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MMPOU3BOJHBIE UMUJA30-cum-TPUASUHOHA

CHHTE3MpOBAHHBI HAMH paHee 2-muMeThiamMuHo-4,6,7,8-teTparuaponmunasofl,2-
al- cum-TpuazuH-4-oH TOJ JEWCTBHEM apHIM30LMaHATOB U apHICYJIb(OXIOPHIOB
NIPEBpaIlleH B COOTBETCTBYIOIIME IPOM3BOIHBIE MOUYEBMHBI M N-apHicyiab(QOHHI-
3aMEIIEHHbIE MMHIA30-CUM-TpUa3HHOHBL.  [lokazaHo, dYTO  2-IMMETHIAMHHO-4-
(MeTokcH-  KapOOHMIMETHIIAMHUHO )-6-(2-XJIOPITOKCH)-CUM-TPHA3UH B pe3yJbTare
TEpMOJIM3a MpeBpauiaercs B 2-AUMETWIAMHHO-8-METOKCHKapOOHUIMeTHI-4,6,7,8-
TeTparuapo- umunasoll,2-al-1,3,5-tpuazun-4-0oH, KOTOPHIA MOIydaeTcs TAKKE INPHU
JeicTBIM OpOM- MeTHIIaleTaTa Ha MMHAA30-CUM-TPHA3HHOH.

KiroueBble ciioBa: UMHUOA30-CUM-TPUAZUHBI, IEPETPYNITUPOBKA—TTUKITN3aAU .

B pamkax wucciemoBaHMil paHee OTKpPBITOM HaMM peakiuu Iepe-
IPyNIUPOBKU—LIUKIIU3AUN  XJIOPITOKCU-CUM-TPUA3UHOB B aHHEIMPOBAHHBIC
CUM-TPUA3UHOHBI [ 1] OBLIO HAHACHO, YTO 4-aNIKHUII-0-THANKIIAMUHO-2-(2-XJI0p-
3TOKCH)-CUM-TPUA3UHBI TIPU TEPMOJIN3E OTILEIUISIOT XJIOPHUCTHIM BOJIOPOI WU
MOABEPraloTCA ACXIOPATKUINPOBAHUIO ¢ oOpasoBaHueM 8-ankmi-4,6,7,8-teTpa-
runpoumunasof 1,2-al-1,3,5-tpuasun-4-onoB  [2]. ®dakt BBICOKOH (UTO- U
(YHrOaKTHBHOCTH TPOU3BOIHBIX OKcazona [3—5] HaBen Ha IMOMCKUM HOBBIX
MECTULIH/JOB B pAAY 8-3aMEIIEHHBIX NMPOU3BOIHBIX UMHIA30-CUM-TPUA3UHOHOB.
Hcnone3yss OCHOBHBIE MOIXOABI yKa3aHHOW METOJIMKH, W3 YETBEPTHYHOU
aMMOHHUEBOM conu 1 MOIy4eHO COOTBETCTBYIOIIEE XJIOPITOKCUIIPOU3BOIHOE 2,
KOTOpOE MPH TEPMOJIU3E U MOCIeAYIONel MeT0YH0i 00paboTke mpeBparaeTcs
B METWIOBBIA 3¢up (2-mumerriaaMuHo-4-okco-6,7-muruapo-4H-umunaszol1,2-al-
1,3,5-Tpna3un-8-un)ykcycHod kucioTel (3) W janee B COOTBETCTBYIOIIMH
rugpasun 4 (tabn. 1). Ipu stom B cmextpax SIMP 'H BMecTo TpHILIETHBIX
CUTHAJIOB XJIOPATOKCUTPYIINBI COeAWHEHHs 2 HalmomaeTcss MYJIbTHUILIET,
XapaKTEePHBIHN 151 METWJICHOBBIX TPYIII UMUIA30JIbHOTO KA CoequHeHui 3 u 4
(Tabm. 2).

