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Cpenu pasjHUHBIX reTePOATOMHHIX OHUMKIMYECKHX CHCTEM BaXKHOe Me-
CTO 3aHMMAIOT MPOU3BOAHBE (ypO-, THEHO- H NHPposo[2,3-d |NHPUMHAUHOB,.
[OCKOJIbKY CPedH HHX HMeIOTCs COeAHHEeHH:d, objajalollde Pa3IHYHBIMH BH--
JaMH GHOJIOTHUeCKOH akKTHBHOCTH. KpoMe Toro, 3Tu GHIHKJB B OOJbLIEH HIH
MeHbIlIel CTeNeHU IPeiCTaBASIOT cOO0H CTPYKTypHble aHAJIOrH OGUOTEHHBIX
NYPHHOB H ¢ 3TOH TOYKH 3PEHHS MOTYT pacCMaTPHBATBCS KAK IOTEHIHAJb-
Hble aHTHMeTAaGOJIUTH HYKJEHHOBOrO oOMeHa, DTH JAaHHBIE CJAYXKHIH H CJIy-
JKAT NPENNOCHIJIKON /sl CHHTe3a pa3HooOpasHbIX NPOHU3BOAHBIX Qypo-, THe--
HO- ¥ HHpposo[2,3-d|IHpUMHANHOB ¢ Le/blO BBHIIBJAECHHS B HX Psily HOBBIX.
(HH3HOJOrHIECKH aKTUBHBIX BEILECTB.

Huxe npusenena nomenkyatypa HMIOITAK u nymepamus masi 3Tux Gu--
IHKJHYEeCKHX CHCTEM, KOTOpPYI MBI H OyAeM HCIOJb30BATh B HaCTOsIIEM!
o630pe.

~apd

X=0,8 NH

Xotst mepBoe cooblleHHe O cuHTe3e muppodaol2,3-dlmupumuanna nossu:-
Jock eme B 1911 r. [1], cucremaruueckne uccaeroBaHus B psixy Gpypo-, THe--
HO- 1 mupponol2,3-djnupumuannos 6bsin Havatwe 20—25 Jer nasan. Mero--
OBl CHHTe3a 3THX COCJHHEHHU MOJKHO pa3je/iMTh Ha [ABE IPYNNH HCXOAS H3
NPOU3BOAHBX MATHYJIEHHOrO rerepouMkiaa (dypana, THodena, nuppona) u
HCXOAS! H3 NPOM3BO/HBIX IUECTHYJIEHHOTO reTepolHK/aa (MHPHMHIHHA, OKca--
30J1a, THA30J1a).

. METOAbLI CUHTE3A

1. MeToapl cuHTE3A, HCXOISA U3 NATHYJIEHHOIO FETEPOUUKAA

B kayecTBe HCXOIHBIX COEJAHHEHHH JJs1 CHHTe3a HAMeUEHHBIX OHUHKJIOB
HWIAPOKOe NpHMEHEHHe HAULIM NPOHM3BOAHblE 2-aMHHO(DYDPAHOB, THODEHOB H
NHPPOJIOB, COAEprKalliie KapOOHHMJBHYIO HJH UHAHOTPYNNY B IIOJOKEHHH
3 MATHYIEHHOro KoJsplla. Tax, npu HarpeBaHMH 2-aMHHOTHO(DEH-3-Kap6oHO-
BOIl KHCJIOTHl HJIH ee 3GHPOB ¢ POPMAMHIAOM C BBICOKHMH BEIXOZaMH o6pa-
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aytorest 4-oxkeutueno[2,3-d Jnupumuauun [2—8].
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R'=H, CH;, C,H;

ApToprr pabothl [9] BMecTO (hopMaMyja HMCIOJB30BAJH COOTBETCTBYIO-
LIH€ JAKTAMbI; BBIX0J THEHONHPHMHIMHa cocTaBsista 40—90Y%.
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3pupsl 2-amuHoTHOGEH-3-KapOOHOBOH KUCJAOTHl BCTYNAKT BO B3aHMO-
JeiictBre ¢ MoueBuHOM [6, 10], THomoueBuHo# [11], nmunosdpupamu [11,
13], o6pasys cooTseTCTBYIOWIMe 2-3aMellleHHble 4-0KcHTHeHO-[2,3-dnupu-
MUIHHBL
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R'=CHs, Cyll5; R™ =N,  Alk, Ar: BY=H, Cyfi5:
RY= OHL, SlI. Alk, Ar; X=0, 8

Peakuus 2-amMMH0-3-KapO3TOKCHTHOQeHa ¢ u3ouuanartamu [14, 15], uso-
tronuanatamMu [11, 16—25], usocenenounanaramu [26] npusoaur x o6pa-
30BAHUI0O TPOMEXYTOYHHIX 3-KapO3TOKCHTHOGEH-2-MOYeBUH (THOMOYEBHH,
CeJEHOMOUEBUH), KOTOpble HHKAU3YIOTCA B LIGJOUYHOH Cpele B COOTBETCTBY-
ollie 2-3aMelleHHble 3-adKua (apua)-4-okcutueno[2,3-d JuupuMunussl. Ana-
JOTHYHAS PeaKUhs ¢ H30LLHAHATOM H3BeCTHAa AJs 2-aMHHO-3-KapOMeTOKCH-
¢dypana [27] u nuppouaa [28].
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B BomHOM pacTBOpe LMaHaTa KajHs 2-aMHHO-3-KapO3TOKCHTHOMEH IHK-
ausyercs B 2,4-1HOKCHTHEHONMPUMUINH ¢ BBIXoA0oM 70% [29].
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Hutepecua peaknust 2-aMHHO-3-KapO3TOKCHTHODRHA ¢ o-THOIHAHOALLETO-
soM [30] nau aueropenonom [31], B pesy.pTare KuTopoli ofpasyercs TpH-
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UHKAHYecKad cucteMa THa30J0THCHOTIUPDUMHAHHA.

COO0C,H; COOCH,
R + RCOCH8CN —> R | NIE

IIpu B3auMogeHACTBHH 2-alUJIaMHHO-3-Kap63TOKCHTHO(EHA ¢ THAPA3HH-
ruapaTtoM [32] uan au(Metuaamuno) penokcudocdoproi kueaoroit [33] 06-
pasyTcst 2-aJdKua-3-aMHHO- HAH  3-MeTHJ-4-okcoTHeHo[2,3-d JnupuMuuabt
COOTBETCTBEHHO.
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B peakunusix HHK/IU3AUUE MOKHO HCHOJAb30BATh TaKkKe 3-KapbaMHAONpo-
U3ROJHBIEC TATHUIEHHBIX TeTepOUUKJ/I0B. Tak, 2-aMmuHO-3-kapbaMuaodypaHbl
[34, 35] u trodensr [5] ¢ opTO3dHPOM MYpaBbUHON KHCJIOTHL HJIH € CAMON
KHC0TOl [6] 06pasyioT cOOTBeTCTBYIOILHE 4-0OKCHIPOU3BOJHBIE
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1,4,5-Tpudenun-2-aMuno-3-kap6aMHIONHPPOJ N0 AeHCTBHEM XJIODHCTO-
ro THOHH/A B AHMCTHJ(OPMAaMUe HHKIH3YeTCs B 2-IHMETHAAMHHO-4-0KCH-
nuppoaol2,3-djnupuMuiud, a B auetone —B 2,2-AMMETHI-2,2-1HrH1p0o-4-
akcHImMppoaonupuMugig [36].
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2-3aMelleHHEIe-4-OKCHTHEHOMHPHMHUAMHBL MOZKHO CHHTE3HPOBAThH, HCXO/S
H3 2-auuaaMuno-3-kap6amugoTuotpenos [6, 37—39].

CONH, CONT,
R | + rlcow —> ®m | —>
57 \NH, s “icor!

R'= Alk. Ar. COOC,H;

[Ipu marpeBaluu 2-aMuHO-3-Kap6aMugoTHOdEHA ¢ MOUEBHHOH 06pasyer-
cs1 2,4-auokcntHeno[2,3-d  nupumuinn ¢ suixonom 40% [6].
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2-Amuno-3-kap6aMiao-, Kap6aToKCH-, 6eH3ouadypan, THOMEHE U MHP-
pOMBl BCTYNAIOT B PeakUHIO C PASAHYHBIMH HHTPHJIAMH, 06pasys CooTBer-
cTByIOLIHE GHIVKIE ¢ BhixogaMu 50—85% [40].

