIMOHHAs CMECh B KOHIIE CHHTE3a CTAHOBUTCH
cumKkoM Bs3koi. [lpm OonmpImx KomudecTBaX €€ CIIOKHO IepeMenInBaTh
¢ TpebyemMoii 3((EeKTUBHOCTEIO, BCIEACTBUE YEro mocieanue nopuuu 1,2,3,4-
TeTparuApoxuHoIMHA (3) B 3aMETHON CTENEHH PacxXoIyIOTCs HE Ha PEaKIHIO C
OCTaTKaMu TPHATHIMETAaHTPHKapOoKcuiara (4), a Ha aMHIUPOBAHUE CTABIIECTO
OCHOBHBIM KOMITOHEHTOM CMECH TPUIMKINIECKOTO ddupa 2.

OH O OH O
CH(COOE),
X -
) X OEt H,N-R NH-R
- = —_—
NH N 0 N (6]
3 2 la—q

1 aR=Me; bR =Et;cR=All;dR=Pr; e R=i-Pr; fR=Bu; g R=i-Bu; h R =5-Bu;
iR=CsH,; j R=i-CsH;; kR =C¢H3; 1 R = 2-rugpokcustin; m R = 3-ruapoxcunponu;
n R = cyclo-C3Hs; 0 R = cyclo-CsHg; p R = cyclo-C¢Hyy; q R = ¢cyclo-CoH 3

YcTpaHuTh OTMEYEHHBIE HEJOCTATKH TO3BOJISET MOAM(DHUIIMPOBaHHAS HAMHU
METOJMKa TPOBEACHUS pPeaklny, alanTHpOBaHHAs o] Oonbmre 3arpy3ku. [1o
CYTH 3TO BCE TOT e YIIOMSHYTBIH BTOPOH CITOCO0, OTIUIAIOIIHMIACS TOIBKO TEM,
YTO aMUH NPHUOABIAIOT HE K TPUATHIMETAHTPUKAPOOKCHIIATY, & K €T0 PacTBOPY
B MHEPTHOM BBICOKOKHIISIIEM pacTBopuTeie (IN()EHWIOKCH W 1ayTepM A).
DT0, Ha TEpBBI B3IIIAJ, HE3HAYUTEIHHOE YCOBEPUICHCTBOBAHHE IO3BOJISET
CHHTE3MPOBATH MPAKTUYECKH B JIIOOBIX KOJIMYECTBAX HE TOJIBKO 3PHp 2, HO H
€ro MHOTOYHCJICHHbIE aHAIOTH. ENMWHCTBEHHBIM OrpaHMYEHUEM METOJIa MOXKET
CTaTh JIAIIH CTETIEHb TEPMUYECKON YCTOHYMBOCTH MCIOIB3yEMOTO BTOPHIHOTO
aMUHAa.
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Tabnuma 1

XapakTepUCTHKH AJIKHIAMHIOB 1-ruapokcu-3-oxco-6,7-nmurugpo-3H,5H-
nupuao|3,2,1-ij|xuHoIMH-2-kap0oHOBO# KHCI0THI 1a—q