Bmecre ¢ Tem 11 cuHTe3a psAa §-alKWI3aMELIEHHBIX HMMJIA30-CUM-
TPUa3WHOHOB Ooiiee MPOCTHIM M 3PQPEKTUBHBIM CIIOCOOOM, Ha Haml B3TJIAL,
NpeACTaBIseTCS HCIONb30BaHUE B KauecTBe 0a30BOr0 COEOMHEHHs 2-3ame-
HIeHHbIX 7,8-nmuruapo-6H-umunaszo[1,2-al-1,3,5-rpua3un-4-ona. B kauectse npu-
Mepa M0 CXOAHOM MEeTOAMKE IUKIN3auuel 2-MeToKkCH-4-AuMeTHIaMUHO-6-XJI0p-
STUJIAMUHO-CUM-TpUA3WHA [6] OBUI CHHTE3MPOBAaH 2-JIMMETHIIAMUHO-7,8-1U-
ruapo-6H-umunaszo[1,2-al-cum-tpuazun-4-on S. IlokazaHo, 4TO NpU aTKUIU-
poBaHMM mocienHero OpommerwnaneratoM B JM®PA u B TOpUCYTCTBUH
TUJIPOKCHIA Kallns Takke oOpa3yercs coeaunenue 3 (tadu. 1, 2).
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IIpn Kunsf4eHWH TONYOJIBHOTO pacTBOpa COEAMHEHHUS 5 ¢ apuiu3o-
MaHaTaMyd B TIPUCYTCTBUHU MHUPHIMHA 00pa3yloTcsd NMPOU3BOIHBIE MOYEBHUHBI
6a—d. AneruirpoBaHueM U apuIICyJIb(HOHUPOBAHHEM COCAMHEHUS 5 MOTyUYEHBI
N-anerun- (7) u N-apuicynbpoHui- (8a—c¢) IpoOu3BOHEIE.

B kadecTBe coeAMHEHUS C TMOTCHIMAIBHONH (DYHTHMIUIAHONH aKTUBHOCTBHIO
CHUHTE3UPOBAH TaK)Ke COOTBETCTBYIOIIMH AUTHOKapOamar Kaus 9.

B cnekrpax SIMP 'H CHHTe3MpOBaHHBIX COEIMHEHHMII 6—9 BMECTO CHMIHasa
npotoHa rpynnsl NH coenrHeHUs S MOSBISIOTCS CUTHANBI, COOTBETCTBYIOIUE
MpoTOHaM 8-3aMecTuteneii (Tadi. 2).

Tabnuma 1

DU3NKO-XUMHUYECKHEe XaPAKTePUCTUKH coeAnHenmii 1-9

Haiineno, %
Coenu- BpyrTo- Bbrunciiero, % T.Onn., Bexog,
HEHHUE dopmymna a1 N S C %
1 C,1H,,CINgO, 12.03 27.83 - 155-156 92
11.66 27.58
2 CoH;6CIN;sO3 1241 24.49 - 118-119 89
12.26 24.18
3 C10H15N503 - M - FyCTafI 90
27.67 JKUAKOCTh
4 CoH5N,0, - 35.00 - 239-241 79
38.74
6a C14H16N602 - M - 220-222 89
28.00
6b C14H;5CINGO, 11.00 25.53 - 205-207 83
10.61 25.11
6¢ C14H;5CINGO, 10.22 24.79 - 240-242 90
10.61 25.11
6d C14H14CLNgO, 19.58 23.11 - 236-238 83
19.24 22.76
7 CoH3N50, - 31.65 - 210-212 94
31.39
8a C4H7N;505S - 21.27 10.00 226-228 70
20.90 9.55
8b C13H14CIN;5O;S - 10.32 19.31 223-225 73
9.99 19.69
8c CsHgsNO4S - 21.95 8.11 228-229 70
. 8.47
9 CsH,0KN;sOS, - 23.30 22.00 >300 88
23.73 21.69
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Tabnuma 2
Cnektpbl AMP "H coepunennii 1-9