Rl
COR!
XN
R | + rR’cN —> R |
& 2
X7 \NH, X7 W \R

X=0,8, NH; R'=NH,, NHCH;, OC,H;. CgHs:
R%= Alk, Ar

Ecan B cHHTE3aX HAMEYEHHBIX GHIIMKJ/IOB MCIOJAb30BAThL 2-aMHHO-3-ILHAHO-
dypanbl, THOGEHBl HJIH THPPOJLL, TO MOXKHO IOJAYyYaThb CHCTEMBI, COpEpiKa-
urye amunorpynny y atoMa C(4) nupumuaunosoro siapa. Tak, Harpesauuem
2-aMHuHO-3-uMaHodypana, THodeHa WJIH nupposa ¢ GopMamunom [41—44],
OpPTO3(GNPOM MYPABLHHOH KHCJOTHI B NPHCYTCTBHH aMMuaka [45—49] unau
aneraTom (opmamuanua [50, 51] momyueHsl COOTBETCTBYIOLIME 4-aMHHO-
IPOH3BOAHBIE:

NH,
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R [ —> R [ '
X NH, X N/
X=0,8, NH

2,5-JJlnamuno-3,4-1MHaHOTHODEH ¢ OPTO3(hHPOM MYPaBLHHON KHC/IOTH B
B MPHCYTCTBHH aMMHaKa HuKau3yetcs B 4,4’ -nuamunotuenol2,3-d; 2°,3’-d ] au-
nupumuann [48].
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O6biuHo B X0Je peaklLHu COOTBETCTBYIOUIEro ¢ypaHa HAM THodeHa ¢
0pTo3(hUpOM MypPaBbUHOH KHCJOTHl B IIPHCYTCTBHH AMMHaKa Ha IepBofi cra-
auu obpasyercsi 2-alKOKCHITHAEHUMHHO-3-nvandypan (THOodeH), KOTOpHIH
MOXKHO BBOAHTb B PEAKIHIO ¢ THApa3HHOM [52] W/l 3aMelleHHBIMH aMHHa-

453



1 [563—56], noayuas cooreTcTBYIOMME 4-aMHHONPON3BOIHLIE,
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2-AMHHO-3-IHAHIIUPPOS UUKAU3YETCs MO ACHCTBUEM M30UHAHATOR B Lfe-
JIOUHO# cpefie B 2-0Kco-3-asnkuia-4-aMuHonuppoao[2,3-dnupumuiun [28].
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[Tpu u3yueHun peakuUHH 2-aMHHO-3-UHAHQYPAHOB U THODEHOB ¢ THOAMH-
JAaMH YCTaHOBJIEHO, YTO 4,5-IHAaNKHANDPOH3BOJHEE 3THX LHKJIOB B KHCJIOH
cpele 06pasyoT 4-MepkantTodypo- U THEHONMHPHMUAUHEL [57].
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2-AMuno0-3-nHan-4,5-1nbeHnndypan B yKasaHHLIX BhIle YCJOBHAX ¢ THO-
aueTaMuaoM obpasyer 4-OKCHOYPONHPHMHAHH, a B IPHCYTCTBHM TPHPTOP-
YKCYCHOH KHCJIOTH HHKJIU3YeTCs B 4-MepKaNnTodyponHpUMHAHH:
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Caeayer oTMETHTE, UTO 2-aMHHO-3-LHAHTHOMEH 1O JeACTBHEM MYDPAaBbH-

HO¥M KHCJOTH B NPHCYTCTBUH aleTaTa HaTPHs TaKxe LHKJIH3YeTcs B 4-OKCH-
treno[2,3-d ] nupumuann [6].
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2-Aunnamuno-3-unandypans 1 THODEHH B KHCJIOH cpele o6pasyioT co-
OTBETCTBYIOIHE 4-0KCHIPOH3BOAHEIE [b7].
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X=0,8; .Rl=0}r3 CGIIS

B cunrtesax tueno{2,3-d ] nupuMHANHOB HAULIM NpUMeHEHHEe 2-aMHHOTHO-
den-3-kapbanapieruibl H KETOHBI, KOTOpPble ¢ alleTaTOM aMMOHHS, aMMHaKOM
i GopMaMuAOM UUKJIN3YIOTCH B 2,4-AHankH (ApHJ) THEHOMUPUMHAHHEL [6,
58—62].
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R'= Alk, Ars R*= H, CgH;

Peakuusi 2-q-ranoreHanuiaaMuno-3-6eH30uaTHOGEHA ¢ POAAHHCTHIM Ka-
J1UeM NPHBOAMT K 00pas3oBaHui0 2-ajJKH/IMepKanTto-4-denusntuesol?2,3-d]nu-
puMuuHa [63].

‘ Coll,R!
COCgILR!
AII OH
R | 4 KSCN ——>
S

NHCOCI X SCHQLOOCQHs

OxcuMmpl 2-aiIaMHHO-3-0eH30HATHOPEHOB UHKAU3YIOTCA B KHCJOH cpe-
fe B cooTetcTByomne N-okucu [64, 65].
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B 3akaoueHHe MOJKHO TPHBECTH HECKOJBKO HeCTAHAAPTHHX peakiui,
FI03BOIAIOHIAX MEPEX0IUTh OT THO(PEHOB H TMHPPOJIOB K THEHO- H IHPPOJO-
nmupuMuannaM. Tak, HarpepanneMm 2-aMuHO-3-GensuiiTHodeHa ¢ ypeTaHoM
HI0JIyUeHH 2-0KCH-4-(DeHHITHEHOTH P UM HIHHBL [66].
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2-ALUNAMHHO-3-aMHHOMETHATHODEHBl Mo/ jeficTBHeM ¢opMaJ/bleriaa
aukausyores 8 1,2,3,4-rerparuaporueso( 2,3-d jnupumununns {67].
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Hccnenosanue peakuuu N-(2-tHerun) xjopdopManbieriios ¢ usoluaHa-
TAMH M UMAHAMHAOM MPHBEJO K TNOJYUSHHIO psila 2-aMHHO-4-3aMelleHHBIX
THEHONUPUMHAHHOB [68].
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2-310Kcu-3-KapOoKcH-4,5- iuruaponuppoa obpasyer ¢ MOYEBHHOH, THOMO-
YeBHHOH HMJIH alleTaMHJHHOM COOTBETCTBYIOLLHE NUPPOJONHPHUMHAUHLI, IPH-
yeM BRHIXOZ NPOAYKTa Kosebsercs B npegenaax ot 5 10 70% B 3aBHCHMOCTH OT
xapaktepa pearenta [69, 70].
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R=0H(4%); H(71%); SCHs(5%), NHy(59%); CHs(40%)

2-Iluppoanaon nojp ZAefictBieM (GopMaMHia B NPHCYTCTBHH XJIOPOKHCH
¢dochopa npespainaercss B 5,6-aurngponuppo.of2,3-djnupumugun {71]:
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Ilpu narpeBanuu 1-MeTHJ-2-HPPOJHAOHA ¢ (eHHIH30LHAHATOM 00pasy-
ercsi 5,6-AUruApoONHpPOTONUPHMHUANH [72]).

0
I
| A 4 \N CeH
\N/\O 4 CeHNCO — \ silp
| VA SNV
CHa ' Lo
CHy CeHs

2. Meroanl CHHTE3a, UCXO0Ad H3 LIECTHWIEHHOTO reTEPpOUHKIA

B sTtoM Mmerone cuHTesa OGBIUHO MCIOABb3YIOTCA AM60 NHPHUMHUANHBL, He
HMelolMe 3amecTHTenelt v atoMa C (D), HO colepixkaliue pasaHyHbie PYHK-
IIHOHAJIbHBle TPYNNEl (OKCH-, MepkanTo-, amuHo-) y C(2), C(4) u C(6) nu-
PHMHIHHOBOIO KOJbLa, JUGO COOTBETCTBYIOLIHE H-3aMelleHHble 6-0KCH-, aMH-
HO-, MEpKanTOMHPHMHUAMHLL. B NepBoM c/aydae B KauyeCTBe BTOPOrO KOMIIO-
HEeHTa IPHMEHSIOT o-TaJoreHKapGOHHIbHBIE COeJHHEHNS, TPHUEM DeakruHs ¢
HHMH MOXKET POTeKaTh KakK 3a cyet atoMa C(5) MupUMUAKHHOBOIO 1pa, TaKk
1 3a cyeT 6-0KCH-, MePKaITO- uiid aMUHOTpYNIL, Tak, 2-3aMeuleHuble 4-0KCH-
6-aMUHONUPUMUAMHLL PearHpyIoT ¢ XJOpaUeTabierHIoM, 06pasyst cOOTBer-
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CTBYHOIHE THPPOJONUPUMHANHEL [73—T75]:
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R=0H, SH, SCH;, NH,; R'=-H, CHy; R®=H, Alk

1,3-dumerna-6-amuuoypauna noa AeHcTBHeM 3(Hpa OGPOMYKCYCHOH KHC-
JIOTHI LHKJAN3YeTcs B 2,4,6-TPHOKCONHP POJOTHPHUMUANH [76].
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XuropaneTuaxJopu Takxke pearupyeT ¢ 6-aMuHOypauusaamu, obpasys
5-alMINPOU3BOAHBIE, KOTOPble LHKIU3YIOTCs B 2,4,5-TPHOKCONHMPPOJIONHPH-
MuaHHH [75, 77]:
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SInonckue apropnl [76, 78] mokasaau, uro 1,3-nuMeTHI-6-aMHHOYpALHT,.
B 3aBHCHMOCTH OT YCJOBHH, pearupyer ¢ (deHanui6poMUAaMH IO ABYM Ha-
npasyeHusM. B mpHcyTCTBHH YKCYCHOI KHCJOTH obpasyercs H-denusa-, a B
numeruadopmamuie — 6-gennanuppoaol2,3-d nupumugus.
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OueBHIHO, B NIePBOM cJydae MoOJeKy/Ja GPOMHCTOrO BOAOPOJAA OTILIENJIs-
eTCsl 3a cYeT aMHUHOTPYNIE, a BO BTOpoM — 3a cuet cBs3u C(5)—H nupumu-
JHHOBOIO KOJIbILA.