Co- Haiineno, % 1u-
- 0, -
enu Bpyrro- Beoruucneno, % T. 1, °C | Boxox, yperu
He- (hopmymna (3TanoN) % Heckat
HUE C H N aKTHB-
HOCTb, %*
la C1sH14N,0; 65.23 5.55 10.93 147-149 97 —48
65.11 5.46 10.85
1b CisH6N,0; 66.27 6.04 10.18 116-118 96 =73
66.16 5.92 10.29
1c Ci6H16N,0; 67.47 5.59 9.96 135-137 94 -8l
67.59 5.67 9.85
1d Ci6H1sN,0; 67.20 6.45 9.91 141-143 93 +27
67.12 6.34 9.78
le Ci6H1sN,0; 67.23 6.46 9.88 137-139 78 -78
67.12 6.34 9.78
1f C17H20N,05 68.09 6.80 9.39 90-92 93 -76
67.98 6.71 9.33
1g C17H0N,0; 68.07 6.83 9.42 103-105 95 +8
67.98 6.71 9.33
1h C17H20N,05 67.90 6.78 9.26 138-140 82 +11
67.98 6.71 9.33
1i CisHN,0; 68.65 6.94 8.83 75-77 90 -84
68.77 7.05 8.91
1j C1sH2oN,04 68.66 6.92 8.97 101-103 92 - 81
68.77 7.05 8.91
1k C19H24N,0; 69.58 7.45 8.44 69-71 95 - 82
69.49 7.37 8.53
11 CisH6N,O4 62.39 5.51 9.63 130-132 97 -5
62.49 5.59 9.72
1m Ci6H1sN,O4 63.46 5.92 9.19 109-111 96 =71
63.57 6.00 9.27
1n Ci6Hi6N,05 67.67 5.76 9.97 104-106 84 -26
67.59 5.67 9.85
1o CisH0N,0; 69.32 6.55 9.08 156-158 88 +17
69.21 6.45 8.97
1p C1oH2N,04 70.04 6.92 8.47 193-195 88 +43
69.92 6.79 8.58
1q Cy0H24N,0; 70.48 7.22 8.15 162-164 85 +16
70.57 7.11 8.23
dypocemun +104
* "+ — ycunenue, "-" — yrHeTeHHe JMype3a MO OTHOLIEHHIO K KOHTPOJIO, MPUHATOMY
3a 100%.
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Ctpoenune MoeKysl mop-Oytunamuna 1h ¢ Hymepanueit atoMoB

Hns momydenus ankunaMuioB 1-rujipoxcu-3-okco-6,7-guruapo-3H,5H-nu-
puno[3,2,1-ij]xuHonnH-2-kapOOHOBOH KHUCIOTHI 1 paHee mIpemiaraaoch KHIIS-
yeane B TeueHne 20 1 adupa 2 ¢ 40% M3OBITKOM COOTBETCTBYIOIIETO aMUHA
B OpoMOeH301e [6]. Mexay TeM, HAKOTUICHHBIH HaMHU MPAKTHICCKUH OTBIT IO
CHUHTE3Y 4-THAPOKCH-2-0KCOXHMHOJINH-3-KapOOKCAMHUIOB ITOACKA3hIBACT, YTO
CTOJIb JKECTKHE YCJIOBHUS SBHO M3IUIIHU. J|eHCTBUTENHHO, IPOBEICHHBIC Jajiee
SKCIIEPUMEHTHI TIOKa3alir, 94To 3(Gup 2 JIErKOo aMUANPYETCS alKWJIaMHHAMHU U
B KHUIIAIIEM dTaHoJe. Peakius 3akaHunBaeTcs yepe3 2—4 4, mpuuémM MOJHOTY €€
MpoTeKaHus obecrieunBaeT Beero Juiib 10% U30BITOK amKniIaMyuHa.

Bce cunTesmpoBaHHBIC HaMH aNKwiaMunabl la—q (Tabi. 1) mpemcraBisioT
co0o0#f OeclBEeTHbIE KPUCTAJUIMYECKHE BEIIECTBA, PAaCTBOPUMBIE B CIHPTE,
JAM®A u IMCO, npakTH4ecKH HEpacTBOPHUMBIEC B BOJE, JUITHIOBOM dhHUpe U
rekcare. Ux crpoenue moarepkaeHo crektpamu SIMP 'H (ta6un. 2), otandu-
TETHHON OCOOEHHOCTHIO KOTOPBIX OT ONHCAaHHBIX paHee aHAJIOTHMYHBIX MPOU3-
BOJIHBIX 1-ruzipokcu-3-okco-5,6-quruapo-3H-nupponol3,2,1-ij | xuHoauH-2-
Kap-OOHOBO# KUCIIOTHI [8] SIBIISIETCS CUTHAII TIPOTOHOB METHJICHOBOH TPYIINHI B
MOJIO’KEHUH 6 MHMPHIOXWHOJIOHOBOTO SI/Ipa, MPOSBISIONINICA B BHIE KBHHTETA
nHTeHCHBHOCTRI0O 2H B oOmactm 2.1 M. a. Kpome Toro, i BBIICHCHHS
0COOCHHOCTEW MPOCTPAHCTBEHHOTO CTPOCHHWS MOMYYEHHOW TPYIIIHI BEIIECTB
nposeneno PCU emop-0ytunmamuna 1h (cM. pucyHok, Tabm. 3 u 4).