Coenu- XuMHUYECKHEe CABUTH, O, M. 1. (J, ')
HEHHE

1 3.35 [6H, ¢, N(CH;),]; 3.65 [9H, ¢, N*(CH;);]; 3.82 (3H, ¢, OCHj3); 4.08 (2H, c,
NCH,CO); 9.78 (1H, yur. ¢, NH)

2 3.16 u 3.20 [no 3H, ¢, N(CH3),]; 3.65 (2H, T, J = 6.7, CH,Cl); 3.78 (3H, c,
OCH;); 4.05 (2H, ¢, NCH,CO); 4.27 (2H, 1, J = 6.7, OCH,); 9.62 (1H, ym. c,
NH)

3 3.22 u 3.24 [no 3H, c, N(CH;),]; 3.75 (3H, ¢, OCHj); 3.90-4.12 (4H, wm,
NCH,CH,N); 4.37 (2H, ¢, NCH,CO)

4 3.10 u 3.15 [mo 3H, ¢, N(CHj3),]; 3.63-3.95 (4H, m, NCH,CH,N); 3.98 (2H, c,
NCH,CO); 4.10 (2H, o. m. ¢, NHy); 9.28 (1H, yu1. ¢, NH)

6a 3.20 u 3.28 [mo 3H, ¢, N(CH;),]; 3.90-4.12 (4H, m, NCH,CH,N); 7.13-7.50
(5H, m, C4Hs); 10.52 (1H, ¢, NH)

6b 3.22 u 3.28 [no 3H, ¢, N(CH;),]; 3.92-4.13 (4H, M, NCH,CH,N); 7.27-7.54
(4H, m, C¢Hy); 10.58 (1H, ¢, NH)

6¢ 3.16 u 3.18 [mo 3H, ¢, N(CHs),]; 3.704.08 (4H, M, NCH,CH,N); 7.25-7.50
(4H, m, C¢Hy); 9.38 (1H, ym. ¢, NH)

od 3.18 u 3.22 [no 3H, ¢, N(CHj3),]; 3.90-4.05 (4H, m, NCH,CH,N); 7.30-7.58
(4H, m, C¢H3); 10.12 (1H, ¢, NH)

7 2.58 (3H, ¢, COCHj); 3.15 u 3.17 [mo 3H, ¢, N(CHj),]; 3.85-4.00 (4H, ™,
NCH,CH,N)

8a 2.47 (3H, ¢, CHj); 3.08 u 3.17 [mo 3H, ¢, N(CH;),]; 3.85-4.18 (4H, ™,
NCHchzN), 7.35-7.97 (4H, M, C6H4)

8b 3.12 u 3.18 [mo 3H, ¢, N(CHs),]; 3.82—4.15 (4H, M, NCH,CH,N); 7.40-8.00
(4H7 M, C6H4)

8c 2.27 (3H, ¢, COCHj3); 3.15 u 3.20 [mo 3H, ¢, N(CH3),]; 3.80-4.12 (4H, ™,
NCH,CH;N); 7.48-8.10 (4H, m, C4Hy)

9 3.12u 3.17 [no 3H, ¢, N(CH3),]; 3.80-4.05 (4H, M, NCH,CH,N)

SKCHEPUMEHTAJIBHAA YACTbD

Cnextpsl SIMP 'H cHsiter Ha crextpomerpe SIMP Mercury-300 (300 MI'm) B
JAMCO-dg, BayTpennnii cranaapt TMC. TCX npoBoauinacek Ha miactunax Silufol UV-
254 B cucteMe aneroH—rekcad, 1:2.

Xuopua (2-1MMeTHJIAMHHO-6-MeTOKCHKAPOOHMIMETHIAMHHO-CUM-TPHA3HH-4-
Wwi)TpuMeTwiiaMMonns (1) mosyyaroT 0 METOIUKE, ONUCaHHO# B padote [2]. Bexon
92%. T. pasn. 155-156 °C. Haiineno, %: Cl 11.37; N 27.80. C;;H; CIN4O,.
Breraucneno, %: C1 11.65; N 27.58.