Ilpu BzaumopeficTBHu 2,4-1HaMHHO-6-0KCHTHPHMUIUHA ¢ O-TaJOTEHKETO-
HaMH BO3MOXKHO o6pasoBaHHe Kak NMHPpoJo-, Tak H ¢ypo[2,3-d ] nupumunu-
Ha. M, neficTBHTe/BHO, B 3aBHCHMOCTH OT XapakrTepd KerToHa obpasyercs
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nub0 cMech ITHX COeIUHeHHH, JUGO TOJABKO OJHH H3 BO3MOXKHBIX NpPOAYK-
10B [79].

OH OH NH,
N AN R N R
N R L A I S |
N/\N/\NH X H2N/\N/\N/\R HzN/\N/\O/\R‘
H

X=Cl, Br; R=H, CgH;, Alk; R'=H, CH;

Muorpa BmecTo a-rasoreHKapOOHUABHBEIX COEAHHEHHI NPHMEHSIOTCS dAX
mipHiHHHeBble codn. Tak, 1,3-1uMeTH1-6-aMHHOYpalUyI BCTYIIA€T B PeaKiHIo
€ GpoMHOM heHalHANHPHAMHYS, 06pasys 6-pennanupposonupumuinn [80].
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Hekotopsie 6-0kcu- # 6-MepxaltONHPUMHAUEE MOXKHO aJKAJHPOBAThH MO
‘OKCH-, MEPKaNTOrpymine ¢ Mocjaeaymoolited HHKIH3AlHed B COOTBETCTBYIOIIHH
pypo- [81] usu TueHonupumuanu [82, 831.

NH2 NH, NH,
l

w rucncon— % | e

R/ NN/ N\XH R” NN/ \XCH,COR! RN N\x/
R—Alk—S, NH,; Ri=Alk, Ar; X=0, S

HsBecTHB NMpUMepPH HCIOJAb30BAHHST PEaKUHOHHOCHOCOGHBIX OKCHCOE/H-
HeHH#l B cHHTe3ax Gypo- W NHPPOJONHPHUMHAMHOB. Tak, IpH HarpeBaHHH -
(peHHANPONapruoBoro clupra ¢ 6apOGHTYpOBOH KHCJIOTOH B IIPHCYTCTBHH
CepHOH KHCJIOTH WM 1pexdTopucToro 6opa obpasyerca 2,4-AHOKCH-D-(eHu-
BH-metuadypol2,3-d] nupumuaun ¢ seixogom 759 [84]:

CH, - -
OH ! OH CeHs
HO—CH |
AN | /NN
N ” n C=CH _H*_ N e |2
| A il
HO” NN/ \OH Ho/ NN/ NoH CH_
OH
l
)l “ ——~—CgHs
Ho/\N N0/ \cH,

Peaxuusa stusosoro adupa riuokcaseBod KHCJAOTH ¢ 6-aMHHOYpaUHAaMHu
1IPOXOHNT IIO THITY a/bA0JbHOH KOHJAEHCALMH, U 06pa3yeTcs Guc-IHPHMUIUH,
KOTOPHBIH, o] AeiicTBHeM OnkapOoHATa HATPHS LUKJIU3YeTCs B MUPPOJO]2,3-
d]nupumunun [85]

COOC,H;
0 0 | o)
COOC,H; I /CH N I
| e e Y R
07 N7 \NH, 07 N \NH, H,N” “\NNo
| | |
R R R
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. H2N\/N\I/O
1| { /N——R
. R*ﬁ“ ll l
//\\]/\N//\O
| H
R
R=H, CH,

M3 nUPUMHAHHOB, COoAep:Kaliux 3amectHreab y atoma C(5) mupumuiu-
HOBOTO KOJIblla, B CHHTE3aX THEHO- W NMHPPOJONHPUMH/IHHOB HCIOJB3YIOTCS
5-nuano- u b-Kap6aToKCHNpou3BoaHHe, Tak, 6-MepKanTo-5-IHAHOIHDUMHUIHK-
HBl MOXKHO aJKUJIHPOBATh FaJoOreHaJKHIaMK, CoAepzKalluMi aKTHBHYIO Me-
THJIEHOBYIO TpYINIy, Tosyuyas B-askuianpoussoausie. [TocjenHue Jerko HHK-
JIUSYIOTCA B LIEJOUHOM cpele B D-amuHOTHeHO[2,3-d Jnupumununer [86, 87]:

R|1 Ril RII
CN CN
N| H/ + XCHR? - NI/\”/ wo-, \““—[NH
R/ N/\SH R/\N/\SCHng R/\N/\S/\Rz

R, R'=H, CH,, CsH;; R®*=COC,;H;, COCH,, COOC,H;, COOH; X=ClI, Br

[Ipu B3auMoAeNHCTBAH 5-1HAH-G-XJTOPIHPHUMHAHNHOB ¢ COOTBETCTBYIOLIHMH
'MEPKAITO- UJIH aMHHOIPOU3BOAHLIMY 06pa3yIOTCs MPOMEXKYTOUHBIE 6-aJKHJI-
MEPKANTO- HAH 6-aJKHJaMHHO-D-IHAHTHPHMH/ANHHEl, KOTOpBle MOXKHO TNOA-
BEeprHYTh LHUKJAU3ALUMN aHAJOTHYHO anBeﬂeHHoﬁ Boie |88, 89]:

avaa I\ /N AN wm,
Vo] e o N1 ﬂ - Y
RO N\a R! RNN/NxcHR:  R7W N\ \Rt

Rl
R=CHj; R1:=CH,COOC,H;; R2=COOC,H;; X=S; R=CgH;; R!=CN,
CONH,; R?—H; X=NH, NCH;,

Peaxuuss 5-Kap63TOKCH-6-XJOPNUPHMUAHHOB ¢ IPOHM3BOAHBIMH TJIHILHHA
TPUBOANT K 06pa3oBaHuio 5-okcunupposol2,3-d jnupnmuaunos [90—95]:

N\ _/CO0CH; J\_/COOC:H; N\ /OH
1  RINHGH,R? N - 0]

R R
R=Alk, Ar; R'=H, Alk; R*=CN, COOC,H;

Ulnpokoe nmpumeHeHHe AJjsi noayuenHs nuppoao[2,3-dlnupumuannos Ha-
UIIH IPOU3BOAHEE NHPHUMHINI-D-YKCYCHBIX afbAeruios H kucior., Kak yka-
3HBaJOch paHee [1], nepBwiil cunTe3d mupposao[2,3-d]mupumununa 6ula ocy-
1leCTBJEH UcXojsl u3 3upa 4-aMUHONUPHUMUAKI-5-YKCYCHO#H KucaoTH. Hme-
£TCsl ellle HECKOJBLKO PaHHUX paboT B 31o#t obJaactu [96—99].

R! R?
N/|\] (CH2COOC2H5 e y /\”_—T
R/I\N/\ “NHR? R/J\N/ NN o

s
R=CHj;, C,H;, OH; R'=H, OH; R*=H, CH,
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Ipu xunsyeHun 3THIOBOTO 3HpPa 6-XTOPIHPHMHIAUI-B-YKCYCHON KHCJIO-
THl ¢ aMHHAaMH Takxke obpasyercs 6-okcomupposonHpumuauns [100, 101].

CHs (;,Hs
/’\ /CH;,COOC2H5 R y AN
o AR e

HCy” M N\l HyCe” NN \NN 0

|
R
R=CH,CH,OCHs, CH,CsH,Cl-n, NH,
AMHIBl 6-OKCHIIHPHMHINA-5-YKCYCHBIX KHCJIOT NOJ IefCTBUEM XJIOPOKHCIE
docdopa nukIH3YIOTCH B 6-xaopnupposof2,3-d jnupuMuannn [ 102—104].