I[Ipu »TOM ycTaHOBIeHO, YTO Onarogaps HAIMYHIO ABYX BHYTpPHUMOIIE-

KyJIApHBIX BOAOPOAHBIX cBaseil [O(2)-H(20)-0(3) 1.72 A, O-H-+0 149° u

N(2)-H(2N)--O(1) 1.96 A, N-H:--O 135°], XuHOIOHOBBIi1 (h)parMeHT MOJIULHK-
JTUYECKON CHCTeMBI M KapOaMuaHas TpyTIa 3TOTO COSAMHEHUS JIe)KaT B OTHON
mockocTH ¢ ToyHocThio 0.01 A. O6pa3oBanue BOJOPOIHBIX CBA3EH MPUBOIUT
TaKk)Ke K 3HAYUTEIBHOMY TepepacipeeseHIIO AIEKTPOHHON TNIOTHOCTH B 3TOM
dparmenTe, 0 4em cBHETENLCTBYET yamuHenne csaseit O(1)-C(9) 1.241(2) A n
C(13)-0O(3) 1.268(2) no cpaBHEHHIO C MX cpeaHHM 3HaueHueM [9] 1.210 A,
a takke C(7)-C(8) 1.370(3) A (1.326 A). Crsazb O(2)-C(7) 1.326(2) A 3amerno
ykopodeHa (cpenHee 3HaueHune 1.362 A).
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Junel cBaseii (/) B ctpykType ¢mop-6ytuiaamuaa 1h

Tabnuma 3

CBs13b LA CBs13b LA
N(1)-C(9) 1.377(2) N(1)-C(1) 1.388(2)
N(1)-C(10) 1.477(2) N(2)-C(13) 1.322(3)
N(2)-C(14B) 1.471(1) N(2)-C(14A) 1.471(1)
O(1)-C(9) 1.241(2) 0(2)-C(7) 1.326(2)
0(3)-C(13) 1.268(2) C(1)-C(2) 1.401(3)
C(1)-C(6) 1.409(2) C(2)-C(3) 1.377(3)
C(2)-C(12) 1.494(3) C(3)-C(4) 1.376(3)
C4)-C(5) 1.364(3) C(5)-C(6) 1.410(3)
C(6)-C(7) 1.434(3) C(7)-C(8) 1.370(3)
C(8)-C(9) 1.451(3) C(8)-C(13) 1.472(3)
C(10)-C(11) 1.464(3) C(11)-C(12) 1.502(3)
C(14A)-C(16A) 1.540(1) C(14A)—C(15A) 1.540(1)
C(16A)-C(17A) 1.540(1) C(14B)-C(16B) 1.539(1)
C(14B)-C(15B) 1.539(1) C(16B)-C(17B) 1.540(1)