2-JIuMeTHIAMHHO-4-MeTOKCUKAPOOHMIMETHIAMUHO-6-(2-X10pP3ITOKCH)-CUM-
TpuasuH (2). K cycnenzun 0.7 v (10 mmons) 84% KOH (mopomok) B 10 mi cyxoro
CHCI; npu 0 °C no6asnsiror 3.2 T (40 MMOJIB) STHIEHXJIOPTHIPUHA, 3aTEM HMOPUUSMH
3.0 r (10 mmonp) coeauuenust 1. PeakmmonHyo cMmech mepememuBaioT 30 MUH mpu
0°C, zareMm 4 u upu 20 °C. OunbTpyloT, GHUILTPAT YIAPUBAIOT, OCTATOK
obpabaTeiBatoT 10 M1 BOIBI H OTQHUIBTPOBEIBAIOT COSTUHEHNUE 2.
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MeTunoBblii 3¢up (2-1uMeTHIaAMUHO0-4-0KCO-6,7-Turnapo-4H-umunazo[1,2-al-
1,3,5-tpna3un-8-un)ykcycuoii kueaorot (3). A. PactBop 145 r (5 wmmois)
coenuHeHus 2 B 15 M abcomrotHoro Oensona kumsataT 10 4. Jlexkantupyror Oenzon, a
CTEKJIOBHIHYID MAacCy pacTHpAIOT IIOCIEA0BAaTeIbHO C TEeKCAHOM, METPOJICHHBIM
3¢pupoM, OTGUIBTPOBBIBAIOT U OBICTPO mepeHocsT B dkcukarop ¢ H,SO4. Tlomyuaror
1.0r (69%) runpoxmnopuna coexuHeHust 3, 1. pasn. 96-97 °C. 3arem cycneH3HIO
mocnenHero B 10 M cyxoro ameroHa HelTpanmusyioT mopomkoM 0.24 r (1.7 MMomb)
K,COs. Yepes 3 u ordunbrpoBsiBatoT oT KCl, u3 dunsrpara Beigensitor 0.6 T (69%)
coearHeHus 3 B BUIE€ XOPOLIO paCTBOPHMOMN B BOJIE TYCTOM JKUJIKOCTH.

b. K cycnensun 0.35 1 (5 mmonp) 84% mopomka KOH B 10 Mt IM®A no6aBnsioT
0.9 r (5 mMonb) coeauHeHust 5 u cmech nepemermBatoT 2 u npu 20 °C. 3arem
npummBatotr 0.8 T (5 MMoss) OpomMeruianerara U HarpeBatoT 6 4 npu 75-80 °C,
oXJaXAawT, oTGWIbTpoBEBalOT OoT KBr, n3 ¢unsrpara orronstor IM®PA npu 68—
70 °C (40 MM pT. CT.), OCTATOK PACTHPAIOT C T€KCAHOM M JCKAHTHUPYIOT MOCIETHHH.
B ocratke momydatot 1.1 t (88%) coenmuHenns 3 B BHIEC T'YCTOH JKUIKOCTH, XOPOIIO
pacTBOpUMOH B BOJE.

I'uapazun (2-nrumeTHIaMUHO0-4-0KCO-6,7-nurnapo-4H-umunazo[1,2-a]-1,3,5-
Tpua3uH-8-mn)ykcycnoii kucyiotsl (4). K pacteopy 0.76 r (3 Mmonb) coenuHenus 3
B 2 MJI BOJbI IpUIKBarOT 2 M1 63% ruzapasuaruapara u octasisitor npu 20 °C Ha 3 4.
OTOWIBTPOBBIBAIOT COSANHEHHE 4 U CyIIaT Ha BO3IAyXeE.