(:IH3 CIH3
; N "/CHQCONHRI v /\“__”
R/I\N/\OH R/,\\N/\N/\Cl

R:CH37 CH2C3H4OCH8-I’L; R]':Alk

B aurtepaType nMeercst TakKe MHOIO NPHMePOB CHHTe3a mHppodo[2,3-d}

NMHPUMHAHHOB H3 alletTajeil 6-aMHHONHPHMHAKJI-5-YKCYCHBIX  aJIbJerH10B
[105—115]).

Rl R3 Rl
N/I\ ”/C|H—CH(OC2H5)2 g /] ” " RS
R/,\N/\NHR2 I\ /N

Rlz
R=OH, SH, NH,, H, Alk; R'==H, OH, NH,, CI; R*=H, Alk; R%=H, CH,

AnajnornuHo$i peaklUMH B KHCJAOH cpeje TNMOABEPraioIcs H-aneToHUI-6-
OKCH-MepKalTo-aMuHOnupuMuanHs [104, 116—120]. C apyroi cropoHsl, Ha-
rpeBaHue 5-aleTOHHA-G-XJOPNHPUMHAMHOB C aMHHAMHM TPHBOAHT K TOJAyue-
HHW0O nuppoJonupumuiunos [ 118, 1217:

i i ke
. /-\’ [/CH2COR2 . . 7 \”__“ e N/ \“_CH&ORZ
l _Ht L HaNR®
RSNN"\xH R/I\N/\X/\Rz R/I\N/\CI

R=OH, SH, NH,, N(CHy),, H, CH,, CHs, CgHsCHy;
R!=0H, Cl, CHs, C;Hs; R2=CHj,, C4Hs; R3=Alk, Ar

B cunresax 5,6-muruapodypo-, Tueno- u nuppodol2,3-d]nHpHMHAKHOB
HAIWJH NPHMEHEHHe 5-B-OKCH-, rafJoreHo-, MepKanTOaJKHJIAMHHO-, 3THJI-6-
OKCH-, aMHHO- HJH XJIOPUHPUMHAHHEL Tak, B-OKCHITH.I-6-OKCHIHPHMHUILHH
IIOA HEHCTBMEM XJOPHCTOrO THOHHJA HJM CEPHOH KHCJIOTH LHK/IH3YETCS B
561mru11p0(1)yponnpnmmmﬂ [122—127]. D10 XKe coexmHEHHE MOXKHO NMOJY-

YATb JECHCTBHEM TPHITHIAMHHA HA 5-B-XJI0PITHIA-6-OKCHITUpUuMuAnH [128——
130]:

Rt R? R1
| | |
/\ “/CH2CH20H NN /\” | v /\’ ‘/CHQCHQCI
M N |
R/\ oH RNN"No/ RX\N"NoH

R=OH, SH, NH,, N(CH,),, SCHs, H; R!=0H, Cl, H, CHg, CgH;
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5,6-duruaporuenol2,3-d InupuMuIELl GBIIM TOIYyYeHB KaK H3 5-B-Mep-
KanTo3aTuaA-6-OKCUIIHPHUMHAHHA JAeHCTBHEM ISATHOKHCH (ocdopa, Tak H H3
5-B-XJ0p3THI-6-XTOPIIHPHMHANHA peakuuell ¢ THoMouyeBHHOH [130—132].

Rt R1
N /I\ _/CH,CH;SH o ) /I\_
B W W
i
!
N/|\ /CH,CHCI . /|\ _CHCH,CI
b e

R=OH, SH, NH,; R'=CHj;, C;H;

5-B-X10p3THA-6-XMOPTIHPUMH/IHHEL MOKHO BBOAHTH B PeakLHUIO ¢ aMHHa-
‘MU, ToJydas 6-aMHHONPOH3BOAHBIE, KOTOPBIE IHKJIH3YIOTCA B 5,6-1HTHAPO-
nuppoaonupumuanns [ 123, 133—135]:

/™ CHCHCI ™\ /CH,CHCI I
N | - N o N l
R/‘\N/”\Cl R/I\l\l/“\l\JHR1 R ”l\\N /u\N/

e
R=CI, H, CHj; R'=Alk, Ar
MuTtepecHo OTMeTHTb, UTO HarpeBaHHeM 5-B-/HAIKHIAMHHOITHI-6-0KCH-

TIHPHMHUAHHA € XJOPOKHCBIO dochopa u NATHXAOpUCTEIM docdopom npu 110°
Obla noayuen 7-aaxkuanupposol2,3-dlnupumuaun [136].

NHCOCH, NI,
| |
CH,CH,NR
N/\“/ ol POCls/PC15‘> N/\_.l _”
| - |
H,C NN NOH H,¢” SN/ W
|
R
R=CH,, C,H;

Henasuo naiigen ynoOuBII MeTOA cuHTe3a (ypO-, THeHO- © nHppoJIo]2,3-d]
NHPUMHIHHOB MCXOA8 M3 5-aJui-6-0KCH-, MEPKaNTO-, AMHHOTHPHMHANHA
[137—139]. Ilpu GpoMupoBanHu MOCICAHHX ofpasyiores 5-(27,3/-1u6poM-
IPOMHJ) THPUMHAMHBL, KOTOPHEe HHKJIH3YIOTCS IPH KHISYEHHH B COUDPTE HJH
JuMeruadopmamuie B COOTBETCTBytoUiHe 6-6poMMeTu-5,6-AUrdApONpous-
BOJINBIE. DTH COJUHEINsS MO AeliCTBHEM MeTHJ/arta laTpus o6pasyioT 6-me-
“THAQYPO-, THEHO-, HUPPOJNOIHPHMHIHHHL.

CH3 ?Ha h
[
; N CHsCH—CH, . y /\/CHzCI-II—CHzBr
- L] ”
Hy,e” SN/ NXH HC” NS N\xXH
C{Hs CH,
|
N 7 \) S

o s T

|
H” SN NCHBr  HC” SN N \CH,
X=0, S, NCHy, NCH,C;H,
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Hspectro [140], uto 2,4-1uMeTHN- H 2-eHHI-5-Tponapru-6-okcumuph-
MH/IHH TIOJ, IeficTBHEM Kap6oHaTa LMHKA mpeBpalaTes B 6-MeTuadypo(2,3-
dlnnpumuaun. AHasnoruynas peaklHsi HabJojaeTcs B cayyae S-mpomaprii-
6apOutypoBoil 0 THO6ApPOHTYPOBON KHCJOT B [PUCYTCTBHH CEPHOH KHCJIOTDI.

R Rl
X 7\ ” ,CH,C=CH ch_?s_) g /I\I]___“
(HT)
R/ l\ N/ NOH R/ I\N 0/ \CH,

R=OH, SH, CHj, C¢H;; R'=CH,, OH

B numTepaTtype HMeeTcsi BCEro HECKOJIbKO NPHMepOB CHHTe3a THEHONHpH-
MuauHOB M3 THeHo[2,3-d]okcasunoB [141—145]. Tlpu 3TOM HHorga BHIZE-
JSIOT NPOMEXKYTOUHble 2-allHIaMHHO-3-KapOaMUIOTHOQERBl, KOTOpLle LHK-
JH3YIOTCSl B THEHOIUPHMHAMHBI N0 fAeficTBHeM (ochOpHOIl KHCIOTHL.

9 0

i I
R!NHC .
0 RINT, R—N
| R —> | R | —> I R
N\ NN
HjC N S CH;CONH S5 Ha¢” N S

2-Tuo-4-uMuHO-5-henunnuppono[2,3-d] THasun moa JeiicTBHEM IeJOUH
NeperpynnupoBeiBaeTcss B 2,4-puMepkanto-6-dendanuppoiol2,3-d]mupumu-

nun [146].
NH SH
S/”\“_ G N/] N /el
HO—
s/ll\N/\N/H HS/l\N/“\N/”
H H H

O6uapysxkeno [147], uro npu ¢oronuse 5-Hox-6-penokcH-1,3-1umern-

ypanuaa o6pasyercs GyponHpHMHUANH ¢ BEIXOAOM 1%, oxHako 6-peHuIMEep-
KallTO-aHaJOr LHUKJIH3YeTCs B COOTBETCTBYIOIUHH THEHONMUDUMHAMH € BBIXO-

aom 429, .
0O o)
i I
INY SN N
e el T
O/\N/\X—<—\> S A
C|H3 C]4H3
X=0, S

Cioeflyer OTMETHTbL TaKxe METO] HOJNYUYEHHS IHPPOJONHPHMHAHHOB H3
NHDHMHAMHHJTHAPA3UHOB M THIAPA30HOB IO aHAJOFHH C METOJOM IoJyye-
HHst wHAoMa no Pumepy. Tak, 6-n-TorHATHIPA3HHO-2-THOYPAILMI TTOA TelicT-
BHEM KHCJIOT of6pasyer cTabHALHBIN 6-0-aMHHOAHHJIUHO-2-THOYDAIHJ, KOTO-

pHI MOABEPTaeTCsi BHYTPUMOJEKYAAPHON HHKAH3anuu [ 148].