Tabnumna 4
BanentHble yribl (©) B CTPYKType 6mop-oyrunamuaa lh

Yrou , Tpas. Yron , Tpaj.
C(9)-N(1)-C(1) 123.6(2) C(9)-N(1)-C(10) 116.4(2)
C(1)-N(1)-C(10) 120.0(2) C(13)-N(2)-C(14B) 118.7(3)
C(13)-N(2)-C(14A) 128.4(4) N(1)-C(1)-C(2) 120.8(2)
N(1)-C(1)-C(6) 119.3(2) C(2)-C(1)-C(6) 120.0(2)
C(3)-C(2)-C(1) 117.7(2) C(3)-C(2)-C(12) 121.3(2)
C(1)-C(2)-C(12) 121.0(2) C(4)-C(3)-C(2) 123.2(2)
C(5)-C(4)-C(3) 119.7(2) C(4)-C(5)-C(6) 119.8(2)
C(1)-C(6)-C(5) 119.7(2) C(1)-C(6)-C(7) 118.5(2)
C(5)-C(6)-C(7) 121.8(2) 02)-C(7)-C(8) 122.4(2)
0O(2)-C(7)-C(6) 116.5(2) C(8)-C(7)-C(6) 121.1(2)
C(7)-C(8)-C(9) 120.1(2) C(7)-C(8)-C(13) 118.5(2)
C(9)-C(8)-C(13) 121.4(2) O(1)-C(9)-N(1) 119.2(2)
O(1)-C(9)-C(8) 123.4(2) N(1)-C(9)-C(8) 117.4(2)
C(11)-C(10)-N(1) 111.7(2) C(10)-C(11)-C(12) 113.1(2)
C(2)-C(12)-C(11) 111.1(2) O(3)—C(13)-N(2) 121.2(2)
0O(3)-C(13)-C(8) 119.8(2) N(2)-C(13)-C(8) 119.0(2)
N(2)-C(14A)—-C(16A) 105.0(5) N(2)-C(14A)—-C(15A) 114.7(7)
C(16A)—-C(14A)-C(15A) 101.1(8) C(14A)-C(16A)-C(17A) 112.1(6)
N(2)-C(14B)-C(16B) 102.9(4) N(2)-C(14B)-C(15B) 114.4(5)
C(16B)-C(14B)-C(15B) 106.9(6) C(14B)-C(16B)-C(17B) 110.3(7)




TerparuaponupUAMHOBBIA UK HaXOMUTCS B KOH(popMamnmu coga (mapa-
MeTpsl ckmamgaToctd [10]: S = 0.69, ® = 38.8°, ¥ = 10.3°). OTkiI0HEHNE aToMa
C(11) ot cpemHeKkBaAPaTUIHON INIOCKOCTH OCTAJIBHBIX aTOMOB ITHMKJIa COCTaB-
nser —0.59 A. Mexny metunenosoii rpynmoit C(10)H, 1 kapOOHUIBHOHM TpyTI-

noit C(9)—-0(1) obHapyxeHo aTrTpakTuBHOE B3aumo/eiicteue H(10a)--O(1) 2.29
A (cymma Ban-zep-BaaibcoBbIx paauycos [11] 2.46 A), kotopoe HeKOp-pPeKTHO
paccMaTpuBaTh Kak BHYTPHUMOJICKYJISIPHYIO BOJOPOAHYIO CBSI3b BCIIE/A-CTBHE

nmocTtatogHo ocTporo yriaa C—H-+-O (101°).