2-JlumeTnaamuno-7,8-qguruapo-6 H-umunaso(1,2-a]-1,3,5-rpuazun-4-on Q)]
TOJTYYaKoT 10 METOJLY, OIHcaHHOMY B pabore [6]. Cextp SIMP 'H, &, m. 1.: 3.08 [6H,
¢, N(CH;),]; 3.57-3.95 (4H, m, NCH,CH,N); 8.10 (1H, ym. ¢, NH).

@®enuwnamua  (2-nuMeTUIaMIHO-4-0Kc0-6,7-1uruapo-4H-umuaaso|1,2-a]-1,3,5-
Tpua3uH-8-nI)KkapooHoBoil KucaoThI (6a). Cmech 1.8 r (10 Mmounb) coenunenust 1
n1.19 r (10 MmMonb) cBexxenepernaHHoro (exunmzornmanara B 10 M abcoroTHOTO
TOJTyOJIa B IPUCYTCTBUH KaTATUTHICCKAX KOJMHYESCTB MUPUANHA KUTIATST B TEUSHHE 5 .
Ocayiok coeauHeHus 6a 0TQUIBTPOBHIBAIOT U IPOMBIBAIOT Ha (ruibTpe 10 M OeH30ia.

Coeannenusi 6b—d moay94aroT aHAIOTHYHO.

8-AneTuia-2-nuMeTwiaMuno-7,8-nuruapo-6 H-umunaszo[1,2-a]-1,3,5-trpuazun-4-
oH (7). Kunarar 1.8 r (10 mmonp) coenunenus 5 B 10 M3 yKCyCHOTO aHTHIpHIA
B TeyeHue 8 4. PacTBop ymapuBaroT, OCTaTOK pacTUPAIOT C 'EKCAHOM, 3aTe€M KHIIATST
C HEeTPOJICHHBIM 3(GUPOM H OTGWIBTPOBBIBAIOT OCAIOK COCAMHEHHS 7, KOTOPBIA
XOPOILIO PACTBOPSETCS B BOJIE.

2-lnmeTuaaMuHO-8-10311-7,8-nuruapo-6 H-umunaszo|1,2-a]-1,3,5-rpua3un-4-on
(8a). Cycmensuto 1.8 r (10 mmons) coenunernns 5 u 0.7 r (10 mmons) 84% mopornka
KOH B 10 mn JIM®A mnepememmBaror 2 4 npu 20 °C, 3atem pgoGasisior 1.9 r
(10 MMoITB) n-TONMYONCYNBb(OXIOPHIA U PEAKIMOHHYI0 CMECh HArpeBaroT 4 4 npu
70-80 °C. Ot¢unbsrposeiBator KCl, u3 ¢unsrpara orronsror JJM®PA npu 70-72 °C
(40 MM pT. CT.), OCTATOK KHITATAT ¢ OEH30JI0M U OT(UIBTPOBBIBAIOT COCTHHEHHE 8a.

Coennnenns 8b,c noayyaroT aHaJIOTUYHO.

KanueBasi cojb 2-IuMeTHJIAMUHO0-4-0KCO0-6,7-qurnapo-4H-umunazo[1,2-al-
1,3,5-Tpua3un-8-nutuokapooHoBoii kucaotsl (9). K 1.8 r (10 Mmonp) coequHenus 5
B 10 M1 abcomoTHoro sranona gobasistor 0.7 r (10 mmonb) 84% mnopomka KOH u
nepemermBatoT 30 muH. 3atem npu 0 °C npubasnsror mo kamwisiv 0.8 © (10 MMob)
Cepoyriiepoia U PeaknHOHHYI cMmech BhimepxkuBaroT 24 4 mpu 20 °C. OtdmisTpo-
BBIBAIOT OCAIOK COeNUHCHUS 9, MpOoMbIBaIOT Ha GuiibTpe 10 Mt abcommroTHOrO 3dupa.
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