OH OH
i |
N/ N ) N/ AN
b A
LN RPN Wi S
HS” XN “NHNH—7 N\ HS” SN NNH__Z N
CH,
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T

VA \[ s
- |
s N\ N
H

AHaNOrMYHOA peakUHMH NoIBEpraroTcss 4-NHPUMHAMHHITHAPA3OHBI IpH
KHISJYEHHH B 3THJIEHIJIMKOJE, OJHAKO BBIXOJBl NIpH 3TOM HH3KHe [149].

e Séwl
|

—_——

|
R
SN N\NH-N=c{ N/\Rl

BzauMogeficTBue 1,3-AMMeTHJI-6-THADASHHOYPALMIA C KETOHAMH B 3TH-
JICHIVIMKOJIe TaKXkKe IPHBOAHT K ModydeHHo mnuppo.ol[2,3-d]nupumuauna:
[150, 151].

O O
I
/7 \
HSC-— ” -- R'CH,COR? — H,C—N l —
| A CH,R!
07 N \N—NH, o’ \N/\N-—N:C<

| | | | R2
CH, R CH, R

O

— 3C_
| “ H
o~ \N/\N/\Rz
| |
CH; R

ITpu mONBITKe THAPOJH30BAThL COJSIHOH KHCJIOTOH 4-aMmunodypo[2,3-dJnn-
PHMHUIHH B 4-0oKcHaHaJor, nosayden [152] 4-okcunuppodsol2,3-d]nupuMuaus.
OueBHAHO, B X0Jle PEAKUUH NPOHUCXOLHUT PACKDPBITHE (PYPAHOBOrO HHKJAA C HO-
CJAeAYIOIIUM 3aMblKaHHEM NHPPOJBHOI'O KOJbLA. DTOH XKe peakUUH NoJBep-
raercs 4 2,4-1uamuno-5,6-gumernadypol2,3-d Jnupumuann [79].

NH, NH, CH, OH
' “ H - . | ”/clHCOCH3 N/' ”__” _/CH;
HO | - |
R/ \N/\O/\CH:; R/ NN/NOH R” \N/\II\I_I/\CHs
R=H, NH,

I1I. XHMHYECKHE NMPEBPAILEHHSA

IIpr paccMOTpeHHH 3JEeKTPOHHOH CTPYKTYpbl (ypo-, THEHO- H NHPPO-
J10[2,3-d |THPUMHUIHHOB MOXKHO OTMETHTD, UTO NMHPHMHIUHOBOE KOJbIO B 3THX
COEJHHEHHAX CIOCOGHO K HYKJIEO(GHJIBHOMY 3aMeLieHHIO, B TO BpeMs Kak
atoMbl C(5) u C(6) naTHUIeHHOrO psija BOCIPUHMUHBEL K 3JEKTPODUIBLHBIM
peareHTaMm.

Taxk, NHPUMHIHHOBAS YaCThb MOJEKYJbl JIETKO BCTYNAeT B PeakiHH, Xa-
paKrepHBle AUl MHPUMUAHHOB. 4-OKCHQYPO-, THEHO- HJH IHPPOJIOIIHPUMH/IH-
HEI TOJ fIefiCTBHEM XJOPOKHCH (pocopa Jerko npeBpauiamTtcs B 4-xJopapo-
ussoauble [4, 8, 13, 16, 34, 38, 73, 97, 106—109, 117—119, 121, 1563—157].
JlaJjiee U3 3THX COeNMHEHUN H3BECTHBIMH METOJAMH MOMXKHO NOJYYHTHL 4-aMH-
HO-, 4-THIpa3UHO-, 4-a/JKOKCH-, 4-MepKanTodypo-, THEeHO- u THppoao[2,3-d]
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nupuMuanuel [4, 10, 13, 16, 34, 38, 106, 107, 117—119, 121, 153—158, 163,
164].

NR2R3
HNRR® N
—_— | R’
N
R N X
OH oR!
N . R4ONa N N
| R LN "
N N\
R X X R N X
SH
sc(xH), N i
X=0,8, NH. N=All HCL ’ R
R N X

2,4-Muokcurueno[2,3-d |nupUMHAHHEL ¢ XJI0POKHChIO (ocopa o6pasyioT
'2,4-TUXJOPNPOU3BOAHBIE, KOTOPEIE CO CIHPTOBBIM PACTBOPOM aMMHaKa IpH
100° npespauiaoTes B cMech 2-XJA0p-4-aMHHO- H 2-aMHHO-4-xJ0pTHEHO[2,3-d ]
mupumuaiHoB [156].

2-®enua-4-xnoprueno[2,3-dJnupuMuann BCTyaer B peakUHio ¢ (QeHHI-
auTHeM, 06pasya 2,4-1HbeHUNPOU3BOAHOE ¢ BEIXOAOM 65%, ¢ AHMeTHI-
cyabhonoM — 4-mertuicyabponoMernaoBoe npoussoanoe (80%); ¢ xumerHa-
auTuiikynpatoM — 4-MetunanponssoaHoe (82%) [16].

Cells
CeHsLi N~
> ] R
NS
H.Ce” N8
al CH,S0CH,
N~ (CHy)450 N
L .

)\ | R — )\ | R
NN NS
HsCq N S H:Cg N S

CH,

(CHg)aCuLi mf%
NN

H:Cg

4-Xnop6ensorneno[2,3-d |nupuMuiuy noja feficTBHEM NaJJajiHeBOro Ka-
TaJH3aTopa TepsieT aTOM XJOpa M BOCCTaHaBJIHBAaeTCs B OeH3oTHeHOo[2,3-d]
nupuMuanH [8].

cl
/I\_/\ NN
Vol e ]
NN \s N ANV Y4
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IIpn nefictun na 2-metunmepkanto-4-oxcutnerol2,3-dnupumMusng pas-
JMYHBIX 2aMHHOB TO/1Y44aIOTCSI COOTBETCTBYIOLIHE 2-aMHHONIPOH3BOIHEe | 165].

OH ‘OH

N HNRIR? N~

AT = AT
S N
N S RIRIN N S

—NR'R*= K(CH )5, N(CHyCITL),0, N(CH,CIIp)sNCH,
NH(CI)501, NTINH,

CI158

ITpu uayueHHM peakuuu aJKHAHPOBAHHS OKCHTHCHO[2,3-d |nUPHMUAHHOB
OLLTM TOJMY4YeHbl CJAeAVIOILUE PE3yJbTATh: 4-OKCHUTHEHO- K 4-0KCO-2-OKCH-
THEHONUPUMH/HHEL ¢ aJKUATaJoTeHu aMu o6pa3yioT N-Ipou3BOAHDIE, OJHA-
KO 2-(eHun-4-OKCHTHEHONHPHMUANH ¢ HOAHCTBIM METHJIOM B IPHCYTCTBHH
ruApHAa HaTpHs obpasyer cMmech N(3) u O-MeTHINPOU3BOAHHIX B COOTHO-
wennnd 1:1 [6, 16].

7 ;
SN g
Vol ]
NN \g” NN\
0 0
AN N
A
HO NN N\s” 07/ \N"Ns/
I
o 0o o
autEXSAntiAnl
H5C6/\N/\S/\/ H5C6/\N/\S /\/ HSCG/\N/\S

Peaknus UHAH3THIHDOBAHUS 2-MepKanTo-3-aJkui-4-oxcoruenol2,3-djuu-
pHMHIHHA NIPOTEKaeT IO aTOMy a30Ta NHPUMHAKHOBoOro Kosbua [18], B 7o
BpeMsI KaK 4-MepKalTOTHEHONUPHMUINHE ¢ AKPHJIOHHTPHIOM 00pa3syeT cMech
N- u S-ankuanpoussoaubix [166].

0 o]
— R—N
S \N S S \lt S

4
CITCHEL,CN
s SCH,CITLON
NC—CH,CILN

NI

N

4-MepKanToTHEHO-, 2-MePKaNTOTHEHO-, 2-CE/Iefi0THEHO- H 4-MepPKanTounp-
pouso[2,3-d ] nupHMHANHDL ¢ aJKHATAJTOTeHHAaMH 00pasyloT Toabko S (Se)-ai-
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kusnpoussonuee [10, 17, 20, 26, 156, 166—169].