Bropuunsiit OyTunbpHBINA 3aMecTuTenb Tpu atoMe N(2) pasymnopsaodeH Mo
IBYyM TojiokeHHsIM (A u B) ¢ paBHOBEPOSATHOH 3aCEICHHOCTHIO BCIICIICTBHC
BpameHns BOkpyr cBszedt C(13)-N(2) m N(2)-C(14) u HaXxomuTcs B aHTH-
repUILTaHapHO kKoHbopMaru oTHocuTenbHO cBs3u C(8)—C(13) [TopcrOHHETI
yron C(14)-N(2)-C(13)-C(8) 157.7(5)° B kondopmepe A u —174.6(3)° B B]. Me-
TWJIbHAA TPYTIA 3TOTO 3aMECTUTENs B KOHpopMmepe A HaXOAWUTCS B —ac-KOH-
dhopmanmm otHOCHTENBHO B3 C(13)-N(2), a B B pacnonoskeHa mpaKTHIECKH
MIePIEHANKYIIAPHO 3TOo CBs3M [TopcuoHHBIN yrom C(13)-N(2)-C(14)-C(15)
—132.5(7)° B A u 81.7(6)° B B]. DTruibHas TpyIma HaXOTUTCI B +ac- U ap-
koH(popmaruu oTHOocHTenbHO cBs3U N(2)-C(13) B A u B, cooTBeTcTBEeHHO, U
pasBepHyTa oTHOCUTENHHO CBsi3u N(2)—C(14) [Topcmonnsie yriabl C(13)-N(2)—
C(14)-C(16) 117.5(7)° B A u —162.8(5)° B B, N(2)-C(14)-C(16)-C(17) —-54(1)°
BA u 65.4(9)° B B]. Ilpu 3TOM BO3HUKAIOT yYKOPOYCHHBIE BHYTPHMOJIEKY-
nspHble KoHTAakTBI H(17b)"N(2) 2.44 (2.67), H(17f)-"N(2) 2.52 (2.67) mu
H(2Nb)--C(17b) 2.77 A (2.87 A).

B kpucramre momnekyisl smop-Oytmnamuna 1h odpasyror auMepbl, MOJIEKY-
JIbl B KOTOPBIX pAaCIOJOXEHBI '"TOJOBa K XBOCTY', @ PACCTOSTHUE MEXIY
ITOCKOCTSAMU XMHOJIOHOBBIX (pparMeHToB cocTasiseT 3.6 A. Dto mossonser
MIPEIONIOKUTH CYIIECTBOBAHNE B IUMEPaX CTIKHHT-B3aUMOJIEHCTBHS.

CpaBHHTEIBHBIM aHaMmM3 nMaHHBIX PCA 1o eémop-Oytminamuny lh m ero
IPAMOMY aHAJIOTY — 6mop-OyTHIaMHUIy |-THAPOKCH-3-0Kc0o-5,6-muruapo-3H-
nuppoio[3,2,1-ij|xuHOIHH-2-KapOOHOBOW KUCIOTHI [8] — MOKa3bIBa€T, YTO pac-
MIFpeHe aHHEINPOBAHHOTO C XHHOJIIOHOBBIM SIIPOM IIUKJIA IEHCTBUTEIHHO BHI-
3bIBAET KOH(OPMAIIMOHHYIO MEPECTPOUKY MOJEKYJBbl. B dacTHOCTH, B OT/IHYHE
OT COBEPIICHHO IUIOCKOW MUPPOJIOXHUHOIOHOBOW CHUCTEMBI TETParduApONHPH-
OUHOBOE AApo B mmpupoxuHoioHne lh mpmoOperaer YETKO BBIpaKEHHYIO
KoH(popMario cogul. OFHAKO Ha 3TOM BCE Pa3U4Mi B IMPOCTPAHCTBEHHOM
CTPOCHHHU ABYX TOMOJIOTOB M 3aKaHYMBAIOTCS — OCTAJIbHBIEC MOKa3aTeNl OKa3a-
JIUCHh TIPAKTHYECKH WACHTUYHBIMH. MIHTEpEeCHO, 4TO M KPHCTANTUYECKHEe yIia-
KOBKH émop-Oytuiamuga lh u ero mupposioXrHOIOHOBOTO aHANoTa YIUBH-
TEIHHO TTOXOXKH.

®apMaKkoJIOrM4eCKUue CBOMCTBA aJIKUJIAMHJIOB |-rHapokcHu-3-0KCco-5,6-11-
ruapo-3H-nupposio- u 1-rugpokcu-3-okco-6,7-nuruapo-3H,SH-nupuno[3,2,1-i]-
XWHOJINH-2-KapOOHOBBIX KHCJIOT TaKXKe JOBOJBHO OJIM3KU — IO KpaitHel mepe,
BIIMSTHHE HA MOYEBBIBOAANIYIO (PYHKIIUIO TTOYEK.

HccnenoBanus MpoBOAHIN Ha OeIBbIX OecrmopoIHbIX Kphicax BecoM 180-200 T
Mo craHAapTHOW Mertonuke [12]; B KadecTBe mpemapaTra CpaBHEHHS HCIOIB30-
Banmu ¢dypocemus [13]; UCHIBITYeMbIE COSTMHECHHSI BBOIMIN IIEPOPATLHO B 03¢
25 mr/kr (3ddexTrBHAS 1032 GypoceMuaa);, perucTparus auypes3a depes 2 .

[Ipu 3TOM U CTPYKTYypHO-OMOIOTHYECKHE 3aKOHOMEPHOCTH OOHApPY>KEHBI MPH-
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MEpPHO T€ XK€ — OTCYTCTBHE aKTHBHOCTH W JMaK€ aHTHANYPETHUYECKHUH 3P (heKT
V COCTUHEHUN ¢ OTKPBITBIMH AJKWIBHBIMHU IIEMSAMH B aMHIHBIX (DparMeHTax,
YCWJICHHE MOYETOHHBIX CBOWCTB C TIEPEXOOM K HEKOTOPHIM ITUKINIECKAM
MPOU3BOAHBIM (TabI. 1).

9KCHEPUMEHTAJIBHASI YACTb

Crektpsl SIMP '"H cHHTe3MpOBAaHHBIX COSIMHEHHIl 3amMcaHbl Ha npuGope Bruker
WM-360 (360 MI'y) B pactBope JIMCO-dg, BuyTpennuii cranmapt TMC. B cuntese
STHIIOBOTO 3(¢Hpa 2 UCHOIb30BaHbl KOMMepueckue 1,2,3,4-TeTparuipoXuHoIuH U TPH-
sTrnMeTaHTpukapOokcmnaT ¢upmer Aldrich.

AnxunamMunsl  1-rugpokcu-3-okco-6,7-nu-ruapo-3H, SH-mupuno[ 3,2, 1 -ij|xunommH-
2-kapOOHOBOM KUCIIOTH! 1a—q MOJTyYeHBI 10 METOANKAM, OITMCAHHBIM B padote [§].

ItuiaoBsiii 3pup 1-ruapoxcu-3-oxco-6,7-muruapo-3H,5SH-nupuno(3,2,1-ij]xu-
HOJIMH-2-Kap0oHOBO# KucJI0THI (2). B Harperyro o 215 °C cmecs 46.4 T (0.2 Moip)
TpUITHIMETaHTpuKapOokcuiara (4) u 100 mur mudeHmIokenaa npu nepeMeiBaHul
mo kamwiM npubasiror 25 mu (0.2 moms) 1,2,3,4-terparuapoxuHonuHa (3) ¢ TakuM
pacyéroM, YTOOBI TeMIepaTypa PEeaklMOHHOH cMecH NOAJepKUBAJlaCh B IpeAeiax
215+5 °C. Bolpenstomuiics B Mpolecce peakuuu 3TaHoN OTroHsAwT. Ilocie
npubaBieHus Becero 1,2,3,4-TeTparnipoXnHONNHA PEAKIIMOHHYI0 CMECh BBIIEP)KUBAIOT
20 muH mpu 220 °C mst 3aBeprueHus peakuu. OxIiaxaaioT, npuodasisroT pactsop 30 T
Na,CO; B 500 M1, TIIATETFHO MEPEMELINBAIOT U MEPEHOCAT B JIEIUTEIbHYI0 BOPOHKY.
ITocne pasgenenust (a3 BOMHBIA CIIOM CIMBAIOT, a SKCTPAKLIUIO ITOBTOPSIOT €mIé
nBaxibl (5 T NayCOs B 200 mut Bosibl). [lonmydeHHbIe pacTBOPBI HATPHEBOH conu 3dupa 2
00BEUHSIOT, YUCTAT YIIIEéM, QUIbTpytoT. GUABTPAT MOIKUCIAIOT pazbaBineHHo (1:1)
HCI mo pH 4.5-5.0. Ocamok 3¢upa 2 oTHHUIBTPOBEIBAIOT, MPOMBIBAIOT XOJIOTHOM
BozoH, cymar. Beixon 51.9 r (95%). T. mn. 102-104 °C (rekcan). Cmemiannas mpoba ¢
o6pastioM >¢upa 2 [7] He 1a8T JEMPECCHN TEMIIepaTyphl IIaBIeHus, cekTpsl SIMP 'H
9THUX COEAWHEHUI NACHTUYHBI.