*‘Yt%ﬂ i

=Alk; X=8,NH; Y=8,8e; Z=0Cl, Br, {

[Tpu nccaenoBaHHMH peakIHH AJKHIHPOBaHHS 4-aMuHHOMHpPpOJo[2,3-d]nu-
PHMHAMHA HOJHCTBHIM MeTHJOM nojydeHa cMechb N(I)- u N(3)-Meruanpous-
BOAHHEIX B cooTHoweHun 1:1. OXHAKO CeJeKTHBHOE METH/IHPDOBAHHE 3TOTO
COeIMHEHHS MIPOTEKAaeT [0 a30Ty HHPPOJILHOrO KoJsibla [114].

l\dH NH
AN SN
- s BN S
N/\—_ \N/\}I\IJ/ \I\‘I N
l ! “___ . CHg
\N N / NH2
H
CH,l —
CoHsCHyN (C4Hy)oCl- I\|1 “ ”
\N/ \N/
&,

4-Xaopnupposo[2,3-dnupumunun, Tak ke Kak # 1,3-guMeTHi-2,4-1H0-
KCHIHDPPOJ10[2,3-d[IAPHMHUANH METHIHDPYETCS HIH LHAHITHIHPYETCS B LIEJIOY-
HOlI cpefie 10 aTOMY a30Ta NHppPOJBHOro Kogbna [107, 170—172].

Cl
|

AN\
a o
/'\ R/ SN NN

|
L] CHo
RN\ "
H

CHy=CHCN _, ” I

R/ \ N/\ NS
!
CH,CH,CN

0 0
[ I

N SN
e e e T
07 \N"\N" o7 \N/\N/

(!Ha CIH:; Cle

Ilpn B3aumopeficTBuM 4-aMuHO-5-nHMaHO-6-MepkanTonupposof2,3-djuupu-
MHIHHA C HOOHUCTHM METHJIOM 00pasyercs 6-MeTHATHO-7-MeTHANHPPOJIONUPH-
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muznuH [45].

NH, NH,

| [
/\___/CH /N N
N { CHyl N ' "
| HO- !
NN N SH NN/ NN \SCH,

CH,

H3yueHH HekOTOpbIe peaKUHH MeTHJLHOH rpynne B 2,4,6-TpumeTHIdypO-
u tHeHo[2,3-d]nupumuaunax. Tak, no merony 3akca — Kpenke u3 aTux co-
eAHHEHNH OBUIM [OJY4YeHE COOTBETCTBYIOUIHE HNHPHUMHARI-4-ajabAeruibl.
C nomowbio [IMP-cnekTpoB f0Ka3aHo, UTO B pe3yjbTaTe 5TOH PeaKUHH OKHC-
asiercsd HanboJee akTHBHasi MeTuabHas rpynna atroma C(4) THPHMHUAMHOBOIO
faapa. JTa XKe MeTHJbHAs TPylna BCTYIAeT B peaklHio ¢ peareHToM Buib-
cmaiiepa, o6pasys HeyCTOHYHBOE NPOM3BOAHOE MAJOHOBOTO JHajbJeruia,
KOTOpOe HOX JAeACTBHEM THADOKCHJIAMHUHA HWJIHM THApPa3HHA LHKJIH3YeTCsS B
4-(4’-okcasono)- uau 4-(4’-nupasogo)-2,6-gumetundypo- (Tueno-)[2,3-djnu-
pamugun [173].

T (CHg)y—N  N(CHy),
|
HC=C—CH CI-

— Vool -
O HCT W\ NcH, _|

\ ¥
AN N

VT — |

H2C/| NN\ \cH, N/\”_"

- |
H3C/ AN N/\X/\CHs

+
CH,NCH;I~

]
HyC” l\\\N/\X/\CH;,
0

T
(13H=NC6H4N (CHg),-n

N
— 1 —-

H,G” SN/ \x~ \CHy
CH=0

|
4

— {11
H;C¢ N/ X \CH,

N3 HekoTOpHX (Pypo- M THEHONMPHMUAHHOB MOKHO NOJYYaTb TPHIHKJIH-
yecKHe CHCTEMH 32 CYeT 3aMeCTHTesell y MUpHMHAnHOBOro sapa. Tak, 4-rua-
Pa3HHONPOH3BOAHEIE NOJ, AeHCTBHEM MYPaBbHHOH KHCJOTH WJIH €€ OpTo3(H-

X=0, §; Y=0, NH, NGCH;
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pos o6pasyior Tpuasonorueronupumupuust [10, 38, 52, 156, 174—176], a noxt
JefiCTBHEM asHjla HATpHst — TeTpasojoTHenonupumuauun [10, 38, 156, 174,
175], 3-amuno-4-uMuHODYPO- ¥ THEHOTIMPUMHAUHEL C opmaqmpamn MYypaBb-
HHOH HJIM YKCYCHOH KHCJOTBHI IIHKJIH3YIOTCSI B H30MEPHEIE TPHA30JOIPOH3BOM-
HBle, KOTOpHE TOA AefiCTBHEM MypaBbHHOH KHCAOTH NOABEPraloTCsi Tmepe-
rPYINHPOBKe, KOTOPAst NIpelcTaBiena Ha cxeMe [52, 176]:

R
) IS
N
N/\m ncoon  RZONNAN _ HCOOH NN —
SO UEIE
N/ X NN N\x”
NaN, i . 1|\ RC(ORY),
N—N NH
H "
T N"If N |
\N/\X/ \N/\X/

X=0, S; R=H, CH;; R'=CH,, C,H;

2-I'mppasuno-4-oxkcutueno(2,3-d |nupumuana moj AeHCTBHEM YTrOJbHOH

KHCJIOTHl TaKXe LUKJAH3YeTCA B COOTBETCTBYIOLIHH TPHA30JOTHEHOMHPHMHUIHH
[165].

OH 0

N 11,60, N/U\
)\\ T IU )\ /l\ ﬁﬂ‘
H,N—HN N S N \N S

U3 4-p-oxcustuaaMuHoTHEeHO[2,3-d | nupuMuaina NOAYYEH KHMBAA3OJIHH-
THenonupuMuany [38, 175].

NHCH,CIT,OH -—N

N

k\ | R —> k
N7 s Y

2-Mepkanro-3-aniania-4-okcotueno[2,3-d | nupuMuIuEL  SIBASIOTCA  YHOO0-
HbIMH HCXOAHBIMH BEIIECTBAMH B CHHTE3aX THA30JOTHEHOMHPUMHAUHOB. [Toj
neicrBueM GpoMa 3TH COeAHHEHHs 06PasyioT COOTBETCTBYIOILYIO TPHLMKJIH-
4eCKyio cuctemy [18, 23—25, 177, 178].

0 o
CH,=CHCH,—N Br, | BrCH,CHCI,—N
l R~ l

Br
HS N ) HS N S

O

- K ANA i J'\T/k\)h*‘
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ATy XKe CHCTeMY MOXKHO IIONYYHTh peaKiueli q-raJoreHoKapGOHHIbHBIX
coeuHennii ¢ 2-mepkanto-4-okcuruexo[2,3-djnupumnaunamu [179].

OH 0
R2
N~ ) <
/k\ ] R + X——(fH—COR —_— | )\ ] R
HS” N S R! R! 5 S
R'=H, CHy: R”=0H, OC,H;, W, CIly; X=CI, Br

TpUUHKJIHIECKHE T€TEPOATOMHBIE CHCTEMB! OBIIH CHHTE@3UPOBAHLL H C yua-
CTHeM 3aMecTHTejefl MATHYJEHHOro Koabua. Tak, 2-¢enun-5-aMuHo-6-nHaH-
nupposof2,3-d | nupumunun ¢ bopmamMuioM 06pasyeT cOOTBETCTBYIOIIHH aMHu-
nonupposo[2,3-d; 4,5-d’] aunupumuauH, a ¢ cepoyriepojoM — AHTHONPOH3-
Bofuoe [89].

NNy

e Y

H:Ce” SN NN\

oul o
N 3 2

Hbc/\N/\N/\CN

CHs CS, —>

AN NN sy

T

Hace/\N/\N/\l/
|

CH,3 SH

Tlpu paccMOTpeHHH DeaKIMH 3JIeKTPOQHILHOTO 3aMelleHHs] MHPPOJbHOIO
KoJIbIla CJefyeT oTMeTHTh pabory [157], B KoTopoii HUTPOBaJH, Cyibdoxo-
pupOBasH M GPOMHPOBAJH 4-OKcH- W 4-xnopnupposo[2,3-d | mupamunun. Bo
BceX caydasix peakiusi MpoTeKasa IO B-NMOJIOXKEHHIO MHPPOJBHOTO KOJbIA.

)
HNO, N/ \”—l‘—Noz
=== ]
) s
I\ll H__ CISOH N/\“—H ’
\N/\g/ I\N Il_\II
R
' Br
CHyCONHBr __ N/ \Wl/
I\\N/\N
R=HO, Cl H

Hurposuposanue 1,3-aumerun-6-penunnupponol2,3-d|nupumMuanna Tax-
K€ NPOTEKAeT MO P-IOJIOKEHHIO MUPPOJbHOro Koavla [78]. Mdasee 5-nutpo-
30TIPOH3BOAHOE MOMKET NOABEPraThCd neperpynnuposke bBexmana ¢ o6paso-
BaHHEM NHpHMHUIONMpHMuAMHA. [IpH BOCCTAHOBJEHUH HHTPO3OrpyINH 06pa-
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3yercd 5-aMHHOMHPPOJONUPHMHUIKMH, KOTOPHIH NOA JAEHCTBHEM YKCYCHOKHC-
JIOrO CBHHIA TaKXKe NepPerpyniupoOBLiBACTC B NAPMMHAMHONHUPHMEAKH [180).

B
SN\
H;C—N l \N
0 0 — I * I
/iL\ /” NO O/\I\IJ N7 \CyHs
HyC—N u n - HgC—N , /IL . CH; *
O/\I\!I/\\I{\]I CoHs o7 I\I]/\g CeH; o
CHg CH, /ll NH,
N_
e
o/KI\f/\g/\CGHE
CHg

[TuposonupuMUAHHE BCTYyIAIOT B peakuuio MaHHHxa, oflHaKO cBeleHHd,
HMeIOIHecs B JUTEPATYPe, HECKOJbKO NPOTHBOPEUHBH. 2-3aMelleHHble HD-
poao[2,3-d]nupuMBAMHEE ¢ GOPMAJbACTHIOM H AHMETHJIAMHHOM B IPHCYT-
CTBHH aleTaTa HATpHs 00pasyloT 5-AHMeTHJaMHHOMETHJEHOBbIE NPOH3BOJ-
Hele [181], kKotopbie MOryT OBITL MpeBpalleHH B 5-IHAHOMETHJIEHONHPPOJIO-
nupuMuanebl. Oanako B pabore [113] coobwmaercs, uto 2-aMuHO-4-OKCHIIHD-
pono[2,3-d|nupuMunuH ¢ dopmanbaeruioM H IHaIKHIAMHHAMH B NPHCYT-
CTBHH YKCYCHOH KHCJOTBI HaeT 6-AHa/KHIaMHHOMETHIIEHIIPOH3BORHOE.

N\ /' \____/CHN (CHs),
N CH,O N
o e ) R
H H
N/ \__" CH,CN
Ak
H
R=H, CHg, CHsS, NH,
(;)H O{H
N /N
N CH,0O N
N ue
H2N/ \N/\EI/ HgN/ \N/\g/\cHgNRz

NR,=N (CHjg),, namepugun

1,3,7-Tpuangun-2,4-guokconupposo|2,3-d jnupuMuans ¢ pearedToM BHib-
cmaiiepa Take pearupyer IO «-NOJIOXKEHHIO IHPPOJBHOIO KoJbLa, 006pasys
COOTBETCTBYIONHH anbieruy [182].

S q a
SN SN VAN

R e ] w o

o NN 07 NN NN N\cH=N¢ H" 0”7 NN N\CH=0
i e e

B paGorax [6, 61, 174] uccienoBaHbl HEKOTODhIe PEAKIHH 3JEKTPODHID-

Horo 3ameulenusi 4-okcuTHeHo[2,3-d]THPUMHAHHOE, KOTOpHIE NPOTEKAIOT IO
o.-TI0JIOKEHHIO THOPEHOBOroO KOJIbla.

470



OH

/\_/

| |

NN,

R=H, CHg;

Rl
!
AN
N l .
|
R” SN NN No
M

O=CH—Ar

X

X=Cl, Br

O=C(CHy)y

-

HC(OCHy)s _,

POCl,, AM®A

BrCH,C=CH
_—

NCs

CH,COOH

HNO,,H,S0,

N\___ /R
{0
N ANV
R

N
e

NNNs\NO.

\CH,
/
C—CH,q

IN\___/
N

ow
N7 NN N0

Hee! N

CH3;

CHg
/CH—-Ar

W

HsCo” \N/\N/ No

I
CH,CH,0CH,

CH,

4
ny

NN SIN No

|
CH,CH,0CH;4

/CH—OH

H;Cs

CH,

/ _/CH—N{(CHy),

S

HCe” N7 NN N0

I
CH,CH,OCH3
CHs

N |\CH2C =CH
Hsce/\N/\N/\O

N

CHs
/\___/

N /‘k |\01
Hsce/\N N7 N\o

!
CH,CH,OCH;



OO0napyzkeHo, YTO MeTH/JIEHOBAst I'PYyINa [HpPOJLHOIO KOJbld 6-0KCOINHP-
POJIONUPUMHIUHOB OYCHb AKTHBHA W BCTYNAeT # PEAKUHIO C aNbAerHjaMH
[101], keronamu [98], nponaprunbpomugom [100], oproaupom mypaBbH-
HOI KHCJIOTHI, peareHToM Buibcmeliepa, xsopeykuuaaMuaoM [101], o6pasys
COOTBETCTBYIOLIHE H-3aMellleHHble 6-0Kcomuppodo|2,3-d] nupuMHAUHEL

ABTophl pabor [183, 184] ncciienoBagu peakiHio THOHH/IXJ0pHIA ¢ 2-de-
HMJI-6-uHaH-5-0Kco-7-aikuanuppono[2,3-d JnupuMHINHAMH M yCTaHOBHJIH,
4TO NIPH 3TOM IIPOHCXOJAHUT OKHCJHTE/bHOE XJIOPUPOBAHUE IO q-TIOJOKEHHIO
HNHPPOJBHOTO KOJbIA.

) OH
N <omq N
HsCq X CN H.Cg CN 01
O.
CH30H NZ
) — )\\ l 0CH,8
N ] HCe” N 1}1 CN
cl R
e v N\ CN 0
' &-e | CH30Na N
B _— S | _0CH;
H;07 N Ne—ocm, |
R=Alk 5 1'1 s J

B snnTepaType UMeercs HECKOJBbKO NPHMePOB BOCCTAHOBJEHHS THEHO- M
NHPPOJOTTHPHUMUAKHOB B NPUCYTCTBHH Pas3iHUHBIX Katanausatopos. [lpu geii-
CTBHH IajiIafileBOr0 KaTtajuzatropa Ha 1,3-1uMeTHa-2,4-AHOKCONMHPPOTIO-
[2,3-d}unpumMunun obpasyercsi cOOTBeTCTBylomee 5,6-THIHIPONIPOU3BOIHOE
¢ suixonoM 669 [185]:

9 1
AN SN
e Tt T
O \N N SN
| H j H

CH, CH,

Boprunpun HaTpHsi BOCCTaHABJAMBAET 2-MeTHJ-3-GeHuda-4-0KCOTHEHO-
[2,3-d]nupumuun 1o 1,2-guruaponpoussoaxoro [186].

0] 0]
! Il

SN N
RH4CG—1\'] " J NaBH‘,., RH,;C&-——I\II ” N
H3C/\N/\\S H3C/\N/\S/
H
4-Amunoraeno[2,3-d [nupuMHIHH, coJepKAaIUHil 3aMeCTHTeJIb B ISATOM

IOJIOXKEHHH THEHOBOrO KoJbua, moj nefictBueM HHKesas Penesa o6pasyer
4-aMHHO-5-3aMeIleHHbIH TupuMuInH [47—49].

1\}H2 ITH‘Z
AL aVas
bll “ “ Ni PeHeﬂ_) I\II “
AN \n
R=Alk, Ar
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W3 gpyrux peakuuil pacKpLITHSl NATHYJIEHHOrO IHKJIA MOXHO OTMETHTb
06pasoBanue 5-BHHAJINHDHMHAHHOB H3 COOTBETCTBYIOMIHX 5-denun-5,6-1u-
ruapo-6,6-aumMeTHIQypPONNPHMHEAMHOB NOJ JEHCTEMEM aMMHaKa IPH XJOp-
oKHcH (ocgopa [34, 187].

TG o
NHa N/\/—\CHa
NN,
; s o
H _
AN N N NeH
I e e 3
NN N0 NeH, NN \OH
cl
; Cﬁ_"’_ <CH3
POCL, N/ N CH,Q
[
R=Cl, OH SN N

Hekotopeie 5,6-1uruapodyponHpPUMHIUHEL TOJ JIeHCTBHEM XJOPOKHCH
docdopa obpasywr 6-xuop-5-B-xaoparnanupumuanns [130, 188].

0 O I:{IZ l'.\)|3
I I ci—cu—cl
AN AR N
A
R/ No/ R RNl

R=OH, CHy; R'=H, CgH;; R®*=R®=H, CHj

1V. BUOJIOTUYECKHE CBOMCTBA
®YPO-, THEHO- U NHPPOJIO[2,3-d|INPUMUIHHOB
B 1960-x rogax 6b1y10 HaleHO, UTO aHTHOHOTHKY TyGepnHAHH, TOHOKAMH-

IMH U CAHTMBAMHIHH SIBJSIOTCS NMPOH3BOAHBIMH MHPpoJo[2,3-d ]| nupuMuaHHE
[51, 189—191].