PentrenocrpykrypHoe ucciaenoBanme. Kpucramisl emop-Oytunamuna lh tpu-
knunEble (3Tanon), mpu 20 °C: a = 6.938(5), b = 8.677(5), ¢ = 13.257(5) A,
a=101.335(5)°, B = 97.258(5)°, y = 97.795(5)°, V = 765.6(8) A°, M, = 300.35, Z = 2,
MpOCTpaHCTBEHHass rpynmna P 1, dy.= 1.303 I‘/CM3, p(MoKa) = 0.090 MM,
F(000) = 320. ITapameTps! IeMEHTAPHON SMEHKH M WHTEHCUBHOCTH 5947 oTpaxeHUi
(2649 nezaBucuMbIX, R;y = 0.032) n3mepensl Ha audpakromerpe Xcalibur-3 (MoKa
mnydenne, CCD-gerekrtop, TpapuUTOBBIA  MOHOXpOMATOp, (©-CKaHHPOBaHUE,
20max = 50°).

Crpykrypa pacmmdpoBaHa IpsMbIM METOJ0M 110 KoMiutiekcy nporpamm SHELXTL
[14]. TIpu yTouHEHNHU CTPYKTYpbI Hajarajauch OTPaHMUYCHHUS Ha JUIMHBI CBS3€H B pas-
ynopspodenHoM ¢parmente N—Cg,z 1.47(1) u Cyp3—Cypz 1.54(1) A. TTonoxenus aToMoB
BOJIOPOJIa BBISBJICHBl W3 PA3HOCTHOIO CHHTE3a OJIICKTPOHHOM IUIOTHOCTH, a JUIs
pasymnopsiIO4eHHONH 4YacTH pacCUYMUTaHbl TEOMETPHUYECKH M YTOYHEHBI 110 MOJIENHN
"Haesguuka" ¢ U, = nU,q HEBOZOPOAHOIO aToMa, CBA3aHHOIO C JAHHBIM BOJOPOIHBIM
(n = 1.5 must METWIBHON M THAPOKCIIBHON Tpymi U 7 = 1.2 IS OCTaJbHBIX aTOMOB
Bozopoaa). CTpykTypa yrouHeHa mo F° momHomarpuaneiM MHK B aHH30TpomHOM
TMPHOJIMKCHAU ISl HEBOJOPOMHBIX aToMOB 10 WR, = 0.090 mo 2589 orpakeHUsIM
(R;=0.043 mo 1095 otpaxenusm ¢ F > 4c(F), S = 0.760). IlomHas xpuctai-
sorpaduueckas uHpopMaIys JenoHupoBaHa B KeMOpHIKCKOM OaHKE CTPYKTYPHBIX
nannblX (nemoneHT CCDC 801475). MexaTroMHBIE PAacCTOSIHUSI U BaJEHTHBIC YIJIBI
TIPEACTaBICHEI B Ta0J. 3 1 4 COOTBETCTBEHHO.
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