NH,y
X
1\( | I X=H-rybepuaguan
\N N X =CN- roiiokaMmuue
Oyoﬂ X =CONH; - carrupaMrnuH
HO OH

TollokaMuluH aKTHBHO TOPMO3HT POCT PAa3JHYHBIX MHKPOOPTAHH3MOB,
[192—194], tak xe xaxk u TyGepiuwmun [195, 196], a casrnsamunnn o6sa-
JaeT BLIPAXKEHHOH NPOTHBOOINYXOJ/EBOH aKTHBHOCTBIO, BKJIOUAACh B MpoIlec-
col cunre3a JIHK u PHK [191, 197]. Hmeercsa xopowuii 0630p 110 3THM aHTH-
6uorukam [198].

4-Avunonuppono[2,3-d InupuMuIHE Takke siBAsieTCS HHTHOHTOPOM PO-
CTa pPasJHUYHBIX MHKPOOPraHH3MOB [73], a ero npoussojHbe 06/anaioT 6akK-
TepUIHAHBIMA [111], rHNOTEH3HBHBIMH, AHTHKOHBYJbCHBHBIMH, TPaHCKBHJIH-
3UpylOmUMH cBofictTBaMu [107, 160], nposiBASIOT aHTHMHTOTHUECKYIO aKTHB-
Hocts [121].
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N N R=H, CHj, OH,
] Ao R
R/\\\N/\N/\R’ Alk, Ar; R*=H, CHj

4-MepkanronuppoJio[2,3-d]uupumMuIHH sBJ/sieTcs 5-4ea3aaHasoroM H3Be-
CTHOTO IIPOTHBOOIYXO0JIEBOTO IIpenapara 6-MepKanionypuHa, oAHaKo He obJa-
J2eT BBIPA’KEHHOH IPOTHBOPAKOBON AKTHBHOCTLIO. TeM He MeHee, 4-ajkui-

MEPKaNTONHPPOJONHPHMHAHHEL HIPOSB/AIOT aHTHHEOIJIACTHYIECKHE CBOHCTBA
[167—169].

SIR
/
N/\“ “ R=H, Alk, (CH,), CONHRY;
| R1=aMHHOKMCJIOTHEI OCTATOK
\N/\ NS

H

Cpenu 2-¢pennn-5-okcunupponao[2,3,-d] nupHMHAMHOB ObLLIN OGHAPYKeHbl
COeJHHEHHUS, AelCTBYIONIHE Ha UEHTPA/JbHYI0O HEPBHYIO CHCTEMY B KadeCTBe
nenpeccantos [92—95, 184].

A I\ /OR
N “ ‘ N ' u R=Cl, OCH,, OC,Hs, OCyH;-1150;
| / | R=H, CHj, SO,CsHs; R¥=CHj,
HsCo” NN/ N/ \R1 HCe” NN CN R'=CN, C(OCHg)=NH; R:=Alk

M R'1 Galls, CiHy
5-ANKHTaMHHOMETHJIbHEIE TIPOM3BOJIHBIE THA30JONHPPOJONHPHMHINHOB
npensTcTBYIOT oO6pasoBanHio TpomGoB B KpoBH [199], a ameramuaun 5-mup-
poao[2,3-d]nupuMuanna NpPOABSeT CHIBHOE PAHIVIHOCTHMYJIUpYIOllee Aeli-
ctBue [200].
Coobutaercs Takxe, uto 1,3-auankui-2,4-guokconuppodol2,3-d]nupumu-
JMHEBE 06J1alalOT CeAATHBHON U XKapONOHHKAIOWEH aKTHBHOCThIO [151].

I i 1
|
L /N CHZII\]—CH2CH2C6H4X | /\ /CHGC—NHQ /\
1)1 L 0
\S/\N/\IIEII/\CHs NN N/\CHs o/\ll\]/\ll_\ll/
H Rl
R, Ri=Alk

BHOJOrHYeCKH aKTHBHBEIE COELHHEHHS HMeloTcss u B pany ¢pypo[2,3-d]un-
pumuansoB. Tak, 4-amuHO®Ypo([2,3-d |nHpUMHAHHEL ABJSIOTCS MBILIEUHBIMH
peslaKcaHTaMu [119] IPOSIBJISIIOT CeAATHBHbIE, aHTUTHCTAMHHHbBIC, AHYPETH-
yeckue cpoiictBa [53, 54]. 2-3amelennsiii 4-okcu-5,6- ,unrnnpoq)yponanMH
JUH TOHHXKAeT cOfepXkKaHHe XOJeCTeDHHA B KPOBH [127] a 2-aJKHIMepKan-
10-4-aMuHOdypo[2,3-dJiupuMuus  obsamaeT NPOTHBOS3BEHHOH  AKTHB-
HocThio [81].

NRIR? OH NH,
I Rs R],
I\ 4 4 N
L T N
R/\N/\o/\R4 R/ \N/\O/ RS/ \N/\O/
R=H, C¢H;, Alk; R}, R2= R=H, CH,, S, NH, R, R=Alk, Ar

Alk, Ar; R3, Ré=AIk, Ar, NO2
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Cpeln CHHTETHYECKHX THEHOHHDPHUMHAHMHOB BHISIBJEHO MHOXECTBO COEIH-
deHu#, obJlalalolHX CAMBIMH Pa3/JHIHBIMH BUAaMH (DU3HOJOTHUECKON aKTHB-
goctd. [lpoussogubie 4-amunortnexo[2,3-d]NHpHMHUAMHOB NpOABASIOT Oak-
TepHUUAHHEE, TPHXOMOEaUNAHBIE [13], aHTHpaAHAUHOHHEIE, aHTHMAJSAPUIHbIE
[43], anrurncramuunbie [153], akapuuujHbe, HHCEKTHIIHAHBE, (QYHTHIMI-
Hule cBoiictea [161, 162], npensitcrByloT o6pasoBanuio TpoM6os [29].

NRR?

N R® R=Ar, NH—Alk; Rt, R*=H, CH,,
N ”—”' (CHp)y, NH—Alk, SO,CsHs, OCgH;,

| I Ar, Alk; R8, R¢=H, CH,, (CH
A NN o (CHale

4-Amuno-5,6-guruaporueno[2,3-d JuppumMuiuan  064a4a10T  CeATHBHOM,
JUYPETHUECKOH, AHTHIHCTAMUHHON AKTHBHOCTBIO, SIBJASIIOTCSI MBIIIEUHBIME pe-
Jakcantamu [56, 163, 164].

I\IIRIR2
RS
N/\F—/ R, RY, R?, R%, Ré=H, Alk, Ar
[

Cpenn 4-OKCOTHEHONHPUMHUAMHOB OOHApyKeHbl AenpecCaHTH LEeHTpPaJb-
HOH HepBHOH CHCTEMBI, AHYPETHKH, THIIOTEH3HBHBIE, KaponoHmKauue [144,
145], ananpreruueckue, cegatusunie [30], antnannepruueckue [37, 39], rum-
HotHueckue [20]1] BeutecTra.

0 0 :
N VAN , N
e ) S IO
R/\N//\s/\/ H_aCzOOC/\N /\5/\\/ H3C/\N/\S/\CH3
R=CHyg, C2H5; Ri=H, CHj, CsH; R=Alk, Ar X=0, NC¢H;

2-OKco-4-apuATHEHOMUPUMHAHHEL TakKke o06/alaloT aHaJbleTHYeCKOH u
JHypETHUECKOH akKTHBHOCThIO [58, 66]; 2-ankuamepkanto-4-apHiImpou3BoI-
HBle — aHTHTPOMOOLUTHHIM, XaPONOHHKAOUIUM, aHAJbICTHICCKHM AEHCTBH-
eM, MOHHKAIOT CoJepiKaHHe caxapa B KposHu [63). 6-KapOokcH-5-aMuHOTHE-
HO[2,3-d JnupuMuauH nposB/ser OaKTePHIHAHYIO, aHAJbIeTHUECKYIO, AHype-
THYECKYIO aKTHBHOCTb H ¥} apOTOHUKalollee neficteue [86].

R R
/ N R /|\_/\ AN
{1 1T {1
07 N8/ \Rs ROOCCH,S” N/ g/ N/ NNNs” Ncor
¥ R—=H, CH,, C,H;; Rl=Ar R=Ar, NR,

R=H, Alk; Rl=Ar; R?=H,
CHj; R®=H, CHs, Cl, NO,

Takum o6pa30M, U3 NPpHUBEACHHOTO BBIIIE MOXKHO 3aKJ/AWYHUTb, UTO IIPOH3-
BOAHBIEe (ypo-, THeHO- U MHpposo[2,3-d]|mupuMUIHHOB NpeACTaBJsIOT 3HA-
YUTEJbHBIH HHTEpEC B KaygecTBe q)HSI/IOJIOI‘H‘IECKH AKTHBHLIX BeWEeCTB, 4YTO
NpHBJE€KAaeT BHHMAaHHC WHPOKOIO Kpyra HCCJI@ILOBaTeJIeﬁ K B3THM cogduHe-
HHUAM.